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^ (54) Title: NITROGEN-CONTAINING COMPOUNDS HAVING KINASE INfflBITORY ACnVFTY AND DRUGS CONTAIN- 
ING THE SAME 

00 

^ (54) «Wa>«»: tfusstt^^-r-sas^^fc^iftfe j:t;**i*^t?Eai 

V) (57) Abstract: Compounds having an Rho kinase inhibitory activity. These compounds include the compound of general formula 
^ (I): Het-X-Z, pharmaceutically acceptable salts thereof and solvates of the same, wherein Bet represents a monocyclic or dicyclic 
O heteropycle group containing at least one nitrogen atom.(for example, pyridyl, phthalimido); X represents (i) an -NH-C(=0)-NH-Q1 - 

O group," (if) an -NH-C(=0)-Q2- group, etc. (wherein Ql and Q2 represent each a bond, alkylene or alkenylene); and Z represents 
hydrogen, halogeno, a monocyclic, dicyclic or tricyclic carbon cycle or heterocycle, etc. (for example, optionally substituted phenyl). 
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(57) SHii 

Het-X-Z (I) 

(±83S;4». H e t a:/J>«i < * 1 Moa3!l«$tf#«**:a:-«®1^«^^ 
(0iJ^«lfy5^;K 7^^;V'f ^ F) XttS (i) -NH-C (=0) - 

NH-Ql-s -NH-C ( = 0) -Q2- (Q l«<tafQ2tt«S^s 

t;1/*1/>> r;w-!r:::l/>^^t) ^'fe^U Ztt^K^s nv2^>. ^M. 
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^ ^ 

fcRhottROCK/Rho:^P:^— Ifs M^l^Ti^ Y ^:t-»^^iffLX. 

¥^mi^itjft£j£s mtci^m. Mmmm (m^i^s iCi^skmmm^is^xrmibLm 
mm) s «jts Mmmmmm. mi&^Ms mm^ mmm^. mm., mmnm^ 

Ttts ROCK (feSV^^±ROCK I) (!RfP8¥ 9 - 1 3 5 6 8 3 Tlshiz 
aid et al., EMBO Vol.15, No.8, ppl885-1893(l996)) -^R h O ^i-—^ (2feSV> 
a:R 0 C K n) 10-113187 -^s T.Matsui et al., EMBO J., Vol.1 

5,No.9,pp2208-2216(l996)) *^^^^nT:fe!3> ZM\tT^ V'^-i hX^^Z 
i:*^HJ^)*^^::&oTV^S (CNakagawa et al ., FBBS Lett., Vol.392, No.2, ppl89-19 
3(1996)) o 

ROC K/R h o If Ra^{^M*W1-Sfb^ bT tix h ^ ~ 4 - 
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0/0 5 7 2 3) ^ ^>'/T^ hMb^ (WO 9 5/2 8 3 8 7) ^Y -27632 
(Uehata, M., Ishizaki, T. et al. : Nature, 389 ; 990-994, 1997)s MMWimBlf^MM 
t UTrUIE^nTV>SJga7 y ;^i;;i/(HA-1077s M'(b^)A*^{f 5)tt^(Ono-Sait 
o, N., Niki, I., Hidaka, H. : Pharmacol. Ther., 123-131, 1999)o *fe> WO 9 8/0 
64 3 3H:ROCK/Rho=^:^— ^flffl^^J&ll^l/TV>5o 

Het-X-Z (I) 

H e t {i. < ii'fe IBO^mm^^^^t^ 5 -'7«©^«tt®iafatfe 

Xli. a (i) ~ (ix) *>6:&:^t#3i)*^^^^ns^*^U 
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(i) -NH-C ( = 0) -NH-Ql- 

(il(Dr;^#;^^»^liAP'y>M?t:J;^)g^^l^nTv^T%J;v^) ^ Ci- 
<fcl^) ^ Ci-4T;i/=3ir;i/A;i"K-;i/:t=aft' (z.6Dr;i/^;i/«P^l±>'NDy>Ji^CJ: 

S^to ) 

(ii) -NH~C (=0) -Q2- 
Q2{± 

J^^gSC 2 - 5 ® 7';p>r- 1/> 
;l/^;^as^0'^±;^p^>Ji^t^«fc^)ail^i^TV^•c%>j;v^) s Ci-4 7';i/nJri/*;i/ 
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^mto ) 

(iii) -NH-C ( = 0) -Q3-Q4-Q5- 

Q4«±s -0-^ -NH-s tfett-S ( = 0) m- (mttO- 2®m<fe^ 

^mto ) 

(iv) -N -Q6-Q7- 

R ' li^Tiamm^ t c 1 -4 r)]/^j]^ijM=')v^m u 
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Q7lis 

- (CH2) nl-CR**R"- (CHa) n2- 
n 1 J:r/f n 2 tt^^-^ti 0-3 0lfl$*^ U 

n2 3&J2^feH:3T!*5®-a-®- (CH2) n2-l±> ^rf"©- CHa-CH2- 
^- C H = C H - * fc{±- C s C - UT V>T J; < s 
R*'':feJ;l5R'''tts ll|-tfettM^^■CV^t:t)<k <s 

- (C = 0) -N (-R'") (-R") (R"':feJ;DfR"(±s fiI-*fe«:M«5 
?)gg|^nTVNT% J;^r^) s $/^prDt:;K t.tciA^>V}V (ci©7x-;i/gp 

la•^4l*fe^i20Cl-4r;l/ndE^i/^c:J:Diii^l*tl"r^/^•r*«^:v^) sa-r) N 

Ci-4T;i/ndp^>:ij;vsj?-;i/ (c07*;i':¥;H[P^{i>'ND-!f J; Dgil^tiT 

v^'r<feJ:v^) s Ct-47';i/*;i/*;^5l?~;v {:i(Dy)V^)vu^^^\u^>m^^^ 
^)E^^tl■rv^T<feJ;v'>) s c>-4T;i/^;i/*;i/sK-;i/;t^$/ 
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- (CHO p-NR^- (pt±0~2<O3IISSmU Rn±2k^ji-?s Ci-47 

-NH- (CHi) ql~CR**R"- (CH2) q2- (q 1 :j3J;tJfq 2 tt^e 
n^nO-'2CDSfffeft^U R*»:feJ:VR**tts Jeti^fiis *3flM^> Ct-iTJV 

^M. Ci-iT)]/^)v i^<DT}]/^)]/W\ti^ym'j^^^^M^^nx\'^x%^ 
ifeiVN) ^ Ci-4T;v=i^->3i7;i/4^-;i/ (ei<0T;i/=^p;i/®^t±-'M3^>Jli^ft:J:D 

- (C = 0) -0-CR*'R"-CH2- iR^^^XV^R^^iim&X^m^ntz 

-NH- (CH2) i-NH- (ii±l~4®Mi^^^f) s t;^c(i 
-S ( = 0) j- (jttOs K ^fett2:i^a-r) 
^m-To ) 

(v) -NH~Q8-Q9-Q10- 
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Q9(i> -0-^ -NH-> *fe{i-S ( = 0) ( r {± 0 - 2 ©^iS*^ 
t) 

*3gt-o ) 

(vi) 1 1-Ql 2- 

Q 1 2 {is 

- (CHO s-CHR"- (sa:0-2OSIIJ!c^&^U R"tt7K5flJli^x Ci-4 
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T;^^;l/^SPl9'H:AP^>Jli^^cj:t)M^^i^•tv^•C'feJ:v^) s 1^tc^-^>VM 

- (CH«) t-NR«- ( ttiO- 2 (OMI&*^U R*\ii7kmm^s Cx-aT 

> Ci-4t;i/=i=^-> (^lOT;^^;^gR^^ADy>Jli?(^:J:t)S^^l^^^TV^T 

-NH- (CHO u-CHR'- (ilttO^fettKDiEifc^^U R'H::2lc^ii 
^nTV^T<b J;v^) > c i-4T;i/n:3p>>:i7;i/j}?n;i/ (cl©r;^^;l/^^|J^{i/^D'i7•> 

^^■To ) 

(vii) -Ql 3-Q14- 
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Q14t±^ 

- (CH2) v-CHR"- (v{d:0~2©SIS^^U R't^TkMB^. Ci-4 

. - (CH.) w-NR*- (wH:0-2©St5t*^U R**±;?Kf!lM^> C1-4T 
vs) > Ci-4t;i/3^s/ {c<oT)i^)m^w\u^>m'jFKi:\)mWk^nx\f^x 

-NH- (CH2) x-CHR*"- (xja:0^feia:l®m<S&^U R*"Ja:*l^ 
Ci-4T;i/^;i/*fett7xn;i/ (ci©7x::i;i/t*s AD/f>Ji^^ 2k^Ss 

>MW«tDMi^l^tlTv^■r*«^;v^) > Ci-4 7';i/^;i/A;i/s1^-;i/ (iioT;v^r;i/ 
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^Uto ) 

(viii) -C (=0) -Q15- (CH2) y- 

<^ ya:0-'40lilS?e^f) 

(ix) -C ( = 0) -NR*-Q16- (CH2) z- 

zH:0-4OiEl&^£^-r) 
13-15 «(DH]itt®l|jW*fet±^ia«ICD^^^Si»*feH:«m«^5;^ 
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11 



5i?r.;i/-7xr.;K 2 h^J^-7xn;K 2-- hD~7xr:;K tfc^4 
X*5^ (iv) i^f^. R'tliykmM'^^mL. QBifirm^ 



;k 4-^;bi^U-;K 3-i^u^^-;k 4-ifU$^::^;w 2-^DD-3-b: 

-So 

fifetllis ^ (la) CDYti'^$fett«©lll#±i^^^tiS^*U<tt^«It»* 
Het-X-Z (la) 

x\±. m (i) ~ (ix) if>hti^mi?^mn^ti^&^mh. 

(i) -NH-C (=0) -NH-Ql- 
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(^l0T;^:3f■;^^SP^^±ADy>m^fc:J:DMiSl^^^•tv^T%J;v^) s Ci- 

o ) 

(ii) -NH-C (=0) -Q2- 

Q2H: 

;^:^;H±>'^P^>Jlii^^cJ;t)gife$i^TV^T%J;V^) ^ Ci-ATJVzi^i^ {IL<07 

(i;©T;l/:^p;^gp^^iApy>M^tcJ:DEt^l^^^TV^T'feJ:v^) s Ci- 

4t;i/:J^;i/*;i/5}?-;i/ (e:cDT;i/^;i/§U:9>y:>'NP'i7'>ii-?^j3j: DS^^nroT* 

<fe^to ) 

(iii) -NH-C ( = 0) -Q3-Q4-Q5- 
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(±13^5; Ct^s 

Q4tts -0-s -NH-s tfe{±-S ( = 0) m- (m{±0-2CDSElS*^ 
^ml!&l~3©7;^^rl/>^ tfeH: 

«fcv^) > Ci-4 7';mi^;i'i7;i/j|?-;i/:^-i|pj/ (ii®T;i/:3|r;HP^ja:AD'i^>i^^fe:J: 

^m.to ) 

(iv) -N (-R*) -Q6-Q7- 

R * y:7k^M^ t C J - 4 y ;v >{j ;i/ ^ U 

4 J; D glfe^ v^T <J; < s 
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- (CHa) nl-CR^'R'"- (CHO n2- 
n 1 ^XXJ^n 2 ii^n^n 0-3 (Dm^^m U 

n2 3??2*fei*3T*-g.«^cD- (CH2) n2-y:s S+O-CHa-CHa- 
^«-CH = CH-*fe{*-CsC-§mbTV^•C*)«fc<^ 

- (C = 0) -N (-R'"') (-R") (R*"^3J:i;fR"'tts 

DBJft^n"rv>t:%J:v>) s e/^^DT'Di^^K ^fett^^J?;!/ (c;o7x-;i/gg 
^t±l*fett2®Ci-4T;i/3*^lcj;?)ltil^nxv^T%J;vO 4*1*) > Sfe 

- (CH2) p-NR^- (pe;O-20MIS§^U R'JiTkmii^s Ct-4r 
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-NH- (CH2) ql-CR*-R**- (CH2) q2- (q 1 ^AlTq 2t±Je 

- (C = 0) -0-CR*»R"-CH»- (R*-:j3J:tjfR"H;miB-eail$nfe 

-NH- (CH2) i-NH- (im-'40M^^^t-) > ^tcUi 
-S ( = 0) j- (jiiOs Is *fett2<S£ai-) 
^^-To ) 

(v) -NH-Q8-Q9-Q10- 

Q9{is -0-s -NH-s tfe«:-S ( = 0) r- (r{i0-2©m&^ 
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;l/:¥;^«:>'^D^>m•?K:J:Dm^^l*n■CV^T^foJ;v>) x Ci-4T>n^S/ 

^mto ) 

(vi) -0-Ql 1-Ql 2- 

x-*r)\/^)\/^ a t) m^^nt V^•C'b <fc < s 
- (CHO s-CHR"- (sJ*O-'20m^^U R'«:*mJ!i?N Ci-4 

»)g|^^tiTv^"r*)<fcv>) s Ci-4T;i/dF-;i/*;i/5j^-;i/ (c0T;v^;i/«p^ti;M3 



wo 01/56988 



17 



PCT/JPOl/00721 



- (CH3) t-NR"- (t{*O-20^fSlt*^U R«»*5l5M^N Ci-47 
-NH- (CHa) u-CHR'- (uH:0*fel±l©«fjR?&^U R'ttTfclSii 

o ) 

(vii) -Q13-Q14- 

1 -4 T)]/^}\/\iZ. t) tiT V>T % <fc < > 
Q14H:s 

- (CH2) v-CHR"- (vt±0-2©!i^^^U Rnd:7k^ii^s Ci-4 
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- (CHs) w-NR"- (w{±0-2CD^I^^^U R'«:*^ii?> C1-4T 

>il^tJ;Dillfe^nTv^T<fe s Ci-4T;i/=^;i/*;i/si?-;i/:t>$/ (c:©T 
-NH- (CH2) x-CHR*'- (x(±0*fe«:l<DSI5(^^U R*"li2K^ 

*m-ro ) 

(viii) -C ( = 0) -Q15 - (CHz) y- 

(±IB^+^ Q15y:^ S-TM^fig^Sfeli^ta^O^^^^S^^U ^(D 
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(ix) -C ( = 0) -NR*-Q16- (CHb) z- 
zt±0-'4®^igt*^1-) 

mm 

^ttcliii^^mOTJV^JW T)\yzi^i/^ TJV^-)W T)\^^\y>s 
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n->^^;K i-:/^;K s-::^^;k t - :^^;v*5|feJf ^nSo 

n-:/h=^i/s s-:/h=^^>> t -::^hdf^i'3&»^lf ^ 

So 

^'Noy^M^a^^x 7y|gM^x «3flM^x HJllii^s tfeB:3'>mM^*5it 

tr^Ui^;K t:iMs^;K >r^yv^u;K ^3:^::^;k ^:t73i-;K -f 
v^"tf\;>f;K W'v^T\;-r;K 1,2, s-it^v-pr^J^M 7^if-;K 
1, 2, s-hUTv^-fM 1, 2, 4-h';Tv^>f;K i^pu- 

^iSfcb-ctts 'f>h*u;K =^yy-;K *:^^;u~;^ 1, 3~-^>>/S^:*-=¥ 



wo 01/56988 



21 



PCT/JPOl/00721 



^5; (I) :feJ:l5i5; (I a)-k::feV^Ts Hettts ^9*b<ia: 

(I) :}3J;t55S; (la) ^^:;feV^T^ H e t ^js^-T^^tSo^^^^tis iQ= 
tb<«s ^ (na) . ^ (lib) s ^fett^ (nc) ^^^^cii;i»*t?§5o 



(±IB^*> A 1 tts < ^ * 1 ffiCD^ii^^^Wr S 5-7 M©#;^<40 
S (I) (la) ft::fev>Ts H e 1 3&»^t-^<icD«lR3g^a:> S 

^ (Ila) ifiU-riy 2, 3-hUyi;-f;K 1, 2, 4-hUT^y'f;K :fe 

jS; (lib) a^^-Tn i:^us?;k tr'Mi^;i/s >rv^-9-y>r;K >rv^Tv^'<;K 
^ (nc) iPUirly 2, 3 ~:t=^r-9-i?7'\;-f;i/:}3J;t>'ir ua^i^;K 

^ (I) ^iiXf^ (la) fc::feV^Tx H e t li^ il>:fe < b < J* 

l-3^^ ©^mjli^*^W1-S9-l 2M©-^tt0fia^*fett^ll^©1g^ 




(lib) 




(lie) 
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55 (I) :j3J:T)f^ (la) i;:43V>Ts H e t *«m-r-^i4®^^^^Sa:s » 
^b<a:> ^ (nia) ^ ^5: (iiib) s ^ (nic) x ^ (md) s ^ (nie) s ^ (ni 
f) . ^ (mg) s Si dim) s ^ dm) s (nij) ^mtCLtifi-c^^o 




So 
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^ (I) iS^XJ^^ (la) t:feV^•r. H e t jf^^fil^tSO^^^^^OMC 

^5; (ma) *»^-riH--5-'f i-7'-fe^;i/-iH-5— f >^ 
^ (nib) 3i^S'riH-5-^>v^hU:ryi;;K 

^ (nic) 1,3- i^sh^^y- 2 , 3 - t h* D - 1 H - 5 ->r V-Y > 

HUM 3-S;:t^S/-2, 3 -S^h Kn- 1 H- 5 V>r 

5i (ffld) *j^'r^v:^>'U~;K 

^ (nie) ifi^Ti'^ U-;K 

sS; (nif) 35^^-r=^ryu-;K :^7^Ui^-;K 

(nig) *«^-r:^p:h\;u-;K 
id (mh) ifimty^^t^=^)K 
5* (HB) 3b«^"rr5^^^:^:^;K 

^ (nij) A*Si-'^>v^^ ^tJ^\;u^;K ^>v^^Ty>j-;w *j«ti>*^>v^ 
^il) ^i.X}^^ (la) {343V>Ts X#^fS (i) ©»^U^0yi:bTJ±. 
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^ (D^XV^^ (la) {C:fel>t> Xmtm (ii) t bV^0lJh bTl±^ 

it (I) (la) fc:j3V>T> Xifimir& (iii) 0^9* bV^^^i: UTtts 

Q4*J. -0-^ -NH-s *fey:-S ( = 0) m- (mtt 0 ~ 2 O^^*^ 

^ (I) :fe<ttK^^ (la) iz^h^Xs Xtfimtmiiv) OS^*bV>^2:bT«±s 

J:<s Q7*»s ^IS^^ - (CH,) nl-CR«'R»^- (CH«) n2- (nm 
OtfettloM^^^U n2«:07?fet)x R''H:*^ii^^^U R"ttx * 
^Jii^> C.-4t;i/^;k *fe{iSgl^nTOT*)J:v>7x:^;i';g&^t-) s - (C 
H2) p-NR»- (pttOtfettlcD^I&^^U R*tt*^ii^s C,-4T;Vde 
;^*feB:«m^nTV^-C%J:V^7x-;^^^^■r) ^ *fett-NH- (CH2) ql 
-CR**R*'»- (CH2) q2- (qll±0$fea:l-e*t)s q2ttO-e*Ds R 

J:<. Q7*5s l^^s - (CH2) nl-CR^'R*"-^ (CH.) n2- (^*s 
nl:feJ;i;fn2y:^n^nO~30llg5C^^U R^'ttzIc^Ji^^llU R^tt 
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:¥-^>>bJV5t^-;K - (C = 0) -N (-R'") (-R^") (R^":j3j; 

^^f) s - (CHa) p-NR''- (pa:Otfettl©lijg!c<S£^U R'^tK^M 
CI-4T;l/!^;l/*fe«:g^^|^nTV^T*<fcV^7x-;^:fe^1•) ^ -NH- (C 
H2) ql-CR*-R"- (CH«) q2- (q 1 *JJ:tJfq 2ttJeil^tlO-2® 

^l&^^U R'^{i7KmM^=fe^U R*''i*7KmM^> Ci-iT)\^^)l^r^i±nm 
^H■rv^T*) J:VA7a:r:;i/5^^-r) X - (C = 0) -0-CR'"R'"'-CH2- 

(R^-ttjdci^Jii^^^U R^^ttTK^M^s g^^l^i^•cvv^:t)J;v^Cl-6T;^:^lr;K 

tfel±Mil^*lTV>T%J:V^7x-;i/5fe^f ) s ~NH- (CH2) i-NH- 
(i{il~4(0m*^r) > tfel±-S (=0) j- (jttO. Is *;fe{i2 

^^•r) s^-r) <§£^f 

(I) 43<fct;f^ (la) t^::fe^^r^ XifimtM (iv) ©Mfc:^? * Ulr^Mi: U 

©i®»iKlg^i5;3l*^U Q7*»s - (CH2) p-NR»- (pa:0*fe{41CD 

;i/^£^-r) s ^}fe:«-NH- (CH2) ql-CR^^R**- (CH2) q2- (q 
ltiOtfe«:l-e$>Ds q2t*0*T!fe»)s R*»tt2klNJl^-C&t)s R^^ttzKHHi^ 
^> Ci-4r;i/d^;v*fc«:fiJj|$nTv>T4>a:v>7x-;i/*mr) *^t®-^s 

^M^*^^1-S5-71CDlSlD^^3ijCa^^U QTA^s - (CH2) nl- 
CR'^'R^''- (CH2) n2- (nl{±0^fettl©MI!S?fe^U n2a:0.'C^t)s 

R''tt2k^ji^^&^U R^'^ttx ^mm^. Ci-4t;i/^;k ^fettmm^tirv^ 
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^SH:^^Ji^^^J:t)S^^nT^^T%J:<^ Qlifis - (CH2) nl-CR* 
^R^"- (CH2) n2- inl^J:.V^n2t^m-trcUMt3:-:>X\i^X%^<0'^ 

^S{i^^M^K:J:!3Sil^nTV^T'feJ:<^ Q7*^^ - (CH3) nl-CR« 
•R'"'- (CHO n2- (nl43J:yfn2**0TfeDs R*'3&*2K^M^^^U 

R"*»®^^t^t:v>•r'biv^Cl-eT;^=¥;^s *;^>^?^^>;l/a^ Ci-4T;i/33^i/ 

J/T^^ - (C = 0) -N (-R^O (-R^*) (R^«:J3«tVR 

S;Stt®^li^{3<fct)m«l^nTV%-C%J:<> Q73bSs - (CH*) nl-CR^ 
»R"~ (CHO n2- (nlA^O-SOSISt^^U n 236l»Otf*»)s R»*:i3 

^*«±miglg^l^J:?)M«l^nTV^-C*)J;<s Q7**s -NH- (CHO ql- 
CR**R*''- (CH2) q2 - (ql;fea;Vq2t±€n^nO~2a>!ll»&^U 

(I) :feJ:tJf^5; (la) K:^3V^T^ XiJ^^fS (v) (Z)»*U^0!lfcbm 
Q 8 1 3 > *fettj^fflf» 2 ^ fett 3 1/ 

U Q9A*N -0-> -NH-s tfe{*-S ( = 0) r- ( r {i 0 - 2 (?)iflS^ 
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^ (I) ^^X]^^ (la) lC43V^t^ XAS^-T^ (vi) (Dt^^Ll^^mthXit. 

^*feH: lj|©|g^ii^*^=^-ra 5- 7McD«a«m^3g^S5fe^U Q 1 2 

- (CH2) s-CHR"- (sttOtfemoHifc^SU R'ttzk^M^x 
Cl-4T;^^;l/*fe^±g^^^^TV^•r'fe<tV^7xr:;^<§£^■r) s - (CH2) t- 
NR"- (mo^tcmomm^mu R'ttzfc^M^s Ci-4TJl^Jl^:^U:m 
g|$tlTV\T*<kV>7xn;i/§^-r) H ^feJi-NH- (CH2) u-CHR'- 

^ (I) :feJ;tJf^^ (la) lCj3V^T> X**^-r» (vii) bV>«^J^: bT 

a:HH®^M^*'^^-rS5-7«CDiai0^mii^^*^U Q1 43i>»x Jg-^s 
- (CH2) v-CHR'- (vttO*^fe:«:103SliC*^U R'ttTk^iS^s Ci 
-4T;l/df^;l/*fel±mii^nTV^•C'fe<tV^7x-;I/^^f) , - (CHi) w-NR 
(w{i:0^fe»lcD^g!(=fe^U R'y:7jc^M^s C,-4T;vdE^;i/tfea;m^^ 
nTVNT%J;V>7x:z;V^^t*) s ^fe«±-NH~ (CHO x-CHR'»- (x 

H:0*feid:lcD^IK*^U R'^^Tkfgii-^s Cl-4T;l/=^p;^*fe^d:g^^l$nTV^ 
^5; (I) *<fcaf^5i (la) (C:}3V>Ts XijJ^fJS (viii) 0»SbV^0^fcbt: 

(I) :fea;tJf5!i (la) i^iJV^Ts Xtl^mt^ (ix) bV^^^i bTtts 

Ql 6*Js ^^M^K:«fcDfim*ixTV>T*)J:v>5-7^cDlSSl^^3i^^Sfe 
IM^^^M^^^WtS 5-7 MofilSl^^^i5;S^^U z 1 1 fefd: 2 
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^ il) 43J:TJ«Si (la) tC:J3V^T^ H (iv) <Z)Q6s S (vi) ©Ql Is S 
(viO ®Q1 3s ^ (viiO ©Ql 5s :feJ;r5^ (i^d ©Ql 6*s^t- >"5-7 

^ O- XX o 

jTX-. -X^ -O*-* "X-}^ 
^ ^ H H 

_(> -rf. -<> 

±I3»*» (iv) ^Qea^mtm'^. *3b»ft^nfeM^{iQ7ii0^^'&mu 

±Sa^%« (vi) ® Q 1 1 <J«^fa^s * A»ft^nfe«g-&H:Q 1 2 
^ U * *«ft * V>«! 0 - u 
±IB^*» (vii) (DQ 1 33&»^"ri®^s *5m*tifel§^H:Q 14t<om 

±K«*« (viii) ©Ql sm-r^^v *5{^ft^nfe«S^li- (CH2) y- 

±iB^*s (ix) ©Qi6j&«^-r«^> ^m^ntzm^- (ch») z- 

ilOUg'&^mU *W^n•CV^:feV^i^^«:-N (-R») -fcOSg^^^-To 
^ (I) 43J;tJfS (la) lC:33l^Ts Z*s^1-5-7«0#«if OlS^OtfeH: 

Si (I) iB^Xf^ (la) K::feV^Ts Z*s^-r7xri;VI±s 2mXXJ^6&. 



wo 01/56988 PCT/JP0iy00721 

29 

S (I) :j3J:tK^ (la) ^c::^3V^•C^ ZjbJ^t 5 - TMCDfiaiPtfett^ia^O 

^ntPii^^ Sfc:^?^b<tts tfyi^;K i:^^uj>;k i^dus^- 

^ (I) ^iiXf^ (la) {n^V^-Cs ZAf^-rS-TMCISffi^feli^fiaftlO 
(I) ^^V^A (la) ^C:feV^T^ Zi^^^-S- 7M©ia«i*fel4^fiaiD© 

^ (I) ^XU^ (la) K::feV^T^ Zi^^-TQ- 1 2M(Z)-3^tt©fiaiP*fe 
(I) 43J;t;f^ (la) ^I:feV^T^ ZA^^-T 9~ 1 2M®-S14©ISIP*fc 

^ - i/ y i; )Vs -r > u )K ^y^J^^^^J y ;k ^ > \/ n >; \/ ;i/n 
5S: (I) 43J:Uf^5; (la) 13j}3v%Ts z*»^-ri 3-1 5M©=^<4cDia^* 
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*^8Jt^iS^ (I) Oit-^m^^XJ^^ (la) ©^^tlCD^^tbVN^Jiit'-C 

It. 

(1) 

Heti>»^ (na) s ^ (lib) ^ tfett^ (He) 
iP. *:5V^{4He t*»^ (nia) . ^ (Illb) . ^ (fflc) s ^ (Hid) . (m 

c).^im)s^ (rag) s « (inh) s ^ dm) > SfettS; (fflj) (D=.M& 
i^tKP-iH-s-^rv-OKU;!/. iH-5->f ^^^j^v^u^k e-^'PD- 

X*»» (i) (^4•^ Ql3b*s i^lSI»l-3©T;i/=3M/>. 

i^^;^*fey:m^$tlTV^T*>J:v^7x-;^fcj;DSm^ntl^t:*J:l^) 
^) 

(2) 

Het*«^ (na) . ^ (nb) > (lie) 
3t>». fesv^ttHe t*»^ (nia) s ^ (nib) s ^ (nic) s ^ (nid) > ^ (ra 
e) . ^ (nif) s ^ (nig) X ^ (nih) > ^ (nn) . (nij) onm^ 

(omm^^mu »*b<{*. 4-tfy$?;K l, S-P:t^i^-'2. 3- 

ytHP-iH-5-'f v^>KU;k iH-5-<>yvry;K 6-^pn- 

1, 3-S?;*-^S^-2. 3-S^bKP-lH-5-^V'f l-T-fe^ 
;i/-lH-5--Y>ir^>'U;K 1H-If7yp[3, 4-d]l^y^i?>-4— f 

xifm (ii) (^5i*s Q2i±s js^s mm'^30T)v^]y>s ^tzmm 
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1-0 ) 

7^r:;K t:Ui^;K t:^Ui^;W :^7^;K :h7^5'l/r:;K -r>x-;K •<> 
(3) 

HetAJ^5; (na) . ^ (lib) s (Uc) ©#^<4©^m^^^*^-r 

jii^s ^st^«He tt^A (nia) . (nib) . (nic) s ^ (nid) s ^ (jn 
e) ^ Si (fflf) s ^ (nig) s ^ (mh) > dm) > *;fe«ii5; dm) co-^tt 
®«l5}IS!l^5;«*aU »*U<H:s 4-KU^:?;K 1, 3-i?:t=?P->-2. 3- 

i«p-ih-5--<vW':/KU;k iH-5--f >^yy;K 

.1, 3-i^:t=¥S/-2, 3-t^t KD- 1H-5-W' V^'>>;U;K l-T-fe^ 
;i/-lH-5--r >iJ^\/U;K 1H-I^^^yp[3, 4-d]lf U $i^>-4— r 

2©5';i/^~l/>4^U Q4»^ -O-s -NH-x Sfeti-S ( = 0) m- 
(mliO-2®lE«S:*^^) ^^U Q5tts JlS^x 1 tfeli2<Z)*F;v^^ 

(4) 

Het^ijJ^ (na) . ^ (nb) ^ Sfey:^ (iic) ®#^i4cD^lN«^S*^f 

*f>^ &SV^^±He ti^^ (nia) s ^ (nib) s ^ (fflc) s ^ (Hid) s A (ffl 

e) , ^ (nif) > 5*; (nig) x ^ dim) . ^ dm) x (mj) cD-^t4 
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1, 3-^^:t^i/-2, 3-e^t h-D-lH-5— fV-f >KU;K l-r-fe^ 
lH-5— Y>^VU;K 1H-If-7V^P[3, 4-d]tf'Mi^>-4-^ 

xij»« (iv) R'ifimmi'^tzU.Ci-<y)v^M)i^t^=^)^^mv. 

<J:DS^^^^TV^^:t)<k<^ Q7iJj»s - (CH2) nl-CR^^R***- (C 
Ha) n2- (nlttO*fet±l©MS[*^U n2{iO■e«>D^ R'-^tiTK^Ji^ 

R"J±N 2K^M^> Ci-4t;v=^;Vs ^ifettsm^HTwx'b Jiv^^x- 
^^^f ) n - (CHs) p-NR'- (p«:Otfelil®S»*mu R'H:*^ 

H- (CH2) ql-CR*''E:*''- (CHa) q2- (q 1 »0 l-^fe t)s 

;k trys^;K i^^Ui?;w -f^x— ;k ^> 

(4' ) 

He 1 3&»^ (na) s ^ (nb) s (nc) ®#gH40«imss;«*^"r 

K *:sv^H:He t3&»^ (iiia) s ^ (nib) s ^.(nic) ^ ^ (nid) ^ ^ (ra 
e) . ^ (nif) s ^ (nig) s ^ (rah) s ^ (im) \ (inj) 
®^tlPI«^*^^U «^^b<y;s 4-lfUi^;K 1, 3-i^:t=3pi^-2, 3- 
S^h KD-lH-5— f V-r:/FU;K IH-S—f 

;^_lH-5--f >^^/U;K lH-lf5yD[3, 4-d]t:y ^S^>-4-'f 
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J:t)til^i^rv^T*<t<^ Q7*»s J^^s - (CH2) nl-CR*-R"- (C 
HO n2- nl^XXJFn2U'^MnO--3<D^m^mL. R^'NizK^ 

Ci-4T;i/n=^J^*;i/jK-;K ->Tjm^ - (0=0) -N (-R»°) (- 
T%J;v^7x-;^5fe^'r) s - (CH2) p-NR»- (pH:0*feH;lcD««5c^& 

T) . -NH- (CH2) ql-CR*'R"- (CH») q2- (ql:}3J;t5q2 
«:^n'etvO~2®m*aU R*S±7KmJi^<fe^U R^'-JA^^ii^s Ci- 
4T;^:3p;^*fe«Mil^t^tv^T%J;v^7x-;l/^^t-) > - (c = 0) -0-C 

R4aR4b_cH2- (R^-'ttTkmM^^c^U R"tt2fC^J!i^s ®m^tlTVNT% 

J:vnCi-«t;v^;k *;fe«:Sife*nTV%-c*J:v%7x-;i/^&^-r) n -NH- 

(CH«) i-NH- ii^l--4(Dmm^mt) s *fett-S ( = 0) j- (j 

7 i^ut^;K t:'^Ui^;K :^7^w-;k -r>7=-;K W' ^ 

(5) 

Het*i^ (na) s ^ (lib) s (lie) OM^Mi^CDmm^^M^mt 

ts>^ &svA|±He t3{^i^ (nia) s ^ (nib) ^ ^ (nic) ^ ^ (nw) s ^5; (m 
e) s ^ (nif) s ^ (mg) s ^ im) s ^ (mi) s tfeH:^ (nij) o-^lf 

i^t KP- IH- 5 --fV-f^ lH-5-^>iS^\/'J;K 
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H:3CDT;i/erni/>^^U Q9lis -0-s -NH-s ^feld:-S (=0) r 

7 b:';j?;K i^^us^;k :^7^;k :^7^1/-;k >x-;k 

(6) 

EetifiA (na) s (nb) > (iic) 0$^m.^(OUmM^&^^t 

*»> *^v>J±He tjft*^ (ma) X ^ (nib) H ^ (nic) > ^ (nid) > ^ (ni 
e) s ^t; (mf) s Si (ing) s ^ (nm) > ^ (im) s tfetta; (ng) 

CDmmS^36*|gU »*b<a:s 4-1^US^;K 1, 3-S^:t:3f^i/-2, 3- 
i^hh'P-lH-5--l'V-f >KU;Vx lH-5->r>^^/U;K e-tJ'PP- 
1, 3-S^:4-^ri'-2, 3 1 H- 5 —f V-f > H U ;K 

5-7 m(DmmmmM^mi^tc\± i iKo^^M^ 5-7 s^iain^m 

m^^mU Q12{is - (CH2) s-CHR"- (sliO^fea:!© 

JV^^t) . - (CHa) t-NR«- (t«:0*fei±lCDSfj!Sc*^U R'ttzKlJI 
M^s Cl-4T;l/#;^Sfey:g^^l^^^Tv^T%J;v^7xr:;^^^•r) N *fett-N 
H- (CH2) u-CHR^- (uttO^felilO^fgJ^^U R'ttzK^jl^s C 
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7 7r:;K lfUS^;i/s lf^US^;i/s :^7^;K >x-;K > 

(7) 

Eetifi^ (na) > S5 (nb) ^ tfett^C (nc) oM^n^cD^MM^^^^t 

d»> ^5V\{iH e t (nia) s ^ (Illb) > ^ (flic) > ^ (Hid) ^ ^ (III 
e) s. ^ (nif) s ^ (iDg) ^ (Illh) s ^ (Illi) X (inj) 
<Z)*l3ilS|l^&^U *fcF*b<H:s 4-\^VP)V^ 1, 3 2 , 3- 
i?t fV-Y ^I'UM lH-5-'f >^^V^U;K 

1, 3-$^;i-#i/-2, 3-i?hh*P-lH-5->fV-^>KU;K 

iH-5--r >^v^>;;i/s ih-i^^\;d[3, 4-d]t:u^i^>-4->r 

XyJj^a (vii) (^«^ Q 1 3H:s ?i$-^s ^^M^^cJ;Dfi^^l^^^T^^T^)<fc 
V\ 5 - 7 S<DfigWjK^3i^t fett 1 MO^^iii^^^^^S 5-7 
«iS^3l*^U Q14ia:s «S-&s - (CH.) v-CHR»~ (vliO^fettl 

-;V*a-r) > - (CH2) w-NR»- (w{iOtfe(ilcD^IS^£SU R'tt* 

NH- (CH2) x-CHR'"- (xmO^tc^KDmik^^V. R^'tt^k^lg^x 

Cl-47';^^;l/*^fca:g^fe^n•cv^'r*)J;v^7x-;l/:£a^) ^^fo ) icSU 
i^u^^;k tr^>;i?;K :^7^;k :^7^l✓^;K -r>'x~;K w'v 

(8) 

Het*»^ (na) s ^ (lib) > (He) ©^^I^C^^^SCiS^^-r 

$)Sv^H:Het*s5^; (nia) s ^ (nib) ^ A (nic) ^ ^ (nid) s ^ (m 
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t) s ^ (nif) N ^ (iiig) s (inh) s 5* dm) s (nij) (D=.m^ 

i^t FD-lH-S—f V-f >K>J;K IH-S-'f >y\;U;K 6~;J7dd- 
1, 3-i^;r^S^-2, 3-^;?b KD-lH-S-^V'f >h*';;K l-r-fe^ 
lH-5— f >^vry;K lH-lf^yD[3, 4-d]tf»Mi^>-4— f 

X58«^ (viii). U*. Q15*«s K^JiVK:J:Dgife$nTV>T%J:v^2fi 

7 5-;^ irys^;i/> i^'^ys?;K :^7^;k 

i«»;;k >r^^yu;w ^3:-;k i, 3-^>ys>:tdF-v-;K 7;i/3|-i/-;k 

(9) 

He tyJjJ^i (Ha) . ^5; (lib) . ^taU^ (lie) CD^^ItO^m^^S^^f 

afesv^iiHe t jJjJ^e; (ma) s ^5; (nib) > (nic) s ^ (nw) s ^ (in 
e) s ^ (nif) > ^ (mg) X ^ (nih) ^ ^ (im) x *fe{±^ (mj) oziJgtt 

®ltl}l5S^a*SU ^?*b<«:s 4-t!y$;;K l, 3-s;:t:S^^>-2, 3- 
:^b Kd-1H-5— f V'l'>h*y;K iH-5-'f>^^;^';;K s-^j^dp- 
1, 3-P:!t^i/-2, 3-i?bKD-lH-5-^V^>h'U;i's l-THz^ 
;V-lH-5— f >^V^y;K lH-lf7yD[3, 4-d]lfy ^i^>-4->f 

y^=.)]/s t:ue^;K tr^Ui^^K :^7^;K :h7a'l/-;K -f>x-;K 
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:^mmi^^^^ (I) (D^t^m^xv^^ (la) iD^\j-^<oi^tv\r^mt\yX 

(10) 

Uetifi^ (na) . (nb) s ^tett^ (iic) ©#3itt0m^S^5;^<fe^1- 
fesVAjiHe t (nia) s (nib) > ^ (nic) s ^ (nid) s ^ (ni 
e) s ^ (fflf) > ^ (rag) s ^ (urn) X ^ (m) ^ ttcl^^ (ids) 

h*D-iH-5-'fv>r>KU;K ih-5-^>^\;u;k 

1, 3-i^:t^^-2, 3~i;b KP-lH-5— f V-f ^I'U^K l-T-fe^ 

nTV>T%<fcvV5~7M©iaW^^^a*^U Q7*Js - (CHz) p-NR 

^^"tV^T*J;^.^7al-;^5^^•r) > tfctt-NH- (CH2) q 1 -CR^'R***- 
(CH«) q2- (qia:Otfel±n?»Ds q2li0t«&»)s R*'li*lll®^P-e 

•r) ^mt) ^m\ys 

7^~;Vs tryi^;K t:^Ui^;K -f>7=-;K ^> 

(11) 

Eetifi^ (Ila) s ^S; (lib) s ^fci^^ (lie) 
fe5V>(iHeti^^ (nia) s ^ (nib) s ^ (fflc) > ^ (Hid) s jSi (lU 

e) > S (nif) ^ ^ (iiig) > ^ (iiih) ^ ^ (iffi) s (nB) 
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1^ 3-i?3|-:3^S/-2, 3-$^bKD-lH-5— /V-f^h'U^K 

XjtJ*^ (iv) R'H^^mm'^^miy. Q6^^^ m^M^l3j;t)EII^ 

7ifi, - (CHa) nl-CR^'R"- (CHa) n2- (n IttOSfettlOlf 

7 7-;k t:U5^;K li^us^^K :^7^;K ^^^^J^iz-^w ^t^t^-m -f> 

(12) 

He tjj^^ (na) . ^ (lib) s tfey:^; (lie) fD#^i4®^m^^s=^s-r 
*»s &si^t±Het*«^ (nia) s ^ (nib) s ^5; (Hic) s ^ (nid) s ^ (in 
e) > ^ (nif) s ^ (mg) s ^5; (mh) > ^ (im) x (mj) <D=.m&. 

;V-lH-5— f >^\/y;Vs lH~t:7yo[3, 4-d]l^y ^i^>-4-^ 

iH-5-^v\/hyT\;y;K *fe«±5— ^v*>'y;i/'e&D> 

Xifim (iv) (^C+s R'd«7K3flM^*^U Q6*«s 5 - 7 JKOfiSfHj^^^ 

- (CH2) nl-CR^-'R'"- (CH») n2- (n l:J5J;t;n 2:(^|^-^fey: 
S5feoTV>T%<fc< 0-3©IISft?S^U R*'*»7KIIIJS^«^U R"#7jc^M 

^*fe«:Mm$ixTv^T%<tv>Ci-4T;i/=^;i/<s&^-r) ^t^f) 

t:yi^;w t;^yi?;K i-y^)\^^ ±y^i/:i)w -Ot^-m 
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(13) 

Eettii^ (iia) ^ ^ (lib) ^ ^te{±^ (lie) ©#^44o^^^^5;^;fe^t- 

*-5V^i±H e t (nia) s ^ (nib) > ^ (HIc) s ^ (Hid) s ^ (ffl 

e) > ^ (nif) s ^ (rag) s ^5; (iiih) s ^ (im) ^ tfett^ (iifl) 

X*$* (iv) (^4»s R'3?J»*^li^«&^U Q6*Js S-TMOta^^^S^ 
- (CHa) nl-CR'^R'"- (CH2) n2- (n l:fea:tJfn 2d«0-?afe Ds 

Ct-47';i/3:JirS/*;i/j|f-;K - (c=o) -N (-R'») (- 

R") (R"':fej:tJ«R"{i^^ (I) -esii^nfei^^fci^a-ea&s) ^ tfe(*M 

75-;k ifU-:?;K tr^us^;K :^7^;k :^7^^-;K -r>7*-;K -f 
^feH:*;wtv?u;i' (3n&oa6«:iiJfe*nTv^t:<fei:v>) t^-r-fb-^x 

(14) 

Heti&s^ (Ha) . 5^ (lib) ^ ^fd^-^ (lie) ©#^i4cD^^^^S>^Sf 

feSv^liHe t (ma) s ^ (nib) s % (iiic) s % (nid) x if; (m 
e) ^ ^ (nif) ^ S (nig) ^ ^5; (lUh) s ^ (im) s SfettS (mj) 
CD^^^^^SU $f*b<i±s 4-t'^:?;K 1, Z-^Jitr^V-l, 3- 
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X*s^ (iv) (^»f> R'dJ7jc^J!i^^^U Q6**s S-YMOISID-^^II 
- (CHa) nl-CR'-'R"- (CHa) n2- (n 1*«0- 3 ©Hift^^U 
(15) 

Het;{^^ (na) > ^ (nb) . ^fettS; (nc) CD#3^i4®1g^3g^^^t- 

*i5v>j±He t*>^5; (nia) s ^ (nib) s ^ (nic) s ^ (nid) ^ A (ni 
e) . ^ (nif) s ^ (rag) s ^ (rah) s ^ (rai) ^ ^ftl^^ dm) <D:m\i 
(DUmm^M^mv. M^V<lt. 4-lfUi>;K 1, 3~i>:t^i^-2y 3- 
i?h KD-lH-5--<V-f ^Ky^K lH-5--f e-iJ^PD- 
li 3-S^:^:¥^"-2, 3-i^t Kn-lH-5->f V-f > h'U;K 

lH-5--r>^^/U;K 1H--I^7yp[3, 4-d]lfU $$?>-4-'f 

X*SS (iv) (^Pi3, R'i)J;!kmJi^F?fe^U S-TMOM^^^ 

-NH- (CHa) ql-CR*"R"- (CHa) q2- ( q 1 j;Vq 2 14*n 
^tiO'-20Si5t?fe^U R*"tt*^li^^^U R"^i*mM^^ Ci-4T;1/:¥ 

7 tfUi^^K lf'^Ui^;K :^7^;Ps :h7^1/-;K -f>x^;Ps >f> 

(16) 
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Eeti^^ (Ua) s A (lib) ^ ^fe^Si (He) (O^m^O^mM^^^^t 

fes^^a:He t (ma) > ^ (nib) X ^ (nic) s ^ (nid) > ^ (in 
e) s ^ (nif) X ^ (rag) s ^ (m) s ^ (iin) x ^feH;^ (nij) ©zi^ia 

s^b h*p~ 1 H- 5— rv-OK ih-s-'T >i5^^;fy;K 

7^-;K l^US^;Vs l^^ys?;K :^7^;K :^7^l/r:;K -f>x-;i/s >r> 

(2 0) N- [1- (4->^Dt7:iir^;i/) -N' - (1, 3-P:t^ 

V-2, 3-i^bKD-lH~5-'f V-f ^HU;!/) e^WTs 

(2 1) N- (i-^>s?;i/-3-t:^y2^;n-N (ih-5— o^y; 
;i/) 

(2 2) N- [1- (4-:/d^^>>:;;u) -4-b^Ui^;i/] -N- (IH- 

(8 0) N- (2, -N' - (4-bUi;;V) i^l/Ts 

(83) N- (2-i^DP-6-7;i/;tD^>i^;P) -N* - (1, 3-^:^:t^ 
V-2, 3-5^b h'n-lH~6-/ f V-f >HU;i/) 

(9 0) N- (2, -N' - (1, 3-i^:t^V-2, 
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(9 5) N- (2, 6-$^7;V:tD^>i^;V) -N' - (lH-5— rv^^^U 
(1 0 2) N- (2-i>DD-6-7;i';jf-D^>s;;i/) -N' - (lH-5~'f' 
(126) N- (l-'^>S?;i/-4-t^U2^;W -N- (lH-5->f>^V^ 

y;i/) 

(12 7) N- (l-^>i?;i/-4-ir^U-:?;V) -N- (lH-5— 

(1 28) N- (iH-5->r>^^\/u;i/) -N- (4-i^^ys^;i/) rx^s 
(146) N- (i-'^>s?;i/5^h^A-f h'P- iH-t:Dy;i/) -n- (ih 

(16 4) N- [1- i^^-yMxi^yvjS/) -3-t:^us^;^] -N- (i 

H-S—OtJ^^/U;!/) T%>s 

(2 2 1) 2- [3- (lH-5-^>^5^V^U;i/T^>') l^^US?>'] 

~ 2 - 7 3ir.;i/T-b7^— h 

(2 27) Nl- (2-7;V:^Dx^;v) - 2- [3- (lH-5— f^^V^ 
(2 4 0) N- (lH-5-^>i5^\/»;;P) -N- tl- (2 -p<^;i/- 1 -7 

x-;i/7'Dif;i/) -3-if^us^;H 

(243) Nl- (lH-6— ^>^\;U;i/) --N4-7'tilf;P-K 4-S/^ 

(2 4 6) Nl - (2-7;P:tnxf-;v) -N4- (lH-5-'f >^\;u;i/) 
-1, 4-e/^D^:^f->^T^> 

(247) N l-^>^D7Dt!;i'-N4- ( 1 H- 5 ->f >^V^ U;i/) -1, 4 

(2 4 8) Nl - (lH-5— T>^\;>j;i/) -1, ^-^^^n^^^yVTX 
> 

(2 59) Nl- (lH-5-^'>^\;u;i/) -N4-7x->x^;i'-l, 4 
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(2 6 0) Nl - (5-^V=3Fy -N4-7"Dt^;i/- 1, 4-t/^U^:ir 
(2 6 1) N 1 - (2-7;i/;tPx^;i/) -N4- (S—f V^ry' -1, 
(2 6 2) N 1-S/^D7-Dlf;i/-N4- ( 5 ->f V^y U;i/) -1, 
(2 7 3) N- (5-^ V=3^y' U;V) -N- [1- (4, 4, 4-hU7;i/:tD 
(28 1) N- (lH-5— f>^^\/«;;i/) -N- El- (2-pl^;i/^>^ 
(2 8 2) N- (IH-S—O^V^U;!/) -N- [l-(2, 4, 6-hU7 

;i/3|-D^>y;i/) - 3 -tr^Ui^;i/] 

(2 8 6) N- (IH-S-'f >^J^V^U;i/) -N- (1 -m t!;i/- 4 - If 

(2 8 7) N- Cl- (->^'D7'nt:;M^;i/) -4 -tr^u -N- (l 
H-5->^^/u;^) v 

(2 8 9) N- [1- (3-7;i/:tP7°Dtr;i/) -4-lf^U$^>] -N- (1 
(2 9 0) N- (lH-5-^>y\;U;i/) -N- CI - (3, 3, 3-hU7 

;i/:tnrDtr;i/) -4-t:^u$^;i/] 

(2 9 3) N- [1- (2-^PD-4-7;V;rD^>S^;i/) -3-t:^us^ 

-N- (iH-5— f i/^^/u;!/) yK> 

(2 9 4) p^^JV 2 - (3, 4-$^7;i/:tn^>^;i/) -2 -.[3- (IH- 
(2 9 8) N- (IH-S—f >^y'J;i/) -N- {1- [4- (hU7;b:tD 

p< ^;i/) ^> - 3 - u t^> 

(300) N- [1- (3, 4-Vy))/:tti^yp)]/) - 3 -If^U i^;i/) -N 
- (lH-5->f >^J^yU;U) TK> 
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(3 18) N- (S-'f V=3p/' -N- il-rn\^)]/-4-\^^0P)V) 
(3 2 0) N- [1- ( 2 -x^;i/:/^;i/) -4-fc:^>;i?;v] -N- (S—f 
(3 2 2) N- [1- (3->';i/:^-DrDlf;i/) -4 -l^^U -N- (5 

->fv^>^u;i/) r^>o 

m^h:0mmm}i(DM. ^tzit-^u-om-. y^jiwt^ y>=f^s ->xe;^, m 

- »> A irc^JiJg t -r S ^l i: 75 1 5 o 

^ (I) cD^b^iKi*j:r5s; (la) (o^^ioti^m^-^M ^wmmt 

id (I) 0fb^t?:feJ;t;f^ (la) ®Yb^i^fc:B:^^m#^s ^©^-fe^i*:^- 

K: J: o T l8Bi t* S c i: 75 1 S o 

^^BJiCj:^^ (I) 0^b^^43J;tif^ (la) 0^^m\^T^(D7.^-hl 

X;i^S (i) 0^^^-^^-l<l^i.Xl7.^-h2\z.^'oXmk't%^. 
Xifim (ii) *feti« (iiO ofl3^tt:5^=^F-A3tc:«&oTM3lgT?§So 
X*sS (iv) ®'fb-^t)H:;^*~A4s 5x 6> 43J;tJt7lc«eoTS{Jg-??§So 
Xd^S (v) 0^b-^tlB:;^^-A8(ct^eoTMii|-^&5o 
Xi^^ (vi) cD<b^tiH:;^=¥-A9{c:^^goTii^it$So 
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Xifi^ (vii) p^b^tlli:5^=^lr-A 1 OK:tjeoTiijli"??^-5o 

xtfi^ (viii) (Dit^m^:^^'-J^i inz'i^t-z^xmmr^^o 

Xifim (ix) (Dih-^mty^^-i^i HzU-oX^^n^^o 

Het-NHi + 0=C=N-Q1-Z ^ 

Het-NH-C ( = 0) -NH-Ql-Z 
Xifi^ (i) cD^b-^tts 7^>g|^He t-NH2 (H e t H:|«fl3T?^ilU 
m ^^\^Xs Vi/:P^-hg|3»<*:0 = C = N-Ql-Z ( Z lilffBT?^il b 

m& Het-NH3 
H00C-Q1~Z 0 = C = N-Q1-Z ^ 

Het-NH-C (=0) ~NH-Q1-Z 

*;i/5K>iKii?i«:z-Qi-cooH (zttiiiB'e^iibjfei^^iii^^i?* 

>^^^#Het-NH2 (Het{±lufB-e^^b}fel^^i:ll^7?&S) 
Sci2:fc<tDX3&«S (i) ©-fb^^^^^iiligTf&So iiS&T'-y >^#<*:iijJ;&v^ 
m^fi:s t S - h P #:^g?Mil7c f S il <fc o T 5^- U ^Utifi 
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HO 



Br ^COOEt 



NaOH aq. 
MeOH 



HOOC 




K2CO3 
MeCN 



NaOH aq. 



Het— NHa 

WSC-HCI 
HOBt'HaO 



03 05 



H 



DMF 



7xy-;i/il#^Z-0H (Z{iBuIBT*^«bfep«3^i:|qI«t?fe^) 
m^^^ ^^jbUe'A) ©#:£Tn Br-Q3-C00Et (Q3{±iu^-ea 

Q5-Q4-Q3-COOH ( Z:}3 iU^Q 2 l±luf3-eS^Ufef^^J:l^an?ft 

iET-SJS^ -fr ii i: t: J; D MjIgT? § S o 

Xifi& (ii) ©-fc-^Hi^ T^y§l#f*:Het-NH2 (He t ttfflB-e^ll 
Vitrfi^tmmx^^) *;i/^>^il^#:Z-Q2-C00H (Z:fei;?;Q 
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Het-NHa h 



^^^Q7^ BHa/Pyr ^""-^^qt^^ 
MeOH 

il3l«:i:5'$y8l«#He t-NH2 (He t liMffiTf^iltfel^^^l^^-e^ 



CI-Q7-Z 



HO 



HO-T I ^ Het-r*4 H 

•HCI 



k^N^f ^ BHa/Pyr ^ L^lli 



XA«« (iv) Q6ii}^^VP>^^-r) ©flj^tts K> 

l*«^=&iSS (mKs i^K*ye/A) CD#4ET. C1-Q7-Z (Q7:feJ; 

^'&TN-^>i;;i/<bU T^^il##:He t -NH2 (H e t ttBuIB-r^^L 

So 
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HO. 



a-Q7-Z 



H 



S03/Me3N Ois/V 



f^03,ChbCN, OMF Omo, BaN 



AcOH ^ 

BHa'Pyr 
MeOH 



CI-Q7-Z 



SOS^MesN 



K^03,CI^H OMF DMSO, 



AcOH 

BHs/Pyr 
MsOH 



Het'-'^'^-Q^" 



x*ss (iv) (Sifs Q6iit!Dy;v3sm-r) cD<b^«> **r> (r) - 

C1-Q7-Z (Q7:fe«ttJ«Zt±l5fB7?^#bfeF«3^ail^aT-feS) (M^i*'^ 
7'^>'«i#fl:Het-NH« (H e t a:Bm-e^«b;fel^i&i:l^ll7?*S) (m 
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Z-NHa Jl ^ 

BHs/Pyr I 1 

MeOH 14HZ 

$>'#:*»K-*fc:^fi¥U 7 0-10 O^Cx i?Sb<JiJj!&8 O-CeM^b-Jrh 

o . 

WSC'HCLHOBT " CHC(3 ^ 

DMF 



2-CHO ^ll^^^.^ BHanrHF " 



z 



H 

2-[ (tert-yh:^5>*;i/^n;i/) T^y]|f^i:He t-NH2 (Het{* 
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P;^'^)VTK^}^^)t^>:iSXXfi^^^M)VAT^rK^mhs 0-25'Cs 9} 
^b<i±il^0''CT-N-[3- 7'Dt:;i/]-N' -x^;v^7;i/7t^ 

7c'rSii^tJ:!3X3&5S (v) U4's Q8> Q10*J^^^>*^U Q9H: 




iini:HO-Ql 1~Q12~Z («^;ttfs 1 4 -b KP^^E^i^lf 
- Q 1 2 - Z ^l^iltaiS^-frS C {c J; t) giitt? ^ 5o 
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0 




^C;j3V^T^ (fi?!l;tyts 7km^:^ h U cZ)#^Ts 7 0-10 OU 

%) s ji7c1-Sci:{3j:»3X3tjs^ (vii) -^^^it^m^Wk^^^o 
hi^^7^-^fc:J;Ds Rmm^tf^^^n^ nm.'T^^hifi-^fi^o 
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1 1 

I+-Q16— (CH2)y — Z Het Qi5-{CH2)y — 2 

Het— COOH *- Y 

WSC,HOBT 6 

Rl 

HR1N-Q„-(CH2)Z— Z Het .N^ 

Het— COOH y Qie-(CH2)z — Z 

WSC,HOBT 6 

:«7;i/:^?>^a##:: Het-COOHils : H-Q 1 5 - (CH 

2) y-Zt;fe:i±HR^N-Q16 - (CH«) z - Z i:?fei^^^J®?^ffiTS|iS^^ 
S2:iit:J;»)s X*s^ (viii) SfetiS (ix) (I) (Oit^-^^n^iihlfi 

^ (I) :feJ;tJ^^t (la) ©ftl^tlttRho^:^— (^S 
Um.mi^m) o m^X. ^ (I) i3J;tJ«3S; (la) cDfb^liRho^r:h-Hf 

^flis ^mmmmms ^m^My m^^Ws mmm^. mm. momm-m^. 
mmmits mmms ^m^^s aim. ^B^mt^Ms mkmmm. wmmm. m 
m<om$s^. mtiw^^x m&min. m^m{^m&. i gA^m. stimmi^imm 

*isi8fc<fctitf> ^ (la) <Dib^^m^±m^^nmi^tt%t::m%m 
moitisbcD. ^ (la) ov^^(Dmmifimk^Mo 

fcRhotiROCK/Rho^:^— SfcittTi^ h ^;r^>>l^^^b'Cs ¥m 
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SlR^ifc:*^V^•C^t6tTV^*^:^i*JBJe)^)*{^:^^^TV^^ (K.Kimura et al., Sdenc 
e, Vol.273, No.5272, pp245-248(l996);Kureishi et al., J.Biol.Chein.,Vol.272, No.l9, p 

pi2257-6o(i997)) o ¥ms5iR«ittSjfliffii> m'ti^&s Mmmm. mm. i^m 

TV>S i^Jfll£E : AP.Samlyo et al.. Rev. Physiol. Biochem. Pharmacol., Vo 

1.134, pp209-34(l999)s ^tt\0. : Shimokawa et al., CardiovascRes., Vol.43, No.4, 
ppl029-39(l999);Satoh, H., & Kawahara, K : Jpn. J. Phannacol., 79 (suppl) : 211P, 

1999s mmmm'.ikmTum. mm^B. :ms7mB:^m^n^^m^i^fSLm 

: 153, 1998; N. Ono et al., Pharmacol. Ther., Vol.82, No.2-3, ppl23-3l(l99l);Shimo 
kawa et al., CardiovascJles., Vol.43, No.4, pp1029-39(1999)n '^MWU : Andeisso 
n, K. B. & Stief, C G. & World J. Vrol.l5,14-20( 1997)) « 

h (SHR) n ZlHtSiftiflUE^ y :feJ:t5:ftJSI Deoxycorticosterone acetate 5 
y h (DOCA "pyh) fc:feV^Tl^ffif^ffi^^•rS(Uehata, M., bhizaki, T. et al. : 
Nature, 389 : 990-994, 1997)o 

PSmfcHbtJix ROCK/Rho#:^-Hf|imiPJ{is iSmmit^-^^ 

^^iigji.^7^;n&i^fc:fev%Ts mm^m^i^m:isxxjpmmM.wm^m'r^ (wo 

9 3/0 50 2 Is W09 5/2 838 7) o tfes Rh o^:^— gpiSm. 
#fitJ«I«IifL/s in vitro fc::feVNTt PAFiCjiS chemotaxi 

s ^m&i&wm^mmtMfRimM tuji^-, m : 943, 1993, mmu. ^ 

^mk : H*Pg^K«^m 37: 196, 1999)0 *fcs Rho^rt^—tfttQ^CD 
f&^Pi^fcilbttts ROCK/Rho^:^— IfRaWjUIIAs in viiio fc::fe^^T 

=7v \'^wm^<mm.nm-^M\^. invinofcifev^T^y Mir^?fe«s#BE®± 

#f^ffl*Wt"-S (Kanchan Chitaley et al.. Nature Medicine, Vol."? No.1, 119-122( 2 
001)) o 

^i^s *BBJ®^ (I) ^^ctiK^^: (la) (o\G-^m\^^immim%{m^is. 
m.^x. %mm^ (i) (i a) ©'fb^^^MifiiMs n^m 

^^^^ 

Rho{±S'«?©Jiflajl^^i*:A^f,©i>'i^:h;i/<&S{:)-TMt^^b$ns tS^^-fb^tL 
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feRhotiROCK/RhodP:h— ifs MtiiTiJ^ h ^rt^^^^iO-UTs mm 

0-fm^(DmfmM.(D^^7.^ ^y^t UTatlUrV^S (P.Keely et al.. Trends C 
eU Biol.Vol.8, No.3,ppl01-6(l998);KJtoh et al., Nat. Med, VolS, No.2, pp221-5(l99 
9)) o 

UTV^5 (||)iiE^VoU7,No.7(l999)) o 

ami, N., Oncogene, 8 : 1449-1455, 1993) o ^it. Dbl i3:if(DltSMB^1PRh O 7 
7 ^ U — ® GDP - OTP ^^m^"^^ ^^t t^^^^fl-t (Hart, MJ.,Eva, A., Nat 
ufe, 354; 311-314. 1991) o ^rz< Ras (O^mUmormX Ra.c ^Rh oHimB 
-flS^nS Cli:d«Me)*»i:59jofe(Ridley, A. J.& Hall, A. : Cell, 70 : 401-410, 1992) 
o Rac-^RhO3&JRas0T«Cfc*^t:Ras{Cj;S«Bllia©M*4'fc^ 
"TV^^ nrig|4d»^^^nTV^5(Qui, R. Q-, CSien, J., et aJ, : Nature, 374 : 457-459, 
1995., Qui, R. G., Chen, J., et al, :Proc. NaU. Acad. Sd. USA, 92 : 11781-11785, 199 
5., Khosravi-Far, R., SolsM, P. A, : Mol. Cell. Biol., 15 : 6443-6453, 1995)o ^tzs 
ROC K/R h o ^i—ammM ( Y-27632) {c:<tt)Rho3&»e>R0C K^om 
&iifim^it\:.m-^iyX\t^^^tifim.m^ntc{Sam, E, bhizaM, T.,: Cuir. Biol., 
9:136-145, 1999)o 

^:i-iy>mt^ti^Mmt^mmp^i^^i-}^Bmm^i\)mmnx^^. Rh 
mm. m^mmm<D^mi^mmmiiimm\yX\i^^!Lti^m^(Dmm^x 

^^^nXVNS (K.Itoh et al., Nat Med, Vol.5, No.2, pp221-5 (1999 );P.Keely et al., 
TYends Cell Biol.Vol.8,No.3,ppl01-6( 1998)) o 
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^MM bTV^S CI t *$li'&^^^TV^S(YoshiQka, K., Matsumura, F, : J. Biol. Che 
m„ 273 : 5146-5154, 1998 )o ROC K/R h o =¥:h— If Pl^^flJ (Y - 27632) HZ 

j:DRhoip^Roc K^om^^umtz ztuzfi^ (Dmmmmifimi^fi 

5 ^tH^m^tlXl/"^ 5 (Itoh, K., Yoshioka, K., : Nature Med., 5 : 221-225, 1999) o 

n-oXs *^W<z)i5; (I) :is^xj^^ (la) oih^tittjgs moum-^^ Wi 

Rho GiyiJv^7^Y-^^7.}f:.^\i^X^mW^ifiU^^flfz (Oncogen 
e,19995l8(39):5373-80) o 

^'^fis ^<4fl3*nfeRho(*ROCK/Rho^r:h— i?> Mfcy:Ti> h 

999;88(l);148-54) o 

MKix RhottHGFx K^LDLs Jfil/J^«> *SVNttNa-H3SSJJl<^^l>T 
^iJ^ LT V> S (Mol.Cell.Biol.l995;15( 2) :1110-22; J.Biol.Chem.l999;274( 42^ 
:30361-4; J.Biol.Chem.,1999;274( 40) :28293-300; EMBO J.,1998;17( 16) :4712-22) o 

^i^v *igHj®^ (I) :j3j;t/fic (la) ©^^H:gasa!c#f^»&w*ra 

(m3ililSI^0!i3:}3J:tJ(4#M) . 

.*igM©^ (I) :i3i;t)f^ (la) (D^^u, mm 

feRhottRho^:^— ifs MtUi^e' h ^:^-S/>^*^bTs J^il/J^^R^^^ g 
3i^*H^^^*>K:*i^TV^S (BLNaka et al., Blood, Vol.90, No.l0,pp3736-42(l997)) o 
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mf^. ^ (I) ^xxj^^ (la) (D^t-M^^mmmm^^^t^ in 

m-oX. t^mmo^ (I) ^iiX^^ (la) ©jb^tltt> iitj^s Ms ifil^?!^ 

^(ciim-r^i^ii (i^jit»!s wmm. mmmm^<tm. immmm. 

hti-^m-^i^i^mf^n. j¥maMiLhxits ^mm (mnk umm 
m) . mxm. mnk m^wrn xm^^^ y'-mi) . mmnk }^mnk mm 

cti&cD^aasi^tis mnm^^nxir^^imm. mm^ m^m. mmk 
m^M. m^m. mmi'. mmk ^mk mmm«jmm^m\^^xii!^i:i^t)m 

rv^m^^^i^tfh^ 5t^uxf-i/>^U3-;K 

-'x'V-h-M T;i/f-h-;w T^vrv^s t)]/^^- 

hm. ^'^ym. ^v^>m. -^^^>m. h^yism^ T^if^^rfAMs 
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lliJil&®x:^7^;i/ (^e^u;PSJs ^'J:^^>6^^ ^viK'^^Wtm) ^^^fflv^Sdii 

ttM) ^ 7 (s*«ttM) mi^mii^M. . 

^$Mv^sc2:d»T$:s. ^(j^mmM^^wm mwrnmit^i^^^m 
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* 1 s 1 m^tc^m^^^^fxist^tt^tifi'c^^o 

m M m 

(500mg, 3. 56mmol) t2, 4, G-hU^' 
po:7 3i-;i/-f Vi^T^-Y h (503. 6mg, 3. 5 6mmo 1, 1. Omo 

leq. ) :feb;i/x>fc^*»u 1 lO'cu^Lxsmmunvtco 

-^(8 19mgs 8 6. 6%)*#feo 

MS m/z :315 'H-NMR 5 : 7 . 4 3 (2H, dd, J = 1 . 7 , 
4. 9Hz), 7. 62 (2H, s), 8. 35 (2H, dd, J=l. 7, 4. 
9.Hz) , 8. 4 8 (IH, s) , 9. 4 5 (IH, s) o 

mmm2 :N1- (4-i^u$;;v^ -2- (2. 6-i;:^p^-4-7;i/:^P7 

2, 6-S?:/n^-4-7;P:tD7 3i^-;i/ (Ig, 3. 70mmol) (Dr 
-fe (6 14. 4mg, 4. 4 4mmol) ai:^P 

A|^^pt^;i/ (0. 4ml, 4. 0 8mmo 1) ^iP;ts 8 O'CtCT 3I^^Jg*$ 

=^e>nfeas^;?7^A^pvh^77^- [e/u*y;K i'PDst'-'VA] term 

x;^7^;i/#:©a:^ y 1 0 %7mit,i- h U -J? AzKS^S^iD^s ^^8 

O-CtctrnKit^l/feo 
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6%) ^mco 

MS m/z :2 6 6 'H-NMR d : 4 . 5 9 ( 2 H, s ) , 7 . 2 9 
(IH, s) , 7. 30 (IH, s) o 

HjJl^t^^t/Jl/iti U 9 1' 6mg, 0. 5 8mmo 1) <Di>^^;i/J^;i/AT^ 
K^ISfc4-7'$y l^i;$;> (5 Omg, O. 5 Smmol) tWSC • HCI 
(12 6. 2mg, 0. 6 4mmo 1) iSt^XfKEOBt • H2O (8 6. Img, 

0. 6 4mmoi) <^iin;ts MUizx mmmni^tco 

-^3 ^rmi^^. mmmomit^ ( 1 2 2 . 4mg. 8 6. 6%) 

MS m/z : 4 0 4 »H-NMR 6:4, 66 (2H, s), 7. 34 
(2H, s) , 7. 16 (IH, s) , 7. 58 (2H, dd, J=l. 7, 4. 
6Hz) , 8. 57 (2H, dd, J=l. 5, 4. 9Hz)o 
mmm3 ;N1- (4-l:fUS^;i/) -2- (2. 6~$^^PP7 3:>>;»$/) y-b 

2, e-i^^tnayjLyf—J]/ {1 g, 6. 1 3mmo 1) (DT'-fe h::::! ij;!/^ 
»>^^:!?7Ue7A (1. 0 2g, 7. 3 6mmol) Ji:/P (1. 
12g, 6. 7 5mmol) *iPits 8 O-ClCT 3l^^it#bfeo 

ovKximmmnLtzo 



wo 01/56988 



60 



PCT/JPOl/00721 



7 9. 4%) ^#feo 

jb;!/^}^^^;^^*: ( 1 2 9. Img, 0. 5 8 mmo 1) Oi?p<^;i/4^;VAT^ 
l?^^t4-7'^y lfUi^> (5 Omg, 0. 5 3mmp 1) iiWS C • HC 1 
(118. 8mg, 0. eommol) fte,tfl;:HOB t • HiO (8 6. Img, 
0 . 6 0 mm o 1 ) ^feAnitv ^St^T 4 I^fflt8# Ufeo 

(CTieS^mN IR^Jie^omSfli-^ (16. 5mgx 10. 0%) mtco 
MS m/z :2 9 7 »H-NMR d : 3 . 7 4 (2 H, d, J = 2 . 7 H 
z, CH2) , 7. 24-7. 3 0 (3H, m, Ar-H) o 
mmm4 :N1- (l. 3— :^:^^V-2. 3- j^ti KP- lH-5--f V>f > 
--2* - (2. 6-i^^PP-4~7;i/:tP7x-;i/) T-tej^^F 
2, 6-2^^PP-4-7;i/:rP7x>'— ;i/0r-fe b - h U ;i'^^Klcj^®:«7 U 

t>Ai::/pA|fffipt^;v*Jniis a 0-0^^3 i^raat^^bfeo 
^#e>nfeast5fe*^A^p•7^^77^- C$/ua^;k i'pp5^;i/A] tcTi^ 

mmvrco is^^x^;na^ 7iijsLXj^mi:kmji^i^xm\y. mmi-h^)^h}^x 

*;V5}^:3^5/;i/#^ ( 1 6 2. Img, 0. 6 8mmo 1) <D5^p<^;Wl/AT^ 
K^^l^4-T^y 7^;^ ^ H (lOOmg, 0. 62mmol) tViSC- 
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HCl (146. 5mg. 0. 74mmol) «ce)TCHOBt -H^O (100 
mg, 0. 7 4mmol) «t> MUH^X 4mmmnhtzo 

izxnm^. mmm(omiti^<iso (4o. imgs 17. 0%) ^ntco 

MS m/z : 3 8 3 *H-NMR (JM. 68 (2H, s), 7. 61 
(2H, dd, J = l. 2, 8. 3Hz), 7. 78 (IH, d, J = 8. IH 
z), 8. 01 (IH, dd, J=l. 7, 8. IHz), 8. 01 (IH, d 
d, J=l. 7, 8. IHz) , 8. 23 (IH, d, J = 2. OHz) , 10. 
70 (IH, s) , 11. 25 (IH, s) o 

mmms ;ni- (i. 3--:?:t:»v^2. 3— kp-ih-5~^ vw> 

-2' - (2, 6--:^^PP7xy:»$/) y-b^^^K 

8 0°CtCT3Mit#bfeo 

j^;^7^;i/f*:©j:^5'^-;i/^^SK: l 0%7K^^ti::^ h U '>A7K^^a^SP;l> ^M8 
O-GJcTH^gajt^bfeo 

3b;>/it?=^f^^;i/f*^ ( 1 4 9 . 9mg, 0. 68mmol) 0i^p<^;i/3j^;i'A7'^ 
K?g?ftK:4-T^>'>'^;j/'l' ^ K (1 OOmg, 0. 6 2mmol) iiWSC • 
HCl (14 6. 5mg, 0. 7 4mmo 1) i3i^V^^nOBt • HzO (10 0 
mg, 0. 7 4mmol) mw^. ^m^X Amwmx^f^o 
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tz-r)»®i^s mm^<Dmi\:.^ (6 3. 7mg^ 2 8. 3%) ^ntz. 
MS m/z :3 6 5 'H-NMR 5 : 4. 7 1 (2H, s) , 7 . 2 4 
(IH, t, J = 8. 5Hz) , 7. 54 (IH. d, J = 8. IHz) . 7. 
54 (IH, d, J = 8.. IHz) , 7. 80 (IH, d. J = 8. 3Hz) . 
8. 02 (IH, dd, 3 = 2. 0, 8. IHz). 8. 24 (IH, d. J = 
2. OHz), 10. 70(1 H, s), 11. 245(1H, s)o 

-N' - (2. 4. 6- hn>^PP7x::i;i/) 
5_:p5y K (1 0 Omg, 0. 6 2mmol) fc2, 4, 

0^pn7x^;W V^>r^-< h (150. 9mg, 0. 68mmol) 

3i>ic^*>u 1 1 0'cic-c4^rai^#bfeo 

S-rt3^(14 3. Omgs 6 0. 4%) ^ntco 

MS m/z :3 84 »H-NMR <5 : 7 . 7 4 (2 H, d, J = 2 0 . 0 
Hz) , 7. 7 7 (2H, s) , 8. 0 3 (IH, s) , 8. 5 2 (IH, s) . 
9.69 (IH, s) , 11. 13 (IH, s) o 

^ ^m7 :Ni- (a-H.)>:;ji/) - (E) -3- (2. 6-:>»pp7x:i 

2, 6-$^i7PP5^>:^^^>'^^^>*>' ^* (12 6. 8mg, 0. 5 8mmo 
1) ®5^pt^;V'J^;i/Ar^K^?RK:4-T^>'tUi?>(5 0mg, 0. 53m 
mol) J:WSC-HC1 (126. 3mg, 0. 5 8mmo 1) ^e>"a«K:HO 
Bt •H2O (5 0 0mg. 0. 5 8mmol) ^?aicT4l^^lt#tfeo 

izxmm^. mm^<ommih^m (si. 9mgx 52. 6%) ^mtzo 
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MS m/z :2 9 3. 'H-NMR d : 6 . 9 4 ( 1 H, d, J = 1 6 . 
IHz) , 7. 32 (IH, t,.J = 8. IHz) , 7. 48 (2H, d, J = 
8. IHz), 7. 75 (2H, dd, J = l. 5, 4. 9Hz), 7. 86 
(IH, d, J = 16. IHz), 8. 42 (2H, dd, J=l. 7, 4. 9 
Hz) o 

mmms :n- (2, 6->:^7;i/:tP7x~;i/) -N' - i4-t:^)t^}v) 
z 

4-T^y t:U5^> ( 1 0 Omg, 1. 0 6nimo 1) 1:2, 6-5^7;i/:tD 
y x.r.j\/-(Vi^T:^-( h a S 1. 3mg, 1. 1 7 mmo 1 ) ^ 
1 1 0'CK:T4I^^Ji#bfco 

9^^(2 4 9. Smgs 9 4. 3%) ^mzo 

MS m/z :249. 'H-NMR 6:6. 95 (IH, d, J = 8. 3 
Hz), 6. 97 (IH, d, J = 8. IHz), 7. 19 (IH, t, J = 8. 
3 Hz), 7. 48 (2H, dd, J = l. 5, 5. IHz), 8. 31 (2H, 
dd, J = l. 5, 4. 9Hz) o 

m&md ;N- (2. 6-yj^PP7x:i;i/) -N* - (4-lfU$^;i/) ^UT 
4-T^Jl^Vi^> (lOOmg, 1. oemmol) t2» S-P^vny 
xr:;W V^>T:^-< h (2 1 9. 7mg, 1. 1 7 mmo 1 . ) * h;i/x>{^^ 
3&»U 1 1 0°ClCT4l^^lt#b}feo 

@^^(2 6 2. 2mgs 8 7. 5%) ftlffeo 

MS m/z :2 82. *H-NMR 5 : 7 . 2 0 ( 1 H, t , J = 7 . 

8Hz) , 7, 39 (2H, d, J = 8. 3Hz) , 7. 49 (2H, dd, J 
= 1. 7, 4. 9Hz), 8, 31 (2H, dd, J = l. 5, 5. lHz)e 

mmmi o : n- (2. e— V7'pt^;i/7 3i-;i/) -n' - (4~\^vi^ 

)]/) ^]/T 

4-T^y}fVi^> (lOOmg, 1. oemmol) t2, e-s^-fvrp 
\:)]/y 3L-)\/y(v*y7^^ Y (2 16. Omg, 1. 0 6mmol. ) .^h;i/x 
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miij^<^ (9 4. 3mgs 2 9. 9%) ^ntco 

MS m/z :2 9 7. >H-NMR ( 5 0 OMH z) (5 : 1.21(12 
H. s) , 3. 16-3. 22 (2H, m) , 7. 19 (2H, d, J = 8. 0 
Hz) , 7. 30 (IH, t, J = 7. 9Hz) , 7. 49 (2H. d. J = 6. 
IHz) ,8.30 (2H, d, J = 6. IHz) o 

4-T^>'ViUi?> (lOOmg, 1. Oemmol) a:4 h=^i^7x- 
;V-fV'>r*>fh (15 8. 5mg, 1. 0 6inmo 1) ^ h;Vx>t^*»U 

1 1 o'c«ct:4i^fflm#bfeo 

m-fb-^tJ (2 2 3. 7mgx 8 6. 4%) ^#feo 

MS m/z :24 3. ^H-NMR d : 3 . 7 7 (3 H, s) , 6 . 8 
7 (2H. dd. J = 2. 1, 6. 8Hz) , 7. 32 (2H. dd, J = 2. 
1, 6. 8Hz), 7. 50 (2H, dd, J=l. 5. 5. IHz), 8. 3 
0 (2H, dd, J = l. 5, 5. IHz) o 

X 

4-r^y't:U5?> (lOOmg, 1. 06mmol) t2, 4-i?^nD7 
xr:;V^Ve/T:^^'f b (2 19. 7mg, 1. 17mmol, 1. leq. )=& 
h;vai>t:^*>U 110'Cfc:t:4I^KiS#bfeo 

m-fb-^i^ ( 2 7 9 . 6mgs 9 3. 3%) ^^Ito 

MS m/z :2 8 2 >H-N.MR 5 : 7 . 3 1 (1 H, d d, J = 2 . 4, 
9. GHz) , 7. 4 8 (IH. d. J = 2. 4Hz) , 7. 5 3 (2H. dd, 
7, 4. 9Hz) , 8. 17 (IH, d, J = 9. OHz) , 8. 3 3 

(2H, dd, J = l. 7, 4. 9Hz) o 
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.5-r^>'-f ^^V^-;!/ (1 0 Omg, 0. 75mmol)ii2, 
D7xn;W Vi/r^^'T h (15 5. 3mg, 0. SSmmol, 1. le 
q. ) ^h;V3^>l3^Af»U 1 1 0''ClC-C4ra^#b}fco 

®^^ifef(2 3 2. 6mgs 9 6. 5%) *f#feo 

MS m/z :321 'H-NMR d : 7 . 2 9 ( 1 H, d, J = 8 . 8 H 
z), 7. 33 (IH, dd, J = l. 7, 8. 8Hz), 7. 45 (IH, d, 
J = 8. 8Hz), 7. 52 (IH, d, J = 8. 8Hz), 7. 89 (IH, 
dd, J = l. 7, 8. 8Hz), 7. 96 (IH, s), 8. 14 (IH, 
s) , 8. 8 6 (IH, s) , 

%mM \ 4 : N 1- (lH-5--f >^V^U;i/) -2- (2. 6-$?jypP73: 

3i7;VJi^=¥i';i/#: (1 8 2 . 6ing, 0. 8 3mino 1) 
H?§?lKK:5-T^y'-r>^\/-;i/ (1 0 Omg, 0. 7 5mmo 1) ^WS C • 
EC 1 (17 8. 4mg, 0. 9 Ommo 1) :^^yf(cHOBt • H2O (12 1. 
8mg, 0. 9 Ommo 1) <fein;ts ^^a{3T4l^lii#bfeo 
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(cTHiims mmm<Dmm^m (i 9 s. smg^ 7 8. 7%) 

MS m/z :3 36 'H-NMR <5 : 4. 6 4 (2H, s) , 7 . 2 3 
(IH, t, J = 7. 8Hz) , 7. 49 (IH, d. J = 8. 8Hz) , 7. 
53 (2H. d, J = 7. 8Hz) , 7. 53 (2H, dd, J=l. 7, 9. 
OHz) .8. 0 4 (IH. s) , 8. 17 (IH, s) , 10. 0 6 (IH, 
s) , 13. 0 0 (IH, s) o 

^1 ^(^11 R:N1- MTT-fi-^^WMV) -2- (2, 6-:>^PP-4 

e7Ai::/PAfi^^^^^^*in^^ 8 0'CfcT3^^^i#bfc<. 
o-cKirm^t^bfeo 

(19 7. 4mg, 0. 8 3mmo 1) ©^:^p^^;1'*>'^^^^ 
^•^§^SK:5-7^■^'^'-^^'>^'"^^ °* 7 5mmx) l) iiWSC • 

HCl (17 8. 4mg, 0. SOmmol) *:e,VtcHOBt -HjO (12 1. 
8mg, 0. 9 0mmol) ^U^X 4mW^^t=^o 
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ttim mmmm-^^i (210. 2mgx 79. 

to 

MS m/z :3 54 'H-NMR : 4. 6 2 (2H, s) , 7. 4 9 
(IH, t, J = 8. 8Hz) , 7. 53 (IH, dd, J = l. 7, 8. 8H 
z) , 7. 5 9 (IH, s) , 7. 6 1 (IH, s) , 8. 0 3 (IH, s) , 
8. 16 (IH, s) , 10. 0 6 (IH, s) , 12. 9 9 (IH, s) o 
mm\6 : Nl - (lH-5-^>y\;U;i/) --2 - (2. 4. 6-h'J^P 

2, 4, 6-hU;?DD7xy-;P07-feb-hU;i/^*g[C:^KAtje;AJ::/ 

umwt^^)]^^Ms so'Cifixzmmbtzo 
o'G^x mmnvtzo 

Rmms mmmi. 6%mmmi^xm'&iifLbs wm:^f)vi^x 
mhtc. wm:i'^}VM^s 'mmmm^xmb. imfY^)^j^\i:-x 

iDlft^^^^m {10 5, 4mg, 0. 4 Immol) 

K?^tt5-T^y-f>i5^^;-;K5 Omg, 0. 3 8mmo 1 ) iiWS C ■ H 
CI (8 9. 2mg, 0. 4 5minol) :fee)t)^fcHOBt -HjO (6 0. 9m 

g, 0. 4 5mmoi) mi. m^ximmitz. 
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icrmims mmBommit^ (75. lmg^ 54. 1%) t^t^o 

MS m/z :3 7 0 'H-NMR <5 : 4. 6 5 (2H, s) , 7. 4 9 
(IH, d, J = 8. 8Hz), 7. 52 (IH, dd, J=l. 7, 8. 8H 
z) , 7. 75 (2H, s) , 8. 03 (IH, s) , 8. 15 (IH, s) , 
10.08 (IH, s) , 12. 99 (IH, s) o 

^mi 7 :N1- f4-t^iJj^;i/ ^ -2- r (2. 6->:;^PP7xr:;i/) ;^ 

2, 6--$^^J7CiP^:t7acy-;i/ (3 0 Omg, 1. 6 8mmo 1) OT'-b h 
-hy;i/^|&tcm^Ay'>A (2 7 7. 8mg, 2. 0 1 mmo 1) 
K^^;i/(0. 2ml, 1. 8 4mmol) *AP;?.s 8 O'CfcT 3^Hm#bfeo 

x>^7^;vft:©3i^>'--;i/^iR{^10%7K^fb:^bUe7A7k« (5 00mg, 
3. 5 6mmol) ^ifcJllitN ^SSO-CtCTmsgm^l^fe. 

8 6. 6%) ^mco 
i3)]^rs^iy)\^i$. (5 0mg, 0. 5 3mmol) 0S>pt^;i/*.'l'A7'^ KJg^ft 
{^4_3P^/t:Ut^> (138. 5mg, 0. 58mmol) i:WSC-HCl 
(118. 8mg, 0. 6 Ommo 1) i^i^Xf^ROBt • H2O (8 6. Img, 

0. 6 Ommo 1) tip^x ^uKx Ammmn\^rzo 
yi^Mxf^m^mpKif^xmu m±vv^j^ii^xnm. m^m^^i^t^o 

izxmm^s iiMfeJ^ffiOM-fc^tl (2 6. 4mg^ 1 5. 9%) 
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feo 

MS m/z :313 'H-NMR 6: 3 . 7 4 ( 2 H, d, J = 2 . 7 , 

CH2) , 7. 24-7. 30 (3H, m, Ar-H) o 

HM^JI S'.N- (2'-^PP-6-7;i/:tP7x~;i/) -N' - (4-\^^)P 

2-^nn-6-7;i/:tPSJi§K (1 0 Omg, 0. 5 7mmo 1) © h;i/ 
3^>^S^ftK::J'S^'flji^7x-;i/7;i-;^7;ry;i/ (0. 15ml, 0. 6 9minol, 
1. 2eq. ) J: b Ux5^;i/T^ > (0. 1ml, 0. 69mmol, 1. 2e 
q. ) ?&iP^s 1 1 O'CtCTeO^&it^bfco 

-ecD^> 4-T^>'l^Ui?> (64. 7mg, 0. 69mmol, 1. 2e 
q. ) i:DMF0«*iP;t> 1 1 O-CJCt 2I^WI»*$bfeo 

J3t^#Ufeo ?S^®^<b^tl (10 1. 5mgs 6 6. 6%) ^^#feo 
MS m/z : 2 6 5. 'H-NMR (5:6. 08 (2H, d, J = 5. 3 

7 Hz) , 6. 73 (IH, t, J = 5. 37) , 7. 34 (2H, dd, J = 
1. 58, 4. 88), 7: 38 (IH, dd, J=l. 22, 7. 32), 7. 
51 (2H, d, J = 7. 81), 8. 28 (2H, dd, J = l. 71, 4. 

8 8) , 8. 8 4 (IH, s) o 

UMm \ 9 ; N-->^P-^^->;i/-N* - {4-Y.^)V)\^^ tfX/T 

^-TXjyf.^yvy (loomg, i. oemmoi) }L^y^xi^^^^y\/^v 

i/T^^ h (14 6. 3mg, 1. 1 7mmo 1) h;i/x>lc:^iPU 110 
®<b^<K3 (2 1 6mgs 9 2. 8%) ^tffeo 

MS m/z : 2 1 9 'H-NMR d : 1. 1 3 - 1 . 3 6 ( 5 H, m) , 
1. 52-1. 55(1 H, m), 1. 63-1. 68 (2H, m), 1. 78 
-1. 8 2 (2H, m) , 3. 4 2-3. 5 1 (IH, m) , 7. 9 6 (IH, 
s) , 8. 1 4 ( IH, s) , 8. 8 6 (IH, s) o 
mmm2 O N- ri - (4-:/P^7x:r;i/) x^;i/1 -N' - (l. 3-S^ 
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4_:p5 y * K (10 Omg, 0. 6 2mmo 1) fc4-:^P^7x 

-;i/x^;W Vi/r:^^ b (153. 4mg, 0. 68minol, 1. Oe 
q. ) *b;i/x>ic:^§3t}>u 1 1 0'Ct:t4Mm#Ufco 

mib^(6 2. 5mgs 2 6. 1%) *#;feo 

MS m/z :3 8 8. »H--NMR ( 5 0 0 MH z) <5 : 1.21(12 
H, s) . 3. 16-3. 22 (2H, m) , 7. 19 (2H, d, J = 8. 0 
Hz) . 7. 30 (IH, t, J = 7. 9Hz) . 7. 49 (2H, d, J=:6. 
IHz) , 8. 3 0 (2H, d, J = 6. IHz) o 

N-^>i?;i/-3-l^^y )?> (18 6. 5ing, 0. 8 3mmo 1) fcs 5 
;V (1 0 Omg, 0. 7 5mmo 1) ^^D^^ B^^ (-Ji) 

(0. 0 8ml, 0. 8 3mmol) ^JO^n ^MK:'C4I^^ 

*;i/A-pt^>'-;V] tc•cmS4m^ il€i«S^a)^M<b^ (17 8. 7mgs 7 
7.7%) *#feo 

MS m/z :3 0 6. ^H-NMR <y : 1 . 4 0 - 1 . 6 0 (3H, m) , 

1. 70-1. 80 (2H, m), 2. 10-2. 50 (4H, m), 3. 45 
(2H, s) , 3. 16-3. 2 2 (2H, m) , 6. 7 5 (2H, dd, J = 

2. 4, 11. 2Hz), 7. 15-7. 28 (10 H, m), 7. 78 (IH, 
d, J = 0. 7Hz) o 

m ^m 2 1 (D'it^<D^(DWM 
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mmm2 2 : n- ri - (4-:^p^^>^;i^) -4-if^u-:^;i/i -n- (i 
H-5— f ^yvu;v) 

4-1^^^'; h*> • ItKIP^ • ( 1 0 Omg, 0. 6 5mmo 1) ^:4- 

:rp^^>S?;I/:/DV>f K ( 1 6 2 . 7mg, 0. 6 5mmol, 1. 0 e 
q. ) ©T'-fe U;i/^?«(;:^^*U'>A (1 8 Omg, 1. 3 0, 2. 0 

eq. ) ^mXs ^^13T1 7I^W#bfeo 

^e)tife:t'f;i/©p<^>'--;i/^§?Slc:s 5-r^>''f (6 9. 3 3m 

g, 0. 5 2mmol, 0. 8 eq. ) ^M^s i—m) ^M^^U^X 

5^mmn\^tco :?k?^Ts 5}?^>ifus^>3>ri/>3'^:^ (o. 8mi, o. 7 

8mmol, 1.2 eq. ) ^iO^x ^Mf^lT 4^Hm#bfeo 

7|^;VA-p{^J'y-;V'] fcTJiSi^s mmit^ (13 1. 2mgs 52. 4%) 

MS m/z :3 8 5. 'H-NMR <5 : 1 . 4 3 - 1 . 4 6 ( 2 H, m) , 
2. 02 (2H, d, J=12. OH), 2. 12 (2H, t, J = 9. 0H), 
2. 79 (IH, d, J = 9. OHz) , 2. 82 (IH, s) , 3. 23-3. 
28 (IH, m) , 3. 43 (2H, s) , 6. 73 (2H, dd, J = 2. 2, 
7. 8 Hz), 7. 15 (IH, d, J = 8. 3Hz), 7. 19 (IH, d, 
J=l. OHz), 7. 22 (IH, dd, J=l. 0, 9. 5Hz), 7. 3 
8 (2H, dd, J = l. 8, 6. 6Hz) , 7. 80 (IH, d, J=l. 0 
Hz) o 

glii^J2 3 ; N-ri- (3-:/P^^>-:;;i/) -4-t^^ue?;i/1-4- (ih 
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4_t^/^ij Y>' iTk^m-WkU (lOOmg, 0. eSmmol) tZ- 
:/D^^>i?;i/rD"v'^ 1« (16 2. 7mg, 0. 6 5mmol, 1. 0 e 
q. ) CDT-feh-hU;i/^tSt^^*U'^7A (18 0mg, 1. 30, 2. 0 

eq. ) m^^xnmmnni^ts^o 

^^^fitc:i'-()V(D;^^J-mm\^. S-T^y'-f >^^/-;K6 9. 3 3m 
g, 0. 52inmol. 0. 8 eq. ) mWt i-mY ^m^^U\f:.r 

b'^mmnvfco ^i^Ts i\r^'7>\i^)^jy^yy\^''y^^ (o. smi, o. 7 

Bminol, 1. 2 eq. ) SiDits ^mK:-C4^^m^bfco 

7}^;i/A-^i5^^-;v] ^S^b^tl (47. 6mg^ 20. 0%) * 

MS m/z :3 8 5. 'H-NMR <S : 2. 1 8-2. 2 5 (4H, m) 
3. 14 (2H, t, J=12. OHz) , 3. 59 (2H, d, J = 12. 0 
Hz), 3. 88-4. 00 (lH>m), 4. 32 (2H, s), 7. 45- 
7. 5 3 (3H, m) , 7. 6 4 (2 H, d, J = 8. 3Hz) , 7. 7 4 .( 1 

H, d, J = 8. 8Hz) , 7. 92 (IH, s) , 8. 18 (IH, d, J = 
0. 7Hz) o 

acltetfl)24:Nl- f4-t^US^;V) -2- (2. 6 -S^^ P P - 4 -7;i^;t P 

2, 6-i^^'PP-4-7;i/:tP7xy'-;V (2. Og, 11. 0 5mmo 
1) ©T-teh::^hU;i/««^*'J'i7A (1. 8 3 g, 13. 26minol, 

I. 2 eq. ) t:fnmWL:^^)^ d- 69g, 11. 05mmol, 1. 
0 eq. ) ^^Dit^ BO'CKlTll^^ii^tfeo 
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(2. 6 6e> 9 5. 2%) ^Hfeo 
. (2. 6 6g, 10. 5 1 mmo 1) 0x^y-;i/jg^8[t;:5%*l^ 

'fb:M^U'!7A7j<^^ (20ml) ^in;ts ^us mmmnLtco 
mm^mB^^Ltco mmmMi<Ditj)i^^^*yjiiJ^ (2. 3 1 92. 0 

%) *#feo 

*;i/7j^:^r^';i/{*^ (1. Og, 4. ISmmol) f-;V7^;VAT^ 
iz4-TK^\^Vi^> (3 9 3mg, 4. ISmmol, 1. 0 eq. ) fW 
SC-HCl (9 64mg, 5. 02mmol, 1. 2 eq. ) J&e>Uftc:HO 
B t • H2O (6 7 8mg, 5. 0 2mmo 1, 1,2 eq. ) §J0^> 

tiTi^M^s «l6l^il©^^b^i^ ( 1 5 5mg^ 11. 8%) ^nt^io 
MS m/z : 3 1 4. *H-NMR 6:4. 63 (2H, s), 7. 15 

(2H, d, J = 7. 81Hz), 7. 59 (2H, dd, J=l. 59 , 4. 
76Hz), 8. 57 (2H, dd, J = l. 46, 4. 88Hz), 8. 7 7 

(IH, s) o 

mmm2 5 N1- (4-}^Vi^)l) -2- (2. 4-$^^PP7xx;1/) r-fe 

2, 4-J^^DD7x-;i/@PiK (5 0 Omg^ 2. 4 4 mm o 1 ) 

K^^{3 4-:5'^y tr'Ji^> (2 3 Omg, 2. 44mmol, 1. 0 
eq. ) ^WSC^HCl (47 Omg, 2. 44 mm ol, 1. 0 e 
q. ) ^^trizEOBt -HsO (3 3 0mg, 2. 44mmol, 1. 0 e 

q. ) ^mt. Muizx 1 emmm^htz. 
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tTHtMl^x ^mflS^i^ (5 4mg. 7. 9%) <fe^#feo 
MS m/z :2 8 0. 'H-NMR <S : 7 . 3 0 ( 1 H, d, J = 1 . 9 
5Hz), 7. 31 (IH, s), 7. 39 (IH, d, 1. 95), 7. 47 
(2H, d, J = 6. 21) , 7. 78 (IH, s) , 8. 46 (2H, d, J 
= 6. 1 0) o 

^ai^ 2 6 : J^^;i/ 3. 5-S^^PP-4- r2-:t#V-2- (4-l^U$^ 

3, 5-^;?i^PP-4-b KPdpi^^l.S^x^;i/ (1. 5g, 6. 38inin 
o 1) CDT-fe h-h •;;i/^{c:j^^*»;'>A (1. 0 6g, 7. 6 6mmol, 
1. 2 eq. ) i::/PAf^®^^;i/ (0. 9 8g, 6. 3 8nimol, 1. 0 

eq. ) *i^iL^ 8 ovuzx immtmhito 

( 1 . 8 8 gs 9 6.0%) ^ntco 
3:^y')]/1$i il. 88g. 6. 1 2mmo 1) (Ox^y->!l/J&^t;: 5%2K^fl5 
r^hUe^ATK^g^S (10ml) ^jDiLs ^8 0-Ctc:r 1 I^K^^Ufeo 

i^^i^x ^§ii^Mffi@5fel/fco m^f^m(ommit^<^(Dij)vr^^i^)\^i^ (750 

mg> 4 3. 9%) ^sUfeo 

(7 5 Omgs 2. 6 9mmo 1) CDi?p«^;V3^;i/A7'^ 
$gl3 4-7'^>' t:US^> (2 6 6mg, 2. 82mmol, 1. 05 eq. ) 
tM^SC - HC 1(542 mg, 2. 82mmol, 1. 05 eq. ) -^^V^ 
(CHOB t • H»0 (3 8 Img, 2. 82mmol, 1. 05 eq.) ^M^s 
gmK:Tl5I^H^li#bfeo 

(CTiJfe^bfeo pf^^: (1 8 Omg^ 19. 6%) ^i^^ilbT^tfeo 
r^mi^ (5 Omgs 0. 1 5mmo 1) <Di?;^^M)VAT ^ \'mWL^^mfJ 
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^)t>h (24mg, 0. ISmmol, 1. 2 eq. ) i^aC/'fbx^;!/ (27 
mg, 0. ISmmol, 1. 2 e q. ) ^&JD^n ^ii8 O'CfelT Sl^liSH* 

mmcomms^ (5mg^ 9. 2%) -^ntzo 

MS m/z :3 6 9. »H-NMR 6\1, 41 (3H, t, J = 7. 0 
7Hz) , 4. 40 (2H, q, J = 7. 08Hz) , 4. 72 (2H, s) , 
7. 60 (2H, <i, J = 6. lOHz), 8. 05 (2H, s),8. 58 
(2H, d, J=:5. 85Hz), 8. 84 (IH, s)o 
§I«6M2 7:N1- ( 4 - U -2- (2, 6 — :^7;i/:tP7 7^ 

^^^^ 

2, 6-^7;i/5i-P7x^-;i/ (1. Og, 7. 6 9mmo 1) ©T-fe h::i K 
U^l'^^&tj^^jbU'i^A (1. 4 0g, 9. 2 2mmol, 1. 2 eq, )il 
ypA@p^p{^;i/ (1. 18g, 7. 6 9minol, 1. 0 eq. )^iD;t> 
8 0t!K:Tll^M«#L/feo 

^^mm(0:y:.7.7-)\/^ {\. 3 1gs 9 8. 5%) ^fffeo 

Slg, 7. 5 3mmo 1) CD:i:^>'-;i/^§Mfe:5%7K^'fb 

i-v^)^h^mm. (10ml) -ktiaXs ^M8o«cicTiK?^it#bfeo 

m ^^^MHSSbfco (1. 3 9gs 9 8. 2 

%) *l#feo 

( 1 . 39g, 7. 3 9mino 1) cd>:^^^;Vj^;1/AT^ 
^ft{i4-r^>'l:fyi^> (7 0 0mg, 7. 39mmol, 1. 0 eq. ) h 
WSC-HCl (1. 70 g, 8. 8 7mmol, 1.2 eq. ) tji^XflflYi 
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OBt 'EzO (1. 20g, 8. 87inmol, 1. 2 eq. ) mu^^ ^M. 

KitHtm «ll€i«gS©^<b^«^ (10 7mgs 5. 4%) *^ffeo 
MS m/z : 2 64. »H-NMR <y : 4. 8 4 (2H, s) , 7. 1 1 
-7. 17 (3H, m), 7. 60 (2H, dd, J = l. 59 , 4. 76H 
z) , 8. 44 (2H, dd, J=l. 46, 4. 8 8Hz) , 10. 48 (1 
H, s) o 

mMm28 : Nl- (4-lfUS^;i/) -2- (2. 4. Q-V^)y)]/'^uys.y 

2, 4, 6- hU7;i/:tP7a:y— ;i/ (2. Og, 13. 50mmoi) ©7' 
^Y=.Y^)}]/mWL\zMmfi^)'^J^ {2. 12g, 16. 2 1mmol, 1. 2 
eq. ) ai:/PA@^^;>i^;i/ (2. 0 7 g, 13. SOmmol, 1. 0 e 
q. ) -^m^. 8 O-CfcTll^H^lt^bfeo 

a^i^^CDXj^T^^Vi*^ (2. 7 6g> 9 2. 9%) §#feo 

(2. 7 6&, 12. 5 Smmo 1) cDrciJ^y-;i/^^gK:5%7lcj^ 
<b:^h';e/A7K^^ (lOml) ^i!ia^> :J^M8 O'CCiT ll^^Ji^bfeo 

*Si^s ^^5fe«iE®3febfeo ^ifei[a©A;i/JK^>>;i'^ (2. 15g^ 8 3. 3 

%) ^#feo 

3b;i/5t?dej/;i/#: ( 1 . Og, 4. 8 5mmo 1) ©i^^^;i/:^;bAT^ h^^^t 
lc4-y^>'l^Ui?> (45 7mg, 4. 85mmol, 1. 0 eq. ) 
SC-HCl (1. 12g, 5. 83mmol, 1. 2 eq. ) fee>yf(cHO 
Bt •H2O (0. 79g, 5. 83mmol, 1. 2 eq. ) ^tx^fi^ 
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-;^] \i:.xnw^s m^^^m(f^mMi\j^ (7 3ing. 5. 4%) ?&#feo 
MS m/z : 2 8 2. 'H-NMR : 4 . 8 0 ( 2 H, s) , 7 . 2 7 
(2H, t, J = 9.03Hz),7.60(2H, dd, J = 1.59 ,4. 
76Hz), 8. 44 (2H, dd, J=l. 57, 4. 77Hz), 10. 4 

7 (IH, s) o 

mmm2^ : ni - (4~fc:u^;i^) -2- (2, 6—:^7;i/:^p-4-rpb; 

3, 5-^7;i/;^D-4-t HD:^^'7'Pl^:t73iy-;i/ (4 0 Omg, 2. 
1 5mmo 1) ©DMF^lC7K^^:^h Ue^A (7 7mg, 3. 2 2mmol, 
1. 5 eq. ) fc:rDAgp^p<^;i/ (3 2 9mg, 2. 1 5mmo 1, 1. 0 

eq. ) ^m^s s o'ci^x immmnx^fzo 

tcTl^m^s (390m g> 70. 4%) ^#feo 

(3 9 Omg, 1. 5 Immo 1) (Dx^y'-;i/^?«t;:5%2K^-fb 
±hV^A:;i^mm (5ml) ^M8 CCfct lll#^^#b;feo 

^m^^^^Ltzc m^^m(DijM^i^)]/ii^ i2 8 0mgs 7 5. 9 

%) feo 

:i7;i/:1^^S/;v^*: ( 1 0 Omg, 0. 4 1 mmo 1 ) ^ 
^(^4-7-^^ tfUi^> (40mg, 0. 41mmol, 1. 0 eq. ) tVf 
SC -HCl (9 4mg, 0. 4 9mmol, 1. 2eq. ) J&^TOHOBt 
•H2O (66mg, 0. 49mmol, 1. 2 eq. ) ^U^s ^Uizx 1 6 
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fci-cj^sa^s ii^jg^^^M^b-^t) (i 7mg. 13. 0%) ^mco 

MS m/z :321. *H-NMR <5 : 1 . 2 3 ( 3 H, t , J = 7 . 2 
OHz) , 2. 94 (2H, q, J=7. 16Hz) , 4. 82 (2H, s) , 
7. 58 (2H, dd, J = l. 59 , 4. 76Hz), 7. 62 (2H, d, 
J = 4. 64), 8. 58 (2H, d, J = 6. 03Hz), 8. 66 (IH, 
s) o 

mmms o : n i - (4-b:uy;v) -2- (2. 6-$?»pp-4-p<»;i/7 

2, 6-:^7;i/:tP-4-:i7i/V^— ;i/ (1. 5 0g, 8. 4 7mmol)0y 
^h=-yV)VmWHz^Mi3^)^2:< (1. 4 0g, lO. 17mmol, 1. 2 
eq. ) t::rPAB^^;><^;i/ (1. 30gi 8. 47mmol, 1. 0 e 

q. ) ^M^s 8 ovicx immmnh^o 

^Rx^t^m^km^t^xmwv. mmi-hv^i^Kx^im^ mm^nmrn^iytco 

m^^m<Dx.7.y')li^ (1 . 8 5gs 9 8. 4%) ^mtco 

( 1 . 8 5g, 8. 3 4mmo 1) CDx^y-;i/^|gtK:5%;*i^'fb 

:^^u»>A7K^s^^ (5mi) ^isa^. ^us Q'cii::x mmmnvtzo 
mm^s mm^mmm^htco m^f&moitDvt^'^i/jiii^ ii. 2ig, 71, 

6%) &f#feo 

*;V3i^=2|re/;i/#: (5 0 Omg, 2. 4 6mmo 1) 0^:?;><^;i/3r^;i/Ar ^ HIS 
Mt:4-T^y (2 3 0mg, 2. 46mmol, 1. 0 eq. ) t 

WSC-HCl (570 mg, 2. 96mmol, 1. 2 eq. ) ■^^UizH 
OBt • H2O (4 0 Omg, 2. 96 mm ol, 1.2 eq.) ^M^^ 
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tcTi^M^s m^i^momM^-^m (eomgs 7. 8%) ^ntzo 

MS m/z :3 10. »H-NMR d : 2. 3 6 (3 H, s) , 4 . 6 4 
(2H, s) , 7. 17 (2H, d, J = 0. 49Hz) , 7. 59 (2H, d 
d, J=l. 58 , 4. 76Hz), 8. 57 (2H, dd, J=l. 57, 
4. 7 5Hz) , 8. 8 9 (IH, s) o 

mmm^i : ni- (4-tfu$^;i/) -2-^jyp^:^$/;t/7'fe^$ k 

^^P^^S^;!/!^® (1 OOmgs 0. 7 Ommol) t^:A'f-))/^)V2xTKY 
mm^A-T^J\^^)t^> (6 6mg, 0. 7 Ommo 1, 1.0 eq. ) i: 
WSC • HCl (1 6 2mg, 0. 8 5mmo 1,1.2 eq. ) :&^tJ?{;iH 
OBt • H3O (1 1 4mg, 0. 8 5mmo 1,1.2 eq. ) ^iO^s 

^ie)nfe^aS^A^A^pVh^7 7^~ C^/UA'JT'M ^'PPJ^;i/A-p<iJ'y 

t^TJliil^x SMib-^i^ (2 Smgs 15. 0%) ^f#feo 
MS m/z :2 18. *H-NMR <y:0.9 1-1.20(2H, 
m), 1. 10-1. 26(3H, m), 1. 56-1. 80 (6H, m), 2. 
22(2H, d, J = 7. 08Hz),7. 55(2H, dd, J = 1.46 , 
4. 64Hz), 8. 39 (2H, d, J = 6. lOHz), 10. 21 (IH, 

s) o 

nmms 2 : ni- (iH-tr^v^p ra. 4-di i^u^-:^>-4->f;i/) - 

2- (2, 6-S^:»PP-4-7;i/:tP7xy T-fe^^K 
^0y4CD*;i/Jt?*>>;i/f*: (l 0 Omg^ 0. 4 5mmo 1) 

K^§i!fi{c4-T^y'lf7V^P (3, 4-d) (6 Img, 0. 

45mmol, 1. Oeq. ) i:WSC-HCl (104mg, 0. 54mmo 
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1, 1. 2eq. ) 3&f»tJflc:H0Bt • H2O (73mg, 0. 54mmol, 1. 
2eq. ) SiP^s ^mizrdBmm^lyfco 

^m^b^i^ (6 3mg. 3 9. l%)^mcc 
MS m/z : 3 5 5. 'H-NMR d : 4. 9 1 (2H, s) , 7. 6 
2 (2H, d, J = 8. 29Hz) , 8. 49 (IH, s) , 8. 64 (IH, 
s), 11. 25 (IH, s), 13. 97 (IH, s)o 

mmms 3 ; ni- (iE-5->fyV'JU)u) 

i/^u^^t/j]/itj)P:r.>m (9 6mgs 0. 7 5mmo 1) i^^9-)V7t^)lAT 
^ KJ§l&fc5-T^y'f >^V^— ;i/ (1 OOmg, 0. 7 5mmol, 1. Oe 
q. ) fcWSC • HCl (17 3mg, 0. 9 0mmol, 1. 2eq. ) f3i^ 
tJ^tziHOBt • H2O (1 2 2mg, 0. 7 5mmo 1, 1. 2eq. ) ^iD^s 

i::xmmm. m^it-^m ( 8 o mg. 4 4 . 0 %) ^ntzo 

MS m/z : 24 3. ^H-NMR 6:1. 14-1. 34(3 H, m), 
1. 44 (2H, q, J=ll. 38Hz), 1. 62-1. 69 (IH, m), 
1. 73-1. 84 (4H, m), 2. 33 (IH, tt, J = 3. 4 2, 11. 
59Hz), 7. 42 (IH, dd, J = l. 46, 9. 03Hz), 7. 45 
(IH, d, J = 9. 03Hz), 7. 98 (IH, s), 8. 12 (IH, 
s) , 9. 7 6 (IH, s) , 1 2. 9 2 (IH, s) 0 
IIM^3 4:N1- (lH-5--r>^V^^;i/) - ^ 

-y^u^^^yjvmM (10 7mg^ 0. 7 5mmo 1) ^^^^;l/^^;l/Ar 5 K 
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^^CS-T^y^'T^^y-;!/ (1 0 Omg, 0. 7 5minol, 1. Oe 
q. ) tWSC • HCl (17 3mg, 0. 9 Ommo 1, 1. 2 eq. ) :fe^> 
tJfK:HOBt-H20 (122mg, 0. 75mmol, 1. 2eq. ) &^^P^^ 

izxmn^s mm^h^!^ (7 img. 3 e. 8%) ^m^o 

MS m/z :2 5 7. 'H-NMR <5 : 0 . 9 2 - 1 . 0 4 ( 2 H, m) , 
1. 10-1. 30 (3H, m), 1. 58-1. 82 (6H, m), 2. 19 
(2H, d, J = 7. 08Hz) , 7. 39 (IH, dd, J=l. 71, 9. 
03Hz) , 7. 45 (IH, d, J = 8. 78Hz) , 7. 98 (IH, s) , 
8. 11 (IH, s), 9. 81 (IH, s), 12. 92 (IH, s)o 

mrnms 5 : ni - (ih-s— r >j^vyu;v) - (e) -3 - (2-b kp^t 

Tr ans - 2-^*^;!/^ (5 0 Omgs 3. 6 5mmo 1) i^?t^Jl^;]/A 
T^\^mm^5-T^y^>ir^J-)V {4 0 6mg, 3. 0 5mmol, 1. 0 
eq. ) ilWSC'HCl (70 2mg, 3. 65mmol, 1. 2eq. ) 55; 
^t;f{c:HOBt • H2O (4 9 3mg, 6. 65mmol, 1. 2eq. ) ^iQt^ 

MUizxiemmmni^tco 

izxmm^^ mmit^m (3 4 0mgs 40. 0%) ^ntco 

MS m/z :2 7 9. 'H-NMR <y : 6 . 8 7 ( 1 H, t , J = 7 . 6 
8Hz), 6. 86 (IH, d, J=15. 86), 6. 93 (IH, d, J = 
8. 05), 7. 22 (IH. dt, J = l. 71, 8. 78Hz), 7. 48 
-7. 55 (3H, m), 7. 79 (IH, d, J=15. 86Hz), 8. 0 
4(1 H, s), 8. 28 (IH, s), 10. 17 (IH, s), 12. 98 
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(IH, s) o 

mmm36 :N1- (lH-5-^>j^yU;i/) - (E) ~3- (3-bKP» 

Tr ans-3-^v;i/^ (5 0 Omgx 3. 0 5mmo 1) 
h'^MCS-T^y-f ^^V^-;!/ (4 0 6mg, 3. OSmmol, 1. 0 
eq. ) iiWSC 'HCl (702 mg, 3. 6 5mmol, 1. 2eq.)3&; 
^yffciHOBt 'EiO (49 3mg, 6. 65mmol, 1. 2eq. ) ^M^s 

^e>nfe^«&i^pn3^;i/At?i5fe^tbfeo mm<D^it^ (i e img. is. 
9 %) ^n^o 

MS m/z : 2 7 9. 'H-NMR (5 : 6 . 7 8 (1 H, d, J = 1 5. 
61Hz), 6. 82 (IH, dd, J = 2. 20, 8. 05Hz), 7. 00 

(IH, s) , 7. 05 (IH, d, J = 7. 81Hz) , 7. 25 (IH, t, 
J = 7. 81Hz). 7. 48 (IH, d, J=15. 61Hz), 7. 51 

(2H, s) , 8. 04 (IH, s) , 8. 26 (IH, s) , 9. 65 (IH, 
s), 10. 21 (IH, s), 13. 00 (IH, s)o 
mmm3 7 ;N1- (lE-5-^yV'JV)l) - (E) "3- (4-bHP» 

Tr ans-4-i'v;i/^ (5 0 Omgs 3. 0 Srnino 1) S^p(^;i's^;i/A 
T^\fmmiz5-y^yf^>^^J-JV (40 6mg, 3. OSmmol. 1. 0 
eq. ) ilWSC'HCl (7 02mg, 3. 65mmol, 1. 2eq. ) fSi 
f)WcHOBt -HjO (4 9 3mg, 6. 6 5mmol, 1. 2eq. ) ^M^^ 

^u^cxiemmmni^tco 

li^jsciFmm'km^ii^^xm^u mmi- h v ^ AKx^fm^ mm^mm'^^vtco 

#e>Hfe^^fetJ'DDJn;PAf^5fe#bfeo ^momm^h^m (3 l Smgs 3 7. 
4%) ^fifeo 
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MS m/z :2 7 9. 'H-NMR <5 : 6 . 6 3 ( 1 H, d, J = 1 5 . 
61Hz), 6. 83 (2H, d, J = 8. 54Hz), 7. 45-7. 51 
(5H, m) , 8. 03 (IH, s) , 8. 25 (IH, s) , 9. 92 (IH, 
s), 10. 09 (IH, s), 12. 97 (IH, s)o 

mmms s : n i - ( ih- 5 >yw - (e) - 3- (3. 

*73i>r>i^ (5 5 Omg^ 3. 0 5mmo 1) H^g^fttd 
5-y5,yfy(>y'J—)V (4 0 6mg, 3. 05mmol, 1. Oeq. ) 
SC-HCl (702mg, 3. 6 5mmo 1, 1. 2eq. ) ia^^V^KEOB 
t • H«0 (4 9 3mg, 6. 6 5mmo 1,1.2 eq. ) ^M^s ^MtiT 

\i^xmmk^ s®<b^ti (isomgs 14. 4%) ^m^o 

MS m/z :2 9 5. 'H-NMR d : 6 . 5 6 ( 1 H, d, J = 1 5 . 
61Hz), 6. 78 (IH, d, J = 8. 05Hz), 6. 92 (IH, dd, 
J=l. 95, 8. 05 Hz), 7. 02 (IH, d, J=l. 95Hz), 7. 
4 0 (IH, d, J=15. 61Hz), 7. 50 (2H, s), 8. 03 (1 
H, s), 8. 25 (IH, s), 10. 08 (IH, s),12. 97 (IH, 
s) o 

mmmZ 9 : N1- (IH-S-^T >yvyU;M -2~ (2, 4-$^r:hP7x 

2, 4-i?- hP7x^;i/M (3 0 Omgs 1. 3 3mmo 1) 
;i/AT^ H^t^t^S-T^y-T^^^/-;!/ (1 7 6ing, 1. 3 3minol, 1. 
Oeq. ) i:WSC-HCl (3 0 6mg, 1. 59mmol, 1. 2eq. ) 
3&e)tJ«t:H0B t -HaO (215mg, 1. 5 9mmo 1, 1. 2eq. ) ^Jp 
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MS m/z : 34 1. *H-NMR 6:4. 30 (2H, s), 7. 4 
0 (IH, dd, J=l. 95, 8. 78Hz), 7. 49 (IH, d, J = 8. 
78Hz), 7. 91 (IH, d, J = 8. 54Hz), 7. 98-8. 04 
(2H, m) , 8. 67 (IH, d, J = l. 95Hz) , 8. 78 (IH, d, 
J = 2. 44Hz), 10. 30 (IH, s), 12. 97 (IH, s)o 
mmm4 O : N1- (lH-5->f >>y\;u;i/) - (E) -3- (4-t: Kp^ 

4-b h'P^->-3-^ ^^ri/^:^•V^^^ (2 0 Omg, 1. 1 2mmo 1) 5^ 
j><^;V7|x;i/AT^ K^J8[JC5-T^>'-Y>^\/-;1/ (1 4 9mg, 1. 12mm 
ol, 1. Oeq. ) tWSC-HCl (2 59mg, 1. 34mmol, 1. 
2eq. ) l3i^X^\ZE0Bt • HbO (1 8 2mg, 1. 3 4mmol, 1. 2e 

q. ) ^MKITI 6MJi#bfeo 

a^xm^vtco i^mommit^m (issmgs 45. 5%) 

MS m/z :3 0 9. »H-NMR d : 3. 8 4 (3H, s) , 6. 6 
6 (IH, d, J = 15. 61Hz), 6. 83 (IH, d, J = 8. 05H 
z), 7. 07 (IH, dd, J = l. 95, 8. 05Hz), 7. 19 (IH, 
d, J=l. 95Hz), 7. 49 (IH, d, J=15. 37Hz), 7. 5 
0 (2H, s) , 8. 0 3 (IH, s) , 8. 2 6 (IH, s) , 9. 4 8 (1 
H, s) , 10. 0 7 (IH, s) , 12. 9 6 (IH, s) o 

mmm4i ;ni - (ih-s— Y>^yu;i/) - (e) -3- (3-hKp;^ 

3-t KP^e/-4-p< ^^i/^^V^JS^ (2 0 Omg, 1. 12mmol)>:^ 
;<i'^l^>JVhT^m^1>^5-T^^^>^'J-Jl il4 9mg, 1. 12mm 
ol, 1. Oeq. ) i:WSC-HCl (2 5 9mg, 1. 34mmol, 1. 
2eq. ) )&:e»'a^{cHOB t • HzO (18 2mg, 1. 3 4mmo 1, 1. 2e 

q. ) mwt. mmzri6mmm.n\yrzo 
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i^xm^Xytzo J^SO^M^b^tl (lOOmgs 2 8. 8%) ^#feo 

MS m/z :3 0 9. •H-NMR 5 : 3 . 8 1 ( 3 H, s ) , 6 . 6 

2 (IH, d, J=15. 37Hz), 6. 97 (IH, d, J = 8. 05H 
z) , 7. 04 (IH, dd, J=l. 9 5, 8. 0 5Hz) , 7. 05 (IH, 
s), 7. 44 (IH, d, J = 15. 61Hz), 7. 50 (2H, s), 8. 
0 3 (IH, s), 8. 25 (1 H, s), 9. 22 (IH, s), 10. 09 
(IH, s) , 1 2. 9 7 (IH, s) o 

mMm42 :N1- (lH-5-^>^V^U;i/) - (E) -3~ (3. 4-^^ 

3, 4-S^^ h^ri^^tV^Ja^ (2 3 4mg, 1. 1 2mmo I) i^^^)l:^^J]/ 
M.T^\'mi^5-y^.f^>y^J")V il49mg» 1. 12mmol, 1. 
Oeq. ) a:WSC-HCl (2 5 9mg, 1. 34mmol, 1. 2eq. ) 
«se>VtHOBt -HjO (182mg, 1. 34mmol, 1. 2eq. ) 

izxm^vtzo mm(Dmmit^ (i 64m&s 45. 2%) ^m^o 

MS m/z :323. ^H-NMR 5 : 3 . 8 0 (3H, s) , 3. 8 

3 (3H, s) , 6. 7 3 (IH, d, J=15. 6 1Hz) , 7. 0 2 (IH, 
d, J = 8. 54) , 7. 19 (IH, dd, J=l. 9 5, 8, 54Hz) , 
7. 22 (IH, d, J=l. 95Hz), 7. 51 (2H, s), 7. 53 
(IH, d, J=15. 86Hz), 8. 03 (IH, s), 8. 27 (IH, 
s) , 10. 13 (IH, s), 12. 92 (IH, s) o 

mmm4 3 :ni - (ih-s— r >wj;i/) --3- (5^rihP-2-7U 

)]/) rp^vr^ K 

3- (5-- hP-2-7U;i/) 5^^^ (2 4 Omg, 1. 32mmo 
1) K^^{c:5-7^7-r>^V^-;i' (1 7 5mg, 1. 3 

2mmol, 1. Oeq. ) i:WSC-HCl (3 0 3mg, 1. 68mmol, 
1. 2eq. ) ^i^rjffcHOBt • H2O (2 13mg, 1. 5 8mmol, 1. 
2eq. ) :tm^s ^MtCT 1 6 l^^it#bfeo 
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lc:T«{fe#bfeo JiS (1 8 0mg^ 4 6. 1%) *#feo 
m^ntc^m iSOmg, O. Immol) DMP^if^StTk^^fb/^^i^'^A 

mm^mE&^htcoi^m(ommit^ (7mg, 26. 7 

%) feo 

MS m/z :3d0. *H-NMR <5 : 2 . 7 7 ( 2 H, t , J = 7 . 4 
4Hz), 3. 10 (2H, t, J = 7. 32Hz), 6. 64 (IH, d, J 
= 3. 66Hz), 7. 39 (IH, d, J = 9. 03Hz), 7. 47 (IH, 
d, J = 8. 78Hz), 7. 64 (IH, d, J = 3. 66Hz), 8. 00 

(IH, s) , 8. 10 (IH, s) , 10. 0 3 (IH, s) , 12. 9 5 

(IH, s) o 

^«li^44 ; Nl- (lH-5- W->^>7U;i/) -2- (3, A-t^H^ti^p 

3, 4-i?t: KD^^i^K (2 0 Omg, 1. 1 9 mm o 1 ) 5^-?? 
h'^^g^^:5-7'5y''<>^^/— -'V (1 5 8mg, 1. 19mmol, 1. 0 
eq. ) fcWSC - HCl (274mg, 1. 4 3mmo 1, 1 . 2 eq. ) 
^>tJfft:HOBt • H2O (193mg, 1. 43mmol, 1. 2eq. ) ^iO^s 

^#e)tlfeaS^157PD^;l/A^;:■C^5fe#Ufeo JtS^O^m-fb-^^^ (33mg, 9. 
8%) ^mito 

MS m/z :2 8 3. 'H-NMR d : 3. 4 3 (2H, s) , 6 . 5 
8 (IH, dd, J = 2. 2 0, 8. 0 5Hz) , 6. 66 ( 1 H, d, J = 8. 
05Hz), 6. 76 (IH, d, J = 2. 20Hz), 7. 41 (IH, dd, 
J = l. 46, 9. 03Hz), 7. 44 (IH, d, J = 8. 78Hz), 7. 
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99 (IH, s), 8. 11 (IH, s), 8. 76 (2H, s), 10. 01 
(IH, s) , 12. 94 (IH, s) o 

mmm^S :N1- (IH-S— r VWJJI/) r-2- (l. S-^>^JV:ir^ 

v-;i/-5-^;i/) y-b^^ K 

3, 4-p{^l/>i?;t=^$/7x:z;i/i|^^ (2 1 4mg, 1. 19mmol)i^ 
p«^;i/>^;i/AT^K^K:5-r^>'-r>^V^-;i/ (158ing, l. 19mm 
ol, 1. Oeq. ) i:WSC-HCl (2 74mg, 1. 43mmol, 1. 
2 eq. ) tji^V^izHOBt • HaO (19 3mg, 1. 4 3mmo 1, 1. 2 e 

m^tiftm&^puxnMi^izrm^htco mmomm^t^ ( i e smg, 4 

'7.4%)*#feo 

MS m/z : 2 9 5. »H-NMR (JtS. 55 (2H, s), 5. 9 
8 (2H, s) , 6. 80 (IH, dd, J=l. 3 4, 7. 9 3Hz) , 6. 
86 (IH, d, J = 8. 05Hz), 6. 92 (IH, d, J = l. 46), 
7. 41 (IH, dd, J=l. 71, 8. 7 8 H z) , 7 . 4 7 ( 1 H, d, 
J = 9. 0 3H2) , 7. 9 9 (IH, s) , 8. 0 9 (IH, s) , 10. 0 
7 (IH, s) , 1 2. 9 5 (IH, s) o 

mmm4 6 ; N l - (lH-5->f >^vyu;i/) -3- (3. 4-i^\i KP»^ 

3, 4-J?t KP:^$/itV>;Stit (2 0 Omg, 1. 1 0 mm o 1 ) 

K^^gtfc:5-y^>'^>^>/-;i/ (14 6mg, l. lOmmol, 1. 
Oeq. ) iiWSC-HCl (2 5 3mg, 1. 32mmol, 1. 2 e q. ) 
tji^ni^nOBt - HaO (1 7 8mg, 1. 3 2mmol, 1. 2eq. ) 

n^ntcmm^i^uatsjvAizxm^i^tzo mm(ommit'^m (79mg, 24. 
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2%) ^mco 

MS m/z :2 9 7. 'H-NMR (5 : 2 . 5 3 ( 2 H, t , J = 8 . 
2 9Hz), 2. 75 (2H, t, J = 7. 56Hz), 6. 48 (IH, dd, 
J = 2. 20, 8. 05Hz), 6. 62 (IH, d, J = 8. 05Hz), 6. 
63 (IH, s), 7. 38 (IH, dd, J = l. 71, 9. 03Hz), 7. 
45 (IH, d, J = 8. 78Hz), 7. 99 (IH, s) , 8. 11 (IH, 
s), 8. 61 (IH, s), 8. 70 (IH, s), 9. 84(1 H, s), 

1 2. 9 3 (IH, s) o 

mmm4i :ni - (iH~5->f ><y^;u;M -3- (4- bKP^->7x:i 

)]/) yx2M>T5. K 

3- (4-t l«n^r5/7xr:;i/) :7'Ptr:t>^ (148ing, 0. 89mmo 
1) FIS^ECS-T^y-f (1 1 9mg, 0. 8 

9mmol, 1. Oeq. ) i:WSC-HCl (20 5mg, 1. 07mmol, 
1. 2 e q. ) J5:5>tJ^{cHOB t • H2O (14 5mg, 1. 0 7mmo 1,1. 

2 e q. ) SJD^N ^Ui^X 1 6KfKJi#bfeo 

^te>nfea«^^'DD3}?;^AK:•c^5fc?tbfeo i^mom^t'^m (9 smg, 3 8. 
0%) ^ntdo 

MS m/z :281. »H-NMR d : 2 . 5 5 ( 2 H, t , J = 7. 
68Hz), 2. 81 (2H, t, J = 7. 56Hz), 6. 66(2H, d, 
J = 8. 29Hz) , 7. 04 (2H, d, J = 8. 54Hz) , 7. 38 (1 
H, dd, J=l. 71, 8. 78Hz) , 7. 45 (IH, d, J = 9. 03 
Hz) , 7. 9 9 (IH, s) , 8. 10 (IH, s) , 9. 8 4 (IH, s) , 
12. 9 3 (IH, s) o 

^flE^J4 8 :N1- (lH-5-^>y^>yU;V) -2- (S - =.Vuy :i^=.)V) 

3 hD7x— (2 0 Omg, 1. 1 Ommo 1) 
^ \(W^iz5-TS,J^>^'J-J)/ (147mg, 1. lOmmol, 1. Oe 
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q. ) ^WSC • HCl (2 5 4mg, 1. 32minol, 1. 2eq. )39:e> 
TCHOBt • HaQ (17 9iiig, 1. 32mmol, 1. 2eq. ) ^iPits 

2.6%) ^nitc 

MS m/z : 2 9 6. 'H-NMR (J : 3 . 8 6 ( 2 H, s ) , 7 . 4 
3 (IH, dd, J = l. 71, 8. 78Hz), 7. 49 (IH, d, J = 9. 
03Hz), 7. 65 (IH, t, J = 7. 93Hz), 7. 82 (IH, d, 
J = 7. 56Hz), 8. 00 (IH, s), 8. 12 (IH, s), 8. 14 
(IH, dd, J = 2. 44, 8. 2 9Hz) , 8. 26 (IH, s) , 10. 
2 8 ( 1 H, s) , 1 2. 9 8 (IH, s) o 

mmm4 9 : Nl - (lH-5--r>^\/U;i/) -2- (4--hP7 3i-;i/) 

4-— hD7 3:r:;pg^K (2 0 Omg, 1. 1 Ommo 1 ) ^p(^;i/5^;i/A7 
^ H^itCS-T'^y-f (14 7mg, 1. lOmmol, 1. Oe 

q. ) tVfSC - HCl (2 5 4mg, 1. 3 2mmo 1, 1. Zeq. ) tsi^ 
mzHOBt • H2O (17 9mg, 1. 3 2mmo 1, 1. 2eq. ) ^jD^s 

^^fcT 1 emmmnLtzo 

n^nftms:^^nnt^J]^2^^xmn^vfto mmcomm^'^m a i omg, 3 
3.7%) ^mzo 

MS m/z :2 9 6. 'H-NMR (5 : 3 . 8 5 ( 2 H, s ) , 7 . 4 
2 (1-H, dd, J = l. 71, 8. 78Hz) , 7. 48 (IH, d, J = 9. 
03Hz) , 7. 64 (2H, d, J = 8. 78Hz) , 8. 00 (IH, s) , 
8. 10 (IH, s) , 8. 21 (2H, d, J = 8. 78Hz) , 10. 28 
(IH, s) , 1 2. 9 8 (IH, s) 0 
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mmm50 ;N1- (ih-5-^ v>y^/'JJi/) (4-b Kp:3e>>r^v 

N- (4-h KP^S/7xr:;p) (2 0 Omg, 1. 2 0mmol) 

i^^^}]/t^)VAT5.Y^m^5-T^^^>^'J-)^ il5 9mg, 1. 2 0m 
mol, 1. Oeq. ) iWSC-HCl (2 7 6mg, 1. 44mmol, 1. 
2eq. ) >&e)Vfc:HOBt • H»0 (19 4mg, 1. 4 4mmol, 1. 2e 

q. ) ^mts muvix 1 emmirnvtco 

-;i^3 fcTMim> JSSSO^fb^ (4 6mg> 13. 6%) t#feo 
MS m/z :2 83. ^H-NMR <5 : 3 . 7 6 ( 2 H, d, J = 5 . 
85Hz) , 5. 41 (IH, t, J = 5. 85Hz) , 6. 48 (2H, d, 
J = 8. 78Hz), 6. 57 (2H, d, J = 8. 78Hz), 7. 43(1 
H, dd, J=l. 46, 9. 03Hz), 7. 47 (IH, d, J = 9. 03 
Hz) , 8. 00 (IH, s), 8. 10 (IH, s), 8. 48 (IH, s), 
9.84 (IH, s) , 12. 95 (IH, s) o 

1 :N1- flH~5-^^>y^>yU;i/) - 2- (4 -fc Kp:^->7x>> 

4-fc Kn:^e^7xy=3pS/|p^ (2 0 Omg, 1. 1 9mmo 1) 
;VA7'^ H^?Sfc5-T^^-r>^^^— (1 5 Smg, 1. 19mmol, 1. 
Oeq. ) iiWSC-HCl (274mg, 1. 43inmol, 1. 2eq. ) 
ft^tJ^fcHOBt • HjO (1 9 Sing, 1. 4 3mmo 1, 1. 2 eq. ) 

lie»tvfeaSE^£^J7Dn*;i/A{c:Ti5fc^tbfeo mm<Dmm<t^^ (2 2 9mg, 6 

8. 0%) ^mtco 

MS m/z :2 8 3. 'H-NMR d : 4. 5 7 (2H, s) , 6. 7 
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0 (2H, d, J = 9. 03Hz) , 6. 86 (2H, d, J = 9. 03Hz) , 
7. 49 (2H, s), 8. 03 (IH, s), 8. 13 (IH, s), 9. 0 
0 (IH, s), 9. 98 (IH, s),12. 99 (IH, s)o 

mmm52 ; ni- an-s-^y^^joj]/) -s- ci, 3-^>v^$;:t» 

3- (3, 4-p<^l/>i^:^:?pS/7x-;i/) rv\i:t>m (2 0 Omg, 1. 
0 3mmol) i^;<^J]/MAr5.m^i^5-T^y-(yr9-}]/ (13 7m 
g, 1. 03mmol, 1. Oeq. ) i:WSC-HCl (2 3 7mg, 1. 2 
. 4mmo 1, 1. 2 eq. ) *fc^,tJ^JcHOB t • H2O (16 7mg, 1. 2 4in 
mol, 1. 2eq. ) ^M^. ^MtcT 1 6^^!i#Ufeo 

V.xmnx^fzo m^co^^-^ (9 8mgx 3 0. 8%) *#feo 
MS m/z :3 09. »H-NMR : 2 . 5 8 ( 2 H, t , J = 7 . 
68Hz), 2. 85 (2H, t, J = 7. 68Hz), 5. 95 (2H, s), 
6 0 7 1 (IH, dd, J=l. 5 9, 7. 9 3Hz), 6. 81 (IH, d, 
J = 8. 05Hz), 6. 84 (IH, d, J=l. 46Hz), 7. 38 (1 
H, dd, J = l. 7 1, 9. 0 3), 7. 46 (IH, d, J = 9. 03H 
z) , 8. 0 0 (IH, s) , 8. 11 (IH, s) , 9. 8 6 (IH, s) , 
12. 94 (IH, s) o 

^ai^5 3;N- (2. A-9^UXi^yV)],) -N' - iA-\^^)t»V) 
Z 

2, 4-i?i^nD7x-;i/ff^ (1 0 Omg, 0. 4 9inmo 1) 0 
mLi:.Tt^iti>yai=^)Vy:t7.y:tV)Viieimg» 0. 5 9mmol, 1. 
2eq. ) t (5 9mg, 0. 59minol, 1. 2eq. ) 

^mt. 1 1 0°CtT6 0^JI#bfeo 

^CD^>.4-T^yfcriJi^> (4 6mg, 0. 4 9mmol, 1. Oeq. ) 
fDMF'pmmu^>. 1 1 0-CfcT3^^m#bfeo 
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-;V] KlTlfiim l^aciSS-fb^tl (4 3mgs 2 9. 9%) mtzo 
MS m/z :2 9 5. ^H-NMR <y : 4. 3 5 ( 2 H, d, J = 5 . 8 
5Hz), 6. 94 (IH, t, J=5. 98Hz), 7. 37 (2H, dd, 
J=l. 59, 4. 76Hz), 7. 39 (IH. d, J = 8. 42Hz), 7. 
44 (IH, dd, J = 2. 0 7, 8. 42Hz), 7. 61 (IH, d, J = 
2. 20Hz) , 8. 29 (2H, dd, J=l. 46, 4. 8 8Hz) , 9. 
1 7 (IH, s) o 

4-7^J\iV^> (50mg, 0. 53mmol) fch;Vx>lmlN DM 
F'pm^mtmULmM\y-^o 2-^PP-4-:::hP7xr:;WV$/ 
'T^—h (1 0 5ing, 0. 5 3mmo 1, 1. 0 eq. ) ^MXs 1 1 O'Cfc 

ii:.xmmvrco m^omm^-m (7 2mgx 4 6. 4%) ?§&iifeo 

MS m/z : 29 2. 'H-NMR d : 7. 5 7 ( 1 H, s) , 8 . 2 3 
(2H, dd, J = 2. 6 8, 9. 2 7Hz) , 8. 36 (2H, d, J = 2. 
44Hz), 8. 53 (2H, d, J = 9. 27Hz), 8. 9 6 (IH, s), 
10. 0 9 (IH, s) o 

^«S^5 5 :N' - (4-KU^V Jl/) -N- (2. 3. 6-hU^PP^>$^ 

2, 3, 6-bU^PP7x::i;VS^@ (1 3 2mg, 0. 55mmol)©h 
;i/3^>^J^lCTS^'fbe^7x-;v7:^-X7^U;v ( 1 8 2mg, 0. 66inmol, 
1. 2eq. ) fchUx5^;i/T^> (67ing, 0. 66minol, 1. 2e 
q. ) ^mft. 110'CK:T6 0^SI#bfeo 

4-r^>'l^Ui^> (52ing, 0. 55mmol, 1. Oeq. ) 
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t^xm^iytzo mm<Dmmh^^ (i ssmgs 8 4. o%) 5&4ifeo 

MS m/z :3 3 0,3 3 2. »H-NMR 5 : 4 . 7 4 ( 2 H, s) , 
7. 22 (2H, dd, J = 2. 6 8, 8. 5 4Hz), 7. 38 (2H, dd, 
J=l. 46, 5. 37Hz), 8. 14 (2H, d, J = 5. 61Hz)o 
^a6giJ5 6:N~ (2~»PP-6~7;i/:tP^>$^;i/) -N' - (4-lfU$; 

2-^DD-6-7;i/:tD7xr:;i/g^^ (1 0 4nig, 0. 5 5mmo 1) CD 
h;i/x>^^^fc:7'S^'fbi?7i-;i/7;^->^7;^-U;i/ (1 8 2mg, 0. 66mmo 
1, 1 . 2 e q. ) >(67mg, 0. 66mmol, 1. 2. 

eq. )*iP^^ 1 lO'CtxeO^ti^bfeo 

-ecD^v 4-7^yi^Ui^> (52mg, 0. 55mmol, 1. Oeq. ) 

l:DMF^!>s^&^lPit^ 1 lo-ctc-cai^Kii^^i/fco 

^xmim^ mmomm^-^ (9 6mg> 6 2. 3%) ^#feo 

MS m/z :280. *H-NMR <5 : 4. 6 0 (2H. d, J= 1. 4 
6Hz), 6. 99 (IH, dt, J = 7. 07, 9. 51Hz), 7. 15- 

7. 22 (2H, m), 7. 31 (2H, dd, J = l. 46, 4. 88Hz), 

8. 24 (2H, dd, J = l. 4 6,-4. 88Hz)o 

Mmm^l (2-:^P^-4. 6-S^7:tP^>$^;i/) -N' - (4-b: 

4-r^>'trije^> (50mg, O. 53mmol) tc Im 1> DM 

F{i>a^ilJ^Mb^^bfeo ^O'^s 2->^P^-4, 6-i^7;i/:tP:7xr: 
Vi^T';^— h (12 4ing, 0. 5 3mmol, 1. Oeq. ) ^iD;?.s 1 
1 O'CICTI 2 OtS-ii^^bfeo 

i^T^5fc#b;feo mmoumih^m (i o 7mgs 6 1. 5%) ^ntzo 

MS m/z :3 2 7, 3 2 9. 'H-NMR (J : 7 . 4 3 ( 2 H, d d, 
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J = l. 4 6, 4. 8 8Hz) , 7. 4 8 (IH, dd, J = 2. 8 0, 9. 8 
8), 7. 59 (IH, dd, J = l. 71, 8. 29Hz), 8. 27 (IH, 
s), 8. 35 (2H, dd, J = l. 46, 4. 88Hz), 9. 46 (IH, 

S) o 

^Iffi^SS :N- r4-7Jl/:tP- fi- ( S U 7Jl/:tP 7x:i;i/1 -N 

' - (4-tf Ui^Jl/) 
4-T^y\^Vi>> (50mg, 0. 53mmol) h;i/x> Imls DM 

7ir:;P^V^T^-h (10 9mg, 0. 5 3minol, 1. Oeq. ) 
^JP^> 1 1 O^fcTl 2 0^{jl#bfeo 

t:Ti5fe?tbfco J^S®^S<b^ (6 9mgs 4 3. 7%) ^#feo 
MS m/z :2 9 9. 'H-NMR <y : 7 . 4 5 ( 2 H, d d, J = 1 . 
5 9, 4. 7 6Hz) , 7. 4 8-7. 64 (3H, m) , 8. 34 (IH, 
s) , 8. 39 (2H, dd, J=l. 5 9, 4. 7 6Hz) , 9. 28 (IH, 

S) o 

igtfe^l5 9 :N- r4~7;i/:tP- ?-- f K U 7;i/3t'P ;<^;W) 7x:^;V] -N 



4-r^yiiUi^>' (50mg, 0. 53mmol) Kh;i/x>lmls DM 
FiUS^iP^UaMU^^bfeo 4-:7;V;tP-2 - ( h U 7;i/5|-Pp^^ 

7xr:;^WV^7^-^ (109mg, 0. 53mmol, 1. Oeq. ) 
:g&j&nit> 1 1 O'CtCt 1 2 O^lKl^bfco 

Kxnm^^s i^^<om.it^^ (7 2mgs 45. 3%) mtco 

MS m/z :29 9. 'H~NMR <5 : 7 . 4 3 (2 H, dd, J = 1 . 
59, 4. 76Hz), 7. 56 (IH, dt, J = 3. 03, 8. 54Hz), 
7. 62 (IH, dd, J = 2. 93, 9. 03Hz), 7. 86 (IH, dd. 
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J = 5. 12, 8. 78Hz), 8. 28 (IH, s), 8. 37 (2H, dd, 

J = l. 46, 4. 88Hz), 9. 63 (IH, s)o 

mmmeO : N- (4-:/P^-2-7;i/;tP7xn;i/) -N' - (4-\fOi^ 

4-y^^\^Vi^> i50mg, 0. 5 3mmo 1 ) h;i/x> 1 ml^ DM 
F'J>aSint2lPmi/liffi?bfeo 4-:/P^-2-7;V3l-D7xn;wv 
t/T^—y (1 1 5mg, 0. 5 3mmo 1, 1. 0 eq. ) SJP;?.> 1 1 O-C 
(CTl 2 O^Ji^^^Ufeo 

iCTMIS^s MS©^JSfl3^ (1 3mg^ 7. 9%) *»feo 
MS m/z : 3 0 9,3 1 1. ^H-NMR <5 : 7 . 3 7 ( 1 H, d t , 
J=l. 34, 8. 6 6Hz), 7. 42 (2H, dt, J = l. 59, 4. 7 
6 Hz), 7. 58 (IH, dd, J = 2. 32, 10. 86Hz), 8. 09 
(IH, dt, J = 3. 17, 8. 7 8Hz) , 8. 3 7 (2H, d, J = 6. 
3 4Hz) , 8. 8 0 (IH, s) , 9. 4 5 (IH, s) „ 

mmme l : n- (2, 6-^7;i/:^p^>-:^;ix) -n' - (4-\^vz?}i) »> 

1/7 

2, 6-i^7;i/:tP7i-;i/g^^ (1 0 Omg, 0. 5 8mmo 1) O 
>^^8[t;iyi^'fbi?7air:;U7;t:^7*U;i/ (1 9 Img, 0. 6 9mmo 1,1. 
2eq. ) h y3:^;i/r^> (70mg, 0. 69mmol, 1. 2eq. ) 

1 1 o-cizxeo^mniytco 

^(O^s 4-T^>'tUi>> (55mg, 0. 58mmol, 1. Oeq. ) 

^|f.nfeaat^3b^A^pvh^^7^- [i/y?t7'!7';K ^PPJi^;i/A-><^^ 
^^CD^^b^tl (8 7ings 5 7. 0%) mtco 
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MS m/z :2 6 3. *H-NMR 5 : 4 . 3 9 ( 2H, d, J = 5 . 3 
7Hz) , 6. 84 (IH, t, J = 5. 73Hz) , 7. 10 (2H, t, J 
= 8. 17Hz), 7. 33 (2H, dd, J = l. 59, 4. 76Hz), 7. 
40 (IH, dt, J=l. 59, 8. 29Hz), 8. 27 (2H, dd, J 
= 1. 59, 4. 76Hz), 8. 87 (IH, s)o 

^iai^ifi2 :N->t->^jM»;v- N' - (4-ifUS^;v) ^vr 

2, 4, 6-hU^f-;W7xr:;H^® (lOSmg, 0. 58mmol)©h 
;i/3^>^I^JCTS^'fbi?7ai:^;i/7;r:^:7;ty;v ( 1 9 Img, O. 69ininol, 
1. 2eq. ) i:hUx^;V7'^> (70mg, 0. 69mmol, 1. 2e 

q. ) *JiJits 1 1 0"Ci;:t:6 0^ii#bfeo 

^CD^s 4-T^/lfyi^> (5 5mg, 0. SSminol, 1. Oeq. ) 
i: D MF ii>»&SP^s 1 1 0 "CKIT 2 l$M«#bfeo 

ttlfilM^s i^a©aSfl3^tl (8 8mg> 5 6. 8%) ^#feo 
MS m/z -.2 7 0. »H-NMR <5 : 2 . 2 5 ( 3 H, s) , 2 . 3 3 
(6H, s) , 4. 3 9 (2H, s) , 6. 8 5 (2H, s) , 7. 3 1 (2H, 
dd, J = l. 71, 4. 88Hz) , 8. 19 (2H, dd, J = l. 71. 
4. 8 8Hz) o 

-N' - (4-t^0:S;;i/) '^1/7' 

2, 6-i?^DD-4-hy7;V^Dp<^;i/SB#^ (1 3 7mg, 0. 5 3 
mmol) (Z)h;i'X>^t-S(c:T^:^^bi?7x-;i/7:t;^7*U;Kl 7 4mg, 0. 
63mmol, 1. 2eq. ) i:hUx^;i/T^> (64mg, 0. 63mmo 
1, 1. 2eq. ) ^Jnits 1 10-Ct:T6 0^m#Ufeo 

4-T^7t:«;S^> (50mg, 0. 53mmol, 1. Oeq. ) 
i; D M F 'P'^-^M^s 110 "Ct^ t: 2 Ufeo 
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i^xmm.m. ^^(Dmmih^m (io2mgs 54. 9%) ^mco 

MS m/z : 3 4 9. 'H-NMR 6:4. 63 (2H, d, J = 5. 3 
7Hz), 6. 87 (IH, t, J = 5.. 49Hz), 7. 34 (2H, dd, 
J=l. 46, 4. 88Hz), 7. 94 (2H, s), 8. 28 (2H, dd, 
J=l. 34, 5. OOHz), 8. 90 (IH, s)o 

mmm6 4 :N- [2-7;i/:tP-6- ( h U7;i/:tP^»;i/) -N 

2-7;i/:tD-6- h U7;i/:rDpi^;i/@^^ (1 1 2mg, 0. 5 3mmo 
1) ® h;i/3:>^|gfc:Ti^'fb$^7x-;i/7;r:^7;j-U;i' (1 7 4mg. 0. 63 
mmol, 1. 2eq. ) J:hUx^;i/75> (64mg, 0. 63mmol, 
1. 2eq. ) mVifL. 1 1 O'Cfct 6 OtS-Jt^bifeo 

^C^^s 4-TXJy±^)Vy (5 0mg, 0. 5 3mmol, 1. Oeq. ) 
i:DMF^J>fi^&JO^s 1 10'C{CT2^^^**bfeo 

^xmmks i^^®^m<h^ti (i 0 2mg. 54. 9%) -^m^o 

MS m/z :3 13. 'H-NMR d;4. 5 1 (2H, d, J = 4. 8 
8Hz) , 6. 69 (IH, t, J = 5. OOHz) , 7. 34 (2H, dd, 
J=l. 46, 4. 88Hz), 7. 59-7. 64 (3H, m), 8. 28 
(2H, s) , 8. 28 (2H, d, J = 6. 34Hz) , 8. 82 (IH, 

s) o 

g|flS^J6 5:4 - ff (2. 6 P PT- ij y ) i:ir\/if.=.)\,\'rXJ\^y% 

4-7XJ'^yXTX K (1 1 3mg, 0. 7 3mmo 1) K: h;i/j:>lml^ 
DMF'i>S*iP^iDab^«?Ufeo 2, 6-i^^PP7xn;l/^v^>T 

h (138mg, 0. 73mmol, 1. Oeq.) Wi^fL^ 1 1 O'CtiT 
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l^X^^hfco (2 0 5mg^ 8 6. 2%) 

MS m/z : 32 3. 'H-NME <5 : 7. 16 (IH, s) , 7. 3 3 
(IH, t, J = 8. 17Hz) . 7. 51 (2H, d, J = 8. 24Hz) , 
7. 5 4 (2H, d, J = 8. 2 9Hz) , 7. 8 0 (2H, d, J = 8. 5 4 
Hz) , 8. 30 (IH, s) , 9. 21 (IH, s) » 
^1 ^^166 :N- (1H-3-^>PU )i^^ -N' - (4-tfU>:^;i/) "^l^T 

V(?-;i/5^;i/4?>^ (1 0 Omg, 0. 6 2 mmo 1) ® 
lCT^^'ftiS^7x-;i/7:r:^7:i-y;V (2 0 5mg, 0. 7 5inmol, 1. 2e 
q. ) fchUxf-;VT^> (75ing, 0. 75mmol, 1. 2eq. ) 
tLs 1 1 O'CICT 6 O;0'm#bfeo 

^6D^. 4-T^yi^US^> (58mg, 0. 62mmol, 1. Oeq. ) 
fcDMFiI>*^Sn^s 1 1 0'CtcT2I^^Jt#b:feo 

ictMM^N J^^CD^@<b-&tl (5 4ings 3 4. 5%) *llfeo 
MS m/z :3 2 6. »H-NMR 5 ; 7 . 0 2 ( 1 H, t . J = 7. 4 
4Hz) , 7. 11 (IH, t, J=7, 5 6Hz) , 7. 3 5 (IH, d, J 
= 8. 0 5Hz), 7. 46 (2H, dd, J = l. 59. 4. 76Hz), 7. 
5 1 (IH, d, J = 5. 12Hz) , 7. 5 2 ( 1 H, s) , 8. 4 3 (2H, 
d. J = 6. 3 4Hz) , 8. 6 6 (IH, s) , 9. 0 2 (IH, s) , 10. 
7 9 (IH, s) o 

ig ;as4yii6 7 :N - fi--:;^pP7x-;v) -N' - (i, z-'Jif^v- 

4_7^y7^;i/>f ^ h* (8 6mg, 0. 5 3mmol) K: h;i/x> 1 mix 
DMFd>««^SPab^S?bfeo *®^s 2, 6-S^^DP7x-;WVe/7 
(10 Omg, 0. 5 3mmo 1, 1. Oeq. ) ^AD^n 1 1 O-CfcT 
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15 0^!l#bfeo 

izxm^i^fco mm<D^m<h'^m a 5 omg> so. 6%) <^fifco 

MS m/z :3 4 9. »H-NMR <5 : 7. 3 5 ( 1 H, dd, J = 7. 
81, 8. 03Hz), 7. 60 (2H, d, J = 8. 05Hz), 7. 72 

(2H, d, J = l. 22Hz), 8. 04 (IH, d, J = l. 22Hz), 
8. 50 (IH, s), 9. 69 (IH, s), 11. 13 (IH, s)o 
HMgiJBSrNl - (2, 6---:^^PP^>y;i/) -N' - (1. 3-P:ir^v 
-2, 3-^b KP- lH-5— YV^>HU;i/) e^l/T 

2, 6 -S^^'DP^x-^l/B^^ (1 0 Omg, 0. 4 9 mmo 1) © 
^§«fc:TS^fl3S^7xr:;l/7;^-;^7;j-U;^ (1 6 Img, 0. 5 9mmol, 1. 
2eq. ) fchUx^;i/T^> (59mg, 0. 59mmol, 1. 2eq. ) 
1 1 0-CtCT6 O^Ji#tfeo 

•^©^s ^ K (79mg, 0. 49ininol, 1. Oe 

q. ) fDMF (pm^nXs 1 1 ovizx 3 mmmnvtco 

lizx^f^Liio mmomM'ih'^ (12 0mg^ 6 7. 6%) *l#feo 
MS m/z :3 64. 'H-NMR <5 : 4 . 6 0 ( 2 H, d, J = 5 . 3 
7Hz) , 6. 78 (IH, t, J = 5. 37Hz), 7. 39 (IH, d, J 
= 7. 30Hz) , 7. 51 (2H, d, J = 7. 81Hz), 7. 55 (IH, 
dd, J = l. 9 5 , 8. 29Hz) , 7. 67 (IH, d, J = 8. 29H 
z), 8. 01 (IH, d, J=l. 95Hz), 9. 14 (IH, s), 11. 
0 9 (1 H, s) o 

^il^6 9:N-(l. 3-e;;^=^V-2, 3 -t^b Kp- 1 H- 5 > 

KU;^) -N' - (iH-3— r>K';;i^) ^ut 

3— Y ^KWH^^ (7 9mg, 0. 4 9 mm o 1) (DhJVa^y^m^Ti^it 
Py3L-)Vy:t^y:tV)l ( 1 6 Img, 0. 5 9mmo 1, 1. 2 eq. ) t 
hUx^;i/T^> (5 9mg, 0. 5 9mmo 1, 1. 2eq. ) ^iUM.^ 1 1 
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^CD^s 4-TK>^yi^)^^ ^ (7 9mg, 0. 49mmol, 1. Oe 
^©^^b-^ (3 Omgx 19. 1%) l&#;feo 

MS m/z :3 2 0. 'H-NMR 5 : 7 . 0 2 ( 1 H, t , J = 7 . 5 
6Hz), 7. 11 (IH, t, J = 7. 56Hz), 7. 16 (IH, d, J 
= 7. 81Hz) , 7. 35 (IH, d, J = 8. 05Hz) . 7. 54 (2H, 
d, J = 7. 81Hz), 7. 67 (IH, dd, J = l. 83, 8. 17H 
z) , 7. 72 (IH, d, J = 8. 05Hz) , 8. 12 (IH, d, J=l. 
2 2) , 9. 3 5 (IH. s) , 10. 8 1 (IH, s) , 11. 11 (IH, 

S) o 

mmmi 0 (1. 3-':^;j-»v- 2, 3— :;t: h-p-lH-5->fV >f > 
K ';;!/) -N' - riH-5-w>KU;i/) ^ut 

5_^^ l?-;Vi^^ (7 9ing, 0. 4 9mmo 1) O h;i/3:>^^St:Ti^<b 
py3L=i))/y:t7.y:t^)Jl^ (1 6 Img, 0. 5 9mnio 1, 1. 2 eq. ) t 
h yx^;!/^^^ (5 9mg, 0. 5 9mmo 1, 1. 2 eq. ) *iP;t> 1 1 
0*ClCT6 0^mi*bfeo 

^(D^s (79mg, 0. 49minol, 1. Oe 

q. ) tLMF'PA^m^s 1 10-C{;:T3I^Hm#bfeo 

^O^m-^t) (5 Omgs 3 1. 9%) «^ffeo 

MS m/z :3 2 0. 'H-NMR d : 6 . 3 6 - 6 . 3 9 ( 1 H, m) , 
7. 2 9-7. 34 (3H. m) , 7. 64-7. 7 5 (3H, m) , 8. 07 
(IH, d, J=l. 46Hz) , 8. 64 (IH, s) , 9. 29 (IH, 
s) , 10. 9 8 (IH, s) , 11. 11 (IH, s) o 
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4-T^/'l^U^> (80mg, 0. SSmmol) h^l^x^ 1 ml^ DM 

3 9mff, 0. 8 5mmo 1, 1. 0 eq. ) 1 1 O-CtTl 5 

CT^fettUfeo MS©^Sfl3^ (1 7 Omg^ 7 7. 8%) Jfel^feo 
MS m/z : 2 5 8. 'H-NMR : 7 . 2 6 ( 1 H, d t , J = 1 . 
2 2, 7. 0 8Hz), 7. 46 (2H, dd. J=l. 5 9, 4. 76Hz), 
7. 73 (IH, dt, J=l. 59, 7. 2 0Hz), 8. 10 (IH, dd, 
J = l. 59, 8. 42Hz), 8. 24 (IH, dd, J = l. 34, g. 4 
2Hz), 8. 40 (2H, dd, J = l. 59, 4. 76Hz), 9. 69 
(IH, s) , 1 0. 1 6 (IH, s) o 

IIMJ7 2:N1-(1. 3--:^;t^V- 2, 3 -j^b HP- 1 H- 5 ->f V>1' 

4-7*^/7^;i/-f ^ K (8 Omg, 0. 5 Ommo 1) h;i'xy linl> 
DMF'J>«;feJnitliPmblS»bfeo yaL=.)\/^v*/T^-Y (5 9mg, 

0. 5 0mmol, 1. Oeq. )*Jnit> 1 1 0'C(CT 1 5 O^JJfcjii^bfeo 

^ximx^fzo mm<omm.i^^m osmg. es. 3%) -^nk. 

MS m/z : 2 8 1. 'H-NMR 6 i 1 . 01 (IH, t, J = 7. 3 
2Hz) , 7. 31 (2H, t, J = 7. 93Hz) , 7. 48 (2H, dd, 
J = 0. 9 8, 8. 54Hz), 7. 67 (IH, dd, J = l. 83, 8. 1 

7Hz), 7. 73 (IH, d, J = 8. 29Hz), 8. 05 (1 H, d, J 
= 1. 46Hz), 8. 89 (IH, s), 9. 36 (IH, s), 11. 14 
(IH, s) o 

ll«SgiJ7 3 : N-^>$^;V-N' -(1, 3-$^:t»V-2. 3-$?bKP~l 
H-5--f V>r > KU;V) 
4-y^V7^5';W^ K (8 Omg, 0. .5 Ommo 1) h^l-x^ Iml^ 
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0. SOmmol, 1. Oeq.)*JP^> 1 1 O-Ct^T 1 5 0^»Jft#Ufeo 

l;:T?5fe#bfep *g^CD^mfli^tl (9 6mgs 6 5, 7%) t^feo 
MS m/z :2 9 5. *H-NMR <5 : 4. 3 3 (2H, d, J = 4. 3 
9Hz), 6. 90 (IH, t, J=5. 98Hz), 7. 22-7. 35 (5 
H, m) , 7. 6 1 (IH, dd, J = l. 8 3. 8. 1 7Hz) , 7. 6 7 
(IH, d, J = 8. 29Hz), 8. 02 (IH, dd, J = 0. 49, 1. 
95Hz), 9. 30 (IH, s), 11. 08 (IH, s)o 
^1}IKi^l7 4 :N- M. 3— :?:^^V -2. 3 HP - 1 H- 5 ->f V-f > 

4-^5 y 7^;ix-f ^ K (8 Omg, 0. 5 Ommo 1) fi: 1 mis 

DMF'PM^mxmuvmmhtzo ^(om. n-rpt:;i/^v>>7':^-h (42 

me, 0. 5 Ommo 1, 1. Oeq. ) ^MX. 1 1 QVi^X 1 5 O^mniy 
110^-03-6^ (3 5mgs 2 8. 9%) ^ntco 

MS m/z :2 47. »H-NMR (5:0. 88 (3H, t, J = 7. 4 
4Hz) , 1. 4 1-1. 5 1 (2H, m) , 3. 0 7 (2H, q, J = 5. 6 
OHz) , 6. 40 (IH, t, J = 5. 60Hz) , 7. 58 (IH, dd. 
J = 2. 07, 8. 17Hz) , 7. 66 (IH. d, J = 8. 29Hz) , 8. 
0 0 (IH, d, J = l. 7 IHz) , 9. 14 (IH, s) , 11. 0 6 (1 
H, s) o 

s>^p/vd^^;i/|^® (1 OOmg, 0. 7 Ommo I) (DhJl^^L^mUCTt^ 
<bt>7xrL;i/7;i-X7;«-i;;^ (2 3 2mg, 0. 85mmol, 1. 2eq.) 
h h Ux^;i/r^> (8 5mg, 0. 8 5mmo 1, 1. 2 eq. ) ^iWX^ 1 
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4-7^^t:yi^> (66mg, O. TOmmol, 1. Oeq. ) 

tlTlfiljSgJs MHO^S^^i^ (13mg> 7. 9%) :&^§;^^o 
MS m/z ;2 3 4. 'H-NMR d ; 0 . 8 4 - 0 . 9 6 ( 2 H, m) , 
1. 0 9-1. 2 5 (3H, m) , 1. 3 3-1. 45 (IH, m) , 1. 58 
-1. 72 (5H, m) , 2. 94 (2H, t, J=6. 22Hz) , 6. 37 

(IH, t, J = 5. 73Hz), 7. 34 (2H, dd, J=l. 46, 4. 
88Hz), 8. 26 (2H, dd, J = l. 59, 4. 76Hz), 8. 80 

(IH, s) o 

liag^J7 6 : N-'>^P^:^->;i/^^;i/-N' - (1. 3-P:t^V-2, 3- 
KP-lH-5— f V>f >KU;v) t^i^y 

i^^tn^^^/jumm ilOOmg, 0. 7 Ommo 1) ©h;i/x>^{C7^$; 
^i;73:::;;i/7;f:;^7;ry;i/ (2 3 2mg, 0. 8 5mmol, 1. 2eq. ) 
fchUJ:^;i/T^> (85nig, 0. 8 5mmol, 1. 2eq. ) ^Jd^n 1 
1 0-CIZT6 O^Ji^bfeo 

^0^^ 4-T^y'7^;i/>f ^ H (1 14mg, 0. 7 0mmQl, 1. Oe 
q. ) tBMF{i>&^m^s ilOViZXl5Q^mnLftc 

^^^tl(4 6mgs 2 1. 7%) 44#feo 

MS m/z :301. 'H-NMR d : 0. 8 5 - 0. 9 6 ( 2 H, m) , 
1. 07-1. 26 (3H, m), 1. 35-1. 47(1 H, m), 1. 58 
-1. 73 (5H, m), 2. 97 (2H, t, J = 6. 22Hz), 6. 42 
(IH, t, J = 5. 73Hz) , 7. 5 6 (IH, dd, J=l. 95, 8. 
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29Hz), 7. 66 (IH, d, J = 8. 30Hz), 8. 01 (IH, d, 
J=l. 7 IHz) , 9. 11 (IH, s) , 11. 0 6 (IH, s) o 

mmmn :N- (4-\^^)V)v) -n' - (2 . 4. 6-h^)yMti^>v 

2, 4, 6- b y 7;V:tP7x-;H^^ (1 0 Omg, 0. 5 3mmo 1) <0 
h;v^>^S?g[tirS^'fbS^7x-;i/7;j-;^7*U;V (1 7 4mg, 0. 6 3mmo 
1, 1. 2eq. ) J:hyx^;i/T^> (64mg, 0. 63mmol, 1. 2 
eq. ) mn^s 110VKX6 0^mn\ytzo 

^CD^N 4-7'^>'lfU^> (50mg, 0. 53mmol, 1. Oeq. ) 
tDMF{S>m^M^is 1 1 0'Clc:*C2I^Klt*^bfeo 

fc:T^5fe#bfeo ?^^©M^-^tl (SOmgs 5 6. 5%) ^mito 
MS m/z :2 6 9. ^H-NMR d : 4 . 3 4 ( 2 H, d, J = 5 . 6 
IHz) , 6. 86 (IH, t, J = 5. 61Hz) , 7. 19 (2H, t, J 
= 8. 78Hz) , 7. 33 (2H, dd, J = l. 59, 4. 8 8Hz) , 8. 
28 (2H, dd, J = l. 5 8, 4. 88Hz), 8. 88 (lH, s)o 
^M^78 :N- (1. 3--:^:^^V-2, 3- >:^hPP~lH-5->fV-^> 
HU;i/) -N* - (3-r:hP73;r:;V) i^l/T 

4-5^$y t:Ue^> (8 Omg, 0. 8 5mmo 1) 13 h>x> Imls DM 
F(i>M^M^mU\^mMVrco ^<oms 3--hD7x:2;i/-fV$/T;^.-h (8 
Img, 0. 85mmol, 1. Oeq. )*iP^^ 1 1 O-CfcT 1 8 0^jg# 

izxm^htco ( 1 5 Omgs 9 3%) mtco 

MS m/z : 3 2 6. 'H-NMR 6:7. 60 (IH, t, J = 8. 1 

7Hz) , 7. 71-7. 80 (3H, m) , 7. 8 5-7. 8 9 (IH, m) , 

8. 04-8. 0 6 (IH, m) , 8. 56 (IH, t, J = 0. 85Hz) , 

9. 46 (IH, s), 9. 55 (IH, s), 11. 17 (IH, s)o 
mmm7 9 :N- (l. 3--:?:t^^V-2. 3-y iiKP-lH-5-^V>r> 
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||J(g0iJ7 8©'fb^i^ (8 4mg, 0. 2 6mmo 1) CDDMF^§?ftlC7kli<b^^ 
flj^ife(44mg, 5 7. 9%) ^Sc^feo 

MS m/z :2 9 6. 'H-NMR <y : 5 . 0 5 ( 2 H, s) , 6. 2 3 
(IH, dd, J=l. 71, 7. 81Hz), 6. 58 (IH, dd, J=l. 

46, 7. 81Hz), 6. 78 (IH, t, J = 2. 07Hz), 6. 92 
(IH, t, J = 7. 93Hz), 7. 63 (IH, dd, , J = l. 83, 8. 

17Hz), 7. 71 (IH, d, J = 8. 05Hz), 8. 05 (IH, d, 

J=l. 95Hz) , 8. 58 (IH, s), 9. 24 (IH, s), 11. 1 

2 (IH, s) o 

SIMgiJ 8 0 : N - (2. 6--:^^PP^>$^;i/) -N' - 
Z 

2, 6~i^i^DD7xn;i/B^i? (1 5 Omg, 0.. 7 3mmo 1) 0 h;i/x> 
^WL\l^TP<bt^y3L=.)Vy:t7.ytV)\/ (2 4 2mg, 0. 88mmol, 1. 
2eq. ) i: h U3^^;i/T^ > (89mg, 0. 88mmol, 1. 2eq. ) 

^<D^^ 4-T^yi^U2>> (69mg, 0. 73minol, 1. Oeq. ) 

CT^5fc#bfeo mmo^it-^ (7 6mgs 3 2. 4%) ^mtco 

MS m/z :2 9 6. 'H-NMR <y:6. 08 (2H, d, J = 5. 3 

7Hz) , 6. 73 (IH, t, J = 5. 37Hz), 7. 34 (2H, dd, 

J=l. 58, 4. 8 8Hz), 7. 38 (IH, dd, J = l. 22, 7. 3 

2Hz), 7. 51 (2H, d, J = 7. 81Hz), 8. 28 (2H, dd, 

J=l. 71, 4. 88Hz), 8. 84 (IH, s)o 

mmmS 1:N-(6-^PP-1. 3--:^::j-:^V-2. 3--:^bKP-lH- 
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2, 6 -^:?^OD7x-;H^^ (1 5 Omg, 0. 7 3mmo 1) © b;Vx> 
^|glc:Tt^'fbt^7xn;i/7:«-;^7:t U;V (2 4 2mg, 0. 8 8mmol, 1. 
2eq. ) thUx^;VT^> (89mg, 0. BBmmol, 1. 2eq. ) 
^SSiPits 1 1 0-C(CT 6 0^»#Ufeo 

«®^s 4-r^>'-5-e70D7;^;W ^ 1< (130mg, 0. 66mmo 
1, 0. 9eq. ) J:DMF'J>S^Jn;ts 1 1 CCf^lt: 3I^TO#Ufeo 

>^~;i/] KiTlfilSl^s iieg®^®<b^<^ (1 Imgs 3.8%) ^m^o 
MS m/z :3 9 7. 3 9 9. 'H-NMR (5:4.60-4.64 (2 
H, m) , 7. 3 6-7. 4 6 (3H, m) , 7. 54 (2H, d, J = 7. 8 
IHz) , 7. 8 7 (IH, s) , 8. 7 1 (IH, s) . 11. 2 8 (IH, 

S) o 

— KP--iH-5~^v^>K0;v) t>vr 

2-^PP>'x~;v@^^ (8 5mg, 0. 5 Ommo 1) O h^l/xy^fcr 
$?'fbJ?:7x:^;i/7;tX7;r U;i/ (1 6 5mg, 0. 6 0mmol, 1. 2e 
q. ) (61mg, 0. 60mmol, 1. 2eq. ) ^ill 

it, 1 1 0'Clc:'r6 0^Ji*$bfeo 

4-T5y7^;i/'f ^ K (8 Img, 0. 5 Ommo 1, 1. Oe 
q. ) ^DMF'i>»^ilP;ts 1 1 0*Ct3T2l$HJil»$Ufeo 

lCTi5fe^tbfeo J^^om@<bi&tl (3 7mgs 2 2. 6%) ^#feo 
MS m/z :3 29. 'H-NMR d : 4 . 4 0 ( 2 H, d, J = 5 . 6 
IHz), 6. 94 (IH, t, J = 5. 98Hz), 7. 28-7. 38 (2 
H, m) , 7. 4 1 (IH, dd, J=l. 7 1, 7. 5 6Hz) , 7. 4 6 
(IH, dd, J = l. 71, 7. 56Hz), 7. 61 (IH, dd, J=l. 
8 3, 8. 17Hz) , 7. 6 8 (IH, d, J = 8. 5 4Hz) , 8. 0 1 
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(IH, d, J=l. 46Hz), 9. 42 (IH, s), 11. 08 (IH, 
s) o 

mmmS 3 : N- (2-^PP - 6-7;i/:tP^>i^;i/) -N' - (1. 

2-^PP-6 ~7;i/:^-D7x-;H^^ (9 4mg, 0. SOmmoDcDh 
;]/3u>m^lizyPi\:tV7 3i=.)]/y:t^ytV)V(ie5mg, 0. SOmmol, 
1. 2eq. ) t hUx^;!/^^^ (6 Img,. 0. 6 0mmol, 1. 2 e 

q. ) ^^JP;t^ 1 io'c\zx6o^mnhr^o 

^(D^^ A-T^jy^)\y^ ^K(81mg, 0. 50mmol, 1. Oe 
q. ) hDMF^i>fi»^x 1 10'Cfc:T2I^Km#bfeo 

t3T«5fe^bfeo l^^ommit^m (5 8mg^ 3 3. 5%) Slifeo 
MS m/z : 3 4 6, 3 48. 'H-NMR d : 4 . 4 9 ( 2 H, d , J 
= 4. 15Hz) , 6. 84 (IH, t, J=5. 49Hz), 7. 25 (IH, 
dt, J = l. 5 9, 7. 81Hz), 7. 32-7. 43 (2H, m), 7. 
5 5 (IH, dd, J = l. 83, 8. 17Hz), 7. 66 (IH, d, J = 
8. 29Hz), 7. 99 (IH, d,J=l. 95Hz), 9. 15 (IH, 
s) , 11. 0 8 (IH, s) o 

g|«6g!l8 4 : N-^>-:^;V-N* - ( 1 H- 5 U;i/) t?i^T 

5-r^>'-<>y\/— (6 7mg, 0. 5 Ommol) tih^l/x^lmls 
DMFdJ>fi&liniLiPMbl§fi?b;fe:o ^0^s ^y*J))/>(Vi/T^-Y (6 6mg, 
0. 50mmol, 1. Oeq. ) ftin^s 1 1 O-ClCT 1 8 O^J«l$bfee 

#^nfeaSK:^iS'y-;i/^cJQ^53ibfeo IggCD^^^tl (2 Img, 1 

5.9%) -^ntzo 

MS m/z :2 6 6. *H~NMR <y : 4 . 3 1 ( 2 H, d, J = 5 . 8 
5Hz), 6. 53 (IH, t, J = 5. 85Hz), 7. 21-7. 28 (2 
H, m) , 7. 2 9-7. 3 6 (3H, m) , 7. 4 1 (IH, d, J = 8. 7 
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8Hz), 7. 85 (IH, s), 7. 93 (IH, s), 8. 46 (IH, 
s) , 1 2. 84 (IH, s) o 

mmm85 (1. 3-i>:t^V-2, 3 --:;b PP- 1 H -- 5 V>f > 

KU;t/) -N' - (i-j-7^;v^^Ji/) r^uT 

1 - ^7^;H^^ (1 1 5ing, 0. 6 2inmo 1) © h;Vx>j§?SliTi^jb 
$;7x— ;V7*:^7;j-y;i/ (204mg, 0. 74mmol, 1. 2eq. ) t 
biji^;vr^> (7 5mg, 0. 7 4mmo 1, 1. 2eq. ) ^in^s 1 1 

4-TS,yy^)l^ ^ (lOOmg, 0. 62mmol, 1. Oe 

q. ) tDUYfp&^M^s 1 io''CKX2mm^mnhtco 
^xm^i^^o m^<Dmmit^ o img> 42. 7%) 

MS m/z :345. 'H-NMR <5 : 4. 8 0 (2H, d, J = 4. 3 
9Hz) , 6. 95 (IH, t, J = 5. 73Hz) , 7. 47-7. 62 (5 
H, m) , 7. 67 (IH, d, J = 8. 29Hz) , 7. 87 (IH, dd, 
J=1.95 ,7.32Hz),7.96(lH, dd,J=1.46 ,8. 
05Hz), 8. 04 (IH, d, J=l. 22Hz), 8. 14 (IH, d, 
J = 8. 54Hz), 9. 27 (IH, s), 11. 08 (IH, s)o 

mmm8 6 :N- (1, -^-vi^^v-^. 3— :^biyp-iH-5~>f v>f > 
-N' - (2-- hp^>s^;i^) "^y^y 

2- r:hP7x— ;i/g^^ (9 Omg, 0. 5 Ommo 1) © 
$^'fti^7xr:;i/7*;^7*y;V (1 6 5mg, 0. eOmmol, 1. 2e 

q. ) i: h i;x^;VT^ > (6 Img, 0. 6 Ommo 1, 1. 2 eq*. ) SAD 
1 1 0«CfcT6 Q^ifmU;feo 

^-TXJy^y^'i^^ (81mg, 0. 50mmol, 1. Oe 
q. ) i:DMFiJ>S?&in^s 1 10*'Cfc:T2^ra#b;feo 

-fb^i^ ( 1 Imgx 6. 5%) ^^feo 
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MS m/z :3 40. »H-NMR d : 4 . 6 1 ( 2 H, d, J = 5 . 3 
7Hz), 7. 00 (IH, t, J = 5. 73Hz), 7. 53-7. 70 (4 
H, m) , 7. 76 (IH, t, J = 7. 44Hz) , 8. GO (IH, s) , 
8. 0 6 (IH, d, J = 7. 44Hz), 9. 48 (IH, s), 11. 09 
(IH, s) o 

mmmsi :N' - (2'-tkj^>V)v) -n* - (i, 3--:^;t»v-2. 

mMmS d(D'(h'^ i4-T5,^yi^)V^ K H*^®-^) (1 OOmg, 

0. 2 9mmol) ©DMFJg^^JCzKm^b/t^S^e^A ^M^^ 

m^fitcm^i^^^^-MM^^Mi^tzo mm(omMit-^ (2 7mg, 2 

9.7%) ?&^}fe:o 

MS m/z :310. »H-NMR <y : 4 . 1 9 (2 H, d, J = 5 . 3 
7Hz), 5. 09 (2H, s), 6. 52 (IH, t, J = 7. 32Hz), 
6. 63 (IH, d, J = 7. 32Hz), 6. 72 (IH, t, J = 5. 73 
Hz) , 6. 97 (IH, dt, J=l. 46, 7. 5 6Hz) , 7. 04 (1 
H, d, J = 7. 56Hz) , 7. 59 (IH, dd, J = l. 95, 8. 29 
Hz) , 7. 6 7 (IH, d, J = 8. 2 9Hz) , 8. 0 1 (IH, d, J = 

1. 95Hz), 9. 28 (IH, s), 11. 08 (IH, s)o 
mmmSS :N- (2. 4-$^^PP^>t^;i/) -N* - (l. 3-i^:^^V- 

2. 3-^b KP-lH-5— rV-YVKV;!/) ^UT 

2, 4-i?^DD7x— ( 1 0 Img, 0. 4 9mmo 1) © h;i/J^> 
^?Sfc:7'2^'(bS^7x-;V7:r::^7;i-U;i/ (1 6 2mg, 0. 5 9mmol, 1. 
2eq. ) th Ux^^l/T^V (6 Omg, 0. 5 9mmo 1, 1. 2eq. ) 

^M^s 1 1 0 °cicT 6 0 ^mni^tco 

^O^N 4-T^y7^;W^I« (80mg, 0. 49mmol, 1. Oe 
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ommit-^ (9mgs 5. 0%) ^mzo 

MS m/z :3 6 3. 3 6 5. 'H-NMR 5 : 4 . 3 7 ( 2 H, d, J 

= 4. 88Hz), 6. 99 (IH, t, J = 5. 22Hz), 7. 38-7. 

44 (2H, m) , 7. 5 7-7. 6 3 (2H, m) , 7. 68 ( 1 H, d, J 

= 8. 29Hz), 8. 01 (IH, s), 9. 46 (IH, s), 11. 08 
(IH, s) o 

mmmSQ :N- (l. 3-^:^:^V-2. 3--:;bh*P-lH-5->f V-O 

-N' - (2, 3, 6- h u^PP^>$^;v) »uy 

2, 3, 6- h U^DD7x— ;H^g? (1 1 8mg, 0. 49mmol)®h 
J]/x:y^^iZTPibP'7:^=:')Vy:t:^y:tV)\/(16 2mgy 0. 59mmol, 
1. 2eq. ) i:hUx^;i/T^> (60mg, 0. 59mmol, 1. 2e 
q. ) ^tJO^s 1 1 0«Clc:T6 0^jjl#bfeo 

Je®^N 4-T^y7^;u-f ^ K (8 Omg, 0. 4 9mmol, 1. Oe 
q. ) fDMFfpm^mX^ 1 1 ORCKIT 2 I^H#tt#bfeo 

tlTiJfe^bfeo i^^CD^SflS^i^ (5 7mg> 2 9. 1%) mtzo 

MS m/z :3 97, 399. »H-NMR (5:4.6 3-4.6 6 (2 

H, m) , 6. 87 (IH, t, J = 5. 24Hz) , 7. 55 (1 H, d, J 

= 8. 54Hz), 7. 57 (IH, dd, J=l. 95, 8. 05Hz), 7. 

67 (2H, d, J = 8. 54Hz), 8. 00 (IH, d, J = l. 71H 

z) , 9. 14 (IH, s) , 11. 09 (IH, s) o 

g||[SgiJ9 0:N- (2» 6--:^7;i/:tP^>-:^;i/) -N' - (1. 3-t^:t^V 

-2. 3-t^b KP-lH-5-^ VW'VKU;!/) ^UT 

2, 6-S^7;V:tP7inji/|^^ (1 0 Img, 0. 4 9 mm o 1) © h 
>mWi^Ti^i\jpy t:^ytVJV il 6 2mg, O. 5 9mmol, 1. 

2eq. ) i: h "Jaif-;!/^^ > (60mg, 0. 59mmol, 1. 2eq. ) 
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JecD^x 4-T$>'7^;W^ K(80mg, 0. 49mmol, 1. Oe 

q. ) tBUF^pmrnn^. iio'c\,zx2mm^mnLtco 

©^<b:^ (10mg^ 6. 1%) tntco 

MS m/z :331. 'H-NMR <5:4. 64 (2H, d, J = 4. 6 
4Hz), 6. 88 (IH, t, J = 5. 73Hz), 7. 11 (2H, t, J 
= 8. 05Hz), 7. 56 (IH, dd, J=l. 83, 8. 29Hz), 7. 
66 (IH, d, J = 8. 29Hz), 7. 98 (IH, d, J = l. 71H 
z), 9. 15 (IH, s), 11. 08 (IH, s)o 
^fife^J9 1:N-(l, 3--:^:t^V-2, 3 --:^b HP- 1 H- 5 > 

-N* - C2-7;v:tP-6- ( h U7Ji/:^P^5^;i/) 
2-7;i/;tP-6- h U7;i/:tP^^;i/:7x-;i/S^^ (1 0 4mg, 0. 4 9 
mmol) <DhJ)/3:.>^WL^TP^t^y3^=.)iy*:^y*V)l' (16 3mg, 0. 
5 9mmol, 1. 2eq. ) (60mg, 0. 59mmo 

1, 1. 2eq. ) ^m^s iiovinxeo^mniytzo 

^<D^s 4-T^y 7i$';v-f ^ K (8 Omg, 0. 49mmol, 1. Oe 
q. ) 2iDMF^i>S<fe^^;t^ 1 1 0°Ct3T2^^^ti#Ufeo 

l3Ti5fe#Ufeo #f>tifeJ^^*^PP5^;i'A-^^'y-;i/?g?«lc:Tt5fe#^s 
©^S-fb^ (18mgs 9. 6%) ^nito 

MS m/z : 3 8 1. 'H-NMR <y:4. 53(2H, s),6. 74 
(IH, t, J = 5. 49Hz) , 7. 55 (IH, dd, J=l. 71, 8. 
29Hz), 7. 60-7. 64 (3H, m), 7. 67 (IH, d, J = 8. 
29Hz), 8. 00 (IH, d, J=l. 71Hz), 9. 11 (IH, s), 
1 1. 09 (IH, s) o 

mmm^2 : n-^>s^;i/-n' - (4-fc!';s^;i/) '^vt 

A-T%>^\^^)Vy (50mg, 0. 53minol) tc: h;i'a:> Imls DM 
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63mmol, 1. Oeq. )*iD^^ 1 1 0°C{;:T 1 2 O^ii!t#l/feo 

K:TiiS1^^ (18mg, 15. 0%) *#feo 

MS m/z :2 2 7. *H-NMR d : 4. 3 1 ( 2 H, d, J = 5 . 8 
5Hz), 6. 85 (IH, t, J=5. 85Hz), 7. 24 (IH, tt, 
J=l. 71, 6. 83Hz), 7. 28-7. 36 (4H, m), 7. 37 
(2H, dd, J = l. 5 6, 4. 7 6Hz) . 8. 28 (2H, d, J = 6. 
1 OHz) , 9. 0 1 (IH, s) o 

2-r:hP7x-;H^^ (9 6mg, 0. 5 3 mmo 1 ) ® h;i/x>^^lS{z:T 
3L-)]/y:t:7.yytV)l (17 5mg, 0. 6 4mmol, 1. 2e 
q. ) thV:c.^)]^y^> (6 5ing, 0. 6 4mmpl, 1. 2eq. )^JD 
^^ 1 1 O-CfcTB O^ie#bfeo 

Je©^> 4-T^y t:«;s^> (5 Omg, O. 53mmol, 1. Oeq. ) 
hDMF{i>mmw^. 1 1 0-C{3T2^^^m#bfeo 

-;i/3 \izxmm^. i^m(Dmmit-^^ (25mg, 17. 4%) ^n^^ 

MS m/z :2 7 2, 2 7 3. »H-NMR <5 : 4 . 5 8 ( 2 H, d, 
J=6. lOHz), 6. 96 (IH, t, J = 6. lOHz), 7. 35 (2 
H, dd, J = l. 5 9, 4. 7 6Hz) , 7. 5.5 (IH, dt, J = l. 4 

6, 7. 80Hz), 7. 61 (IH, dd, J = l. 10, 7. 68Hz), 

7. 75 (IH, dt, J=l. 4 6, 7. 5 6Hz) , 8. 05 (IH, dd, 
J = l. 46, 8. 17Hz), 8. 29 (2H, d, J = 6. 34Hz), 9. 
20 (IH, s) o 
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il}!BgiJ9 4:N- ( 2 -^PP^^j^;!/) -N* - ( 4 - U ^VT 
2-^DP7x:n;i/S^K (9 Img, 0. 5 3mmo 1) CD h;i/x>^i!g{;:T 

$^'fb^:^7ir:;i/7;r:^7;i-U;i/ ( 1 7 5mg, 0. 64mmol, 1. 2e 

q. ) h Ux^;!/^^ > (65mg, 0. 64ininol, 1. 2eq. ) 4in 

its llO-Cl^TeO^jK^bfeo 
-^O^s (50mg, 0. 53mmol, 1. Oeq. ) 

J:DMFij>»;feiip^^ 1 1 0'C{c:-c2i^^^m#bfeo 

#^nfeaat^*^Ai^PVh^57^- [i^UA-y^K i^PP3j^;i/A-^^>' 

tlTi^M^s J^^O^fli-^ (5 3mg. 3 8. 1%) *^feo 
MS m/z :2 6 2. 'H-NMR : 4. 3 8 (2H, d, J = 6. 
lOHz), 6. 90 (IH, t, J = 5. 85Hz), 7. 28-7. 41 
(4H, m) , 7. 37 (2H, dd, J=l. 4 6, 4. 8 8Hz) , 7. 4 
5 (IH, dd, J = l. 4 6, 7. 68Hz) , 8. 29 (2H, dd, J = 
1. 4 6, 4. 8 8Hz) , 9. 1 3 (IH, s) o 

jim^JQ 5 : N- (2, ^-Vy)\yicu^yV)\^^ -N' - ( lH-5->f >^ 

2, 6-i^7;i/:rD7i— (1 2 9mg, 0. 7 5 mmo 1) © 
>^g^S^:7'i?'^bi^73ir:;l/7;i-;^7;^- (2 4 8mg, 0. 9 0mmol, 1. 
2eq. ) i:hUx^;i/r^> (9 Img, 0. 9 0inmol, 1. 2eq. ) 
^JPts 1 1 0'Ct3T6 O^J»*$bfeo 

^®^s 5-7^y>f (1 0 Omg, 0. 7 5mmol, 1. Oe 

q. ) i:DMF'J>M»^s 1 1 0''CfcT2ra^m#bfeo 

t::Ti5fe#b;fe:o 3fgS®^M^b^ (14mgs 6. 2%) -mtzc 
MS m/z :3 0 2. 'H-NMR : 4 . 3 9 (2 H, d, J = 5 . 8 
5Hz), 6. 51 (IH, t, J = 5. 73Hz), 7. 10 (2H, t, J 
= 8. 17Hz), 7. 21 (IH, dd, J = l. 95, 8. 78Hz), 7. 
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35-7. 44 (2H, m), 7. 83 (IH, d, J = l. 22Hz), 7. 
92 8 IH, d, J = 0. 98Hz),8.36(lH, s),12. 83 

(IH, s) o 

2-7;p;^D-6-hy7;i/:tP7x-;H^K (1 5 8mg, 0. 7 5mmo 
1) <Dh;i/x>J§^g{3T$>^S^73:r:;i/7;t;^7;ry;i/ (2 4 8mg, 0. 9 0 
mmol, 1. 2eq. ) J: h U a^^-'l'T^ > (9 Img, 0. 9 0minol, 
1. 2eq. ) ^mfi^ 11 O-Ct-ceOiS-ii^tfeo 

*<D^s 5-T$ -^'T >^V^— ( 1 0 Omg, 0. 7 5 mmol, 1. Oe 
q. ) h'DUY'Pm.^m^. 11 0'C(CT2I^K*it#bfeo 

KxmWXyko i^^C^^^tl (1 2mg^ 4.5%) ^fifeo 
MS m/z :3 5 2. »H-NMR 6:A. 52 (2H, d, J = 5. 1 
2Hz), 6. 36 (IH, t, J = 5. 37Hz), 7. 21 (IH, dd, 
J = l. 83, 8. 78Hz), 7. 40 (IH, d, J = 8. 78Hz), 7. 
59-7. 64 (3H, m) , 7. 84 (IH, d, J=l. 22Hz) . 8. 
3 5 (IH, s) , 1 2. 84 (IH, s) o 

mm^l '.n- (2. 3, 4. 5. 6-^>j^7;V;^P^>S^;i/) -N* - 

( 4 - 1:^ u 

2, 3, 4, 5, 6-^>^7;i':t0 7 3i-;H^^ (1 0 Omg, 0. 44m 
mo 1) oh;vx>^^sn:7'S^<by7x-;i/7:j-;^7*U;i/ ( 1 4 6mg, 0. 
53mmol, 1. 2eq. ) J:h';x^;pr^> (54mg, 0. 53mmo 
1, 1. 2eq. ) ^iin^s 1 1 CCtTaO^ji^bfeo 

^CD^s 4-T^y'lf (42mg, 0. 44mmol, 1. Oeq. ) 
t'DUY'Plt^m^. 1 10'CK:T2i^H^ii#bfeo 
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-;^] tlTMili^s mmmmit^m (52mg, 36. 9%) mtzo 
MS m/z :317. 'H-NMR (5 : 4. 4 3 (2H, d, J = 4. 8 
8Hz), 7. 01 (IH, t, J = 5. 73Hz), 7. 34 (2H, dd, 
J=l. 46, 4. 88Hz), 8. 28 (2H, d, J = 6. 34Hz), 9. 
00 (IH, s) . 

KU;i/) -N* - (2, 3. 4. 5, 6-^>^7;i/:tP^>$^;i/) ^UT 
2, 3, 4, 5, 6-'^>^7;i/;tP7air:;H^m (1 5 8mg, 0. 75m 

mol) ©h;p3i>^ifJSlC7i^'fb^7x-;V7;r:^7:j-U;i/ (2 4 8mg, 0. 

90mmol, 1. 2eq. ) i:b Ux^;V7'^> (9 Img, 0. 9 Ommo 

1, 1. 2eq. ) ?i&in^x 1 1 0'C{3T6 Oi^-jt^bfeo 
^©^s 4-7'$>'7^;W^ K (59mg, 0. 75mmol, 1. Oe 

q. ) tBUF{i>mm\i^. iio'Cizx2mm^imiytzo 
izxmwi^tzo mm<D^m<t^^ (i2ings r. o%) ^m^o 

MS m/z :3 8 5. ^H-NMR 6:4. 45 (2H, d, J = 5. 1 
2Hz), 7. 07 (IH, t, J = 5. 98Hz), 7. 58 (IH, dd, 
J=l. 71, 8. 05Hz), 7. 66 (IH, d, J = 8. 05Hz), 7. 
97 (IH, d, J = l. 95Hz), 9. 30 (IH, s), 11. 09 (1 

H, s) 0 

fliiS^9 9 ; N- (1. 3-$?:j-»V-2. 3 -S^b KP- 1 H- 5 ->f > 
HU;V) -N* - (2, 4. 6--hU7;i/:;^P^>S>;i/) 

2, 4, 6- h ^)yMX3y3i=.)iWM ( 1 1 4mg, 0. 6 Ommo 1) CD 
h;i/3:>i§^^{CTi^'ftii^7:c-;i/7;j-;^7;tU;i/ (1 9 8mg, 0. 72mmo 

I, 1. 2eq. ) thO:^^)VT^> (73mg, 0. 72mmol, 1. 2 
eq. ) ^m^s 1 10-CK:T6 0^9'Jt1i$bfeo 

4-T^y7^;i/-f ^ (9 7mg, 0. 60mmol, 1. Oe 

q. ) tuMF'pmmnx. iiovi,zx2mm^^mnLrco 
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izxm^Vtzo JiSO^S^b^ (9 7mg> 4 6. 4%) ^ntzo 
MS m/z :349. 'H-NMR (5:4. 36 (2H, d, J = 4. 6 
4Hz), 6. 91 (IH, t, J = 5. 73Hz), 7. 19 (2H, t, J 
= 8. 66Hz), 7. 57 (IH, dd, J = l. 71, 8. 05Hz), 7. 
66 (IH, d, J = 8. 29Hz), 7. 98 (IH, d, J = l. 71H 
z) , 9. 1 7 (IH, s) , 11. 0 8 (IH, s) o 

mmmi o o : n- (2, 4-s^^pp^>-:^;i/) -n' - (ih-5--y>^ 

2, 4-i?^nD7x-;i/i^^ (1 5 4nig, 0. 7 Srnmo 1) © 
^^{ZT*^iti^yx.=i))/y^7.y:i■VJ^^ i248mg, 0. 90mmol, 1. 
2eq. ) thV:i^^)VT^> (9 1mg, 0. 9 0mmol, 1. 2eq. ) 
SJP^s 1 1 O'CtIT 6 O^Jt*^ Ufco 

^CD^s 5-T^>'-r>^5^\/— ;V (1 0 Omg, 0. 7 5ininol, l.Oe 

izxm¥^htzo i^mcDmmit^m (i 2ings 4. 8%) ^ntco 

MS m/z :3 34, 33 6. \H-NMR <5 : 4 . 3 5 (2 H, d, J 
= 5. 86Hz), 6. 64 (IH, t, J = 5, 86Hz), 7. 26 (IH, 
dd, J = l. 71, 8. 90Hz), 7. 39-7. 47 (3H, m), 7. 
61 (IH, d, J = l. 71Hz), 7. 85 (IH, s), 7. 93 (IH, 
s) , 8. 6 3 (IH, s) , 12. 8 5 (IH, s) o 

mmmi o i ;n- (iE-5--f>sr^J^)}v) -n* - (2. 3. 6-'hUt» - 

2, 3, 6- h 'JiJ'PP^x-;!/!^^ (1 8 Omg, 0. 75mmol)©h 
;Vx>^^ffifc:Ti?'f(j-:?7x-;i/7:«-;^7:tU;i' (2 4 8mg, 0. 90mmol, 
1. 2eci, ) th Ux^;i/7^> (9 Img, 0. 9 Ommo 1, 1. 2e 

q. ) ^mXs iiO'c\zx6o^mnvito 

^(D^s 5-T^>^^ y^^'J-JV (10 Omg, 0. 7 5mmol, 1. Oe 

q. ) fDMFfpAtm^^ 1 1 ovifix2mm^mnvtzo 
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l^xm^hito J^^®^0{tj^% (1 Omffs 3.6%) ^mco 
MS m/z : 3 6 8, 3 7 0. 'H-NMR (5 : 4 . 6 2 ( 2 H, d, J 
= 5. 37Hz) , 6. 51 (IH, t, J = 5. 49Hz), 7. 21 (IH, 
d, J = 8. 78Hz), 7. 40 (IH, d, J = 9. 03Hz), 7. 55 
(IH, d, J = 8. 78Hz), 7. 66 (IH, d, J = 8. 78Hz), 
7. 85 (IH, s), 7. 93 (IH, s), 8. 38 (IH, s), 12. 
8 4 ( 1 H, s) „ 

mmmX O 2 : N- (2-^PD-6-7;i/:tP^>S^;i/) -N' - (lH-5 

2--^DP- 6 -7;i/:tD7ir:;H^^ ( 1 4 2mg, 0. 75mmol)0 
Y)\/x.>mmi^Ti^itt^y3i=i)V7:t7.y^*))]/ (2 4 8mg, 0. 90mmo 
1, 1. 2 e q. ) a: h Ux^;i/T^> (9 Img, 0. 9 Ommo 1, 1. 2 
eq. ) <&Jfl^s 11 0"C(3T6 O^jt^bfeo 

^ecD^s 5-T^^-r>^V^-;i/ (1 0 Omg, O. 75inmol, 1. Oe 

q. ) fDUF{i>M^m^s iioviizx2mm^imvtco 

fciTiJfertbfeo ig^©^@^b^tl (1 2mg. 5.0%) ^ntco 
MS m/z :317, 319. 'H-NMR d : 4 . 4 7 ( 2 H, d, J 
= 5. 61Hz) , 6. 48 (IH, t, J = 5. 61Hz), 7. 18-7. 
28 (2H, m), 7. 34-7. 4 3 (3H, m), 7. 84 (IH, s), 
7. 9 2 (IH, s) , 8. 3 9 (IH. s) , 12. 8 4 (IH, s) o 

mmmi 03 ; n- (ih-s— -n' - (2, 4. 6-hU7 

2, 4, 6 - h U7;i/:tD7x-;i/i^i^ ( 1 4 3mg, 0. 7 5inmo 1) CD 
h;i/x>^$gfc:ri^<bi?7xr:;i/7;i-:^7:*-y;i/ (2 4 8mg, 0. 90mmo 
1, 1 . 2 eq. ) th Ux^;i/T^ > (9 Img, 0. 9 Ommo 1, 1. 2 
eq. ) ^JPits 11" 0'CtCT6 O^it#b;feo 

•?©^s 5-r^y-f >yv^-;V (1 OOmg, O. 75mmol, 1. Oe 
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ifi-C^^bfto ^^(Dmm^h^ (2 3mg^ 9. 6%) *l§feo 
MS m/z :3 2 0. 'H-NMR 6 : 4. 3 4 ( 2 H, d, J = 5 . 6 
IHz), 6. 53 (IH, t, J = 5. 86Hz), 7. 18 (2H, t, J 
= 8. 78Hz),7.21(lH, dd, J=1.95,8.78Hz),7. 
39 (IH, d, J = 9. 03Hz) , 7. 82 (IH, d, J = 0. 98H 
z) , 7. 92 (IH, s) , 8. 36 (IH, s) , 8. 36 (1 H, s) , 
12. 8 3 (IH, s) o 

^1I^J104:N- (2-^PP^>$;;i/) -N' ~ ( IE- 5 -4 y^T^J V 

2-^^PD7xr:;i/f^gj (1 2 8mg, 0. 7 5mmo 1) CD h;i/x>^fc 
T$^'fbi;7x-;i/7*:^7*U;i/ (2 4 8mg, 0. 9 0mmol, 1. 2e 
q. ) tVO:c^)VT^> (9 Img, 0. 9 0mmol, 1. 2eq. ) ma 
X. 1 1 O-CiCTB O^m#bfeo 

^(O^s S-T'^y-f (1 0 Omg, 0. 75mmol, 1. Ge 

q. ) ti>MF{i>m^m^s 1 lovizxsmmnmi^fto 
izrm^fHy^c mB<Dmm^t'^m (i 9mg> s. 4%) ^mtco 

MS m/z :3 0 0. 'H-NMR d : 4 . 3 8 ( 2 H, d, J = 5 . 6 
IHz), 6. 60 (IH, t, J = 5. 98Hz), 7. 25-7. 37 (3 
H, m) , 7. 3 9-7. 44 (2H, m) , 7. 45 (IH, dd, J=l. 
4 6, 7. 8 IHz) , 7. 8 5 (IH, s) , 7. 9 3 (IH, s) , 8. 5 
9 (IH, s) , 12. 84 (IH, s) o 

mmmios : N-->^p^^->;i/p<^;i/-N' - (iH-5->r>^\;u;i/) 

i/^ti^^i/jmWt ilOlmg, 0. 7 5mmo 1) (Dh;i/x>^§f^S{c:7j; 
'fbS>7a:-;i/7;r;^7;i-»;;i' (2 4 8mg, 0. 90mmol, 1. 2eq. ) 
h (9 Img, 0, 9 Ommo 1, 1. 2eq. ) ^Jn^s 1 
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*®^^ ( 1 0 Omg, 0. 7 5mmol, 1. Oe 

icLxm^i^fto mm<Dmmitm (i 5mg. 7. 4%) *^ifeo 

MS m/z :2 7 2. *H-NMR d : 0 . 9 1 ( 2 H, q, J = 1 1 . 
22Hz), 1. 10-1. 26 (2H, m), 1. 32-1. 44 (IH, 
m), 1. 59-1. 74 (6H, m), 2. 95 (2H, t, J = 5. 86H 
z), 6. 07 (IH, t, J = 5. 73H2), 7. 23 (IH, d, J ^9. 
03Hz), 7. 39 (IH, d, J = 8. 78Hz), 7. 83 (IH, s), 
7. 92 (IH, s), 8. 28 (IH, s), 12. 82 (IH. s)o 

rnmmi oe : n- (2. 6-$?^pp^>-:^;p) -n' - (iH-5--f >y 

2, Q-i^^X2X3y il 2 3mg, 0. 6 Ommo 1) ® b;i/3:> 

^^(j:rs^'fby7x~;i/7*X7;tU;i/ ( 1 9 8mg, 0. 7 2mmo l, 1. 
2eq. ) th V^f-J\y'r^> (73mg, 0. 72mmol, 1. 2eq. ) 

^m^s 1 lo-cfc-ceo^aw^bfeo 

^©^x 5-T^y-f ;i/ (8 Omg, 0. eOmmol, 1. Oe 

q. ) tuMFf^m^mt. iiovizx2mm^mnLrco 

ic-CtJfci^bfeo U^<0^mib^ (7mgs 3. 5%) *^feo 
MS m/z :3 34, 3 3 6. ^H-NMR (5 : 4. 5 8 ( 2 H, d, J 
= 4. 88Hz), 6. 40 (IH, t, J = 5. 24Hz), 7. 21 (IH, 
dd, J=l. 83, 8. 90Hz), 7. 34-7. 42 (2H, m), 7. 
5 1 (2H, d, J = 8. 0 5Hz) , 7. 8 5 ( 1 H, s) , 7. 9 3 (IH, 
s), 8. 38 (IH, s), 12. 84 (IH, s)o 

mmmi o 7 : n- (ih-5-> -n' - (i-j-7»;i/pt^ 

l-:^7^;Wfif^ (140mg, 0. 7 5mmo 1) <D h)V:3^>mkiZTi^i\j 
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i;7x-;i/7;j-;^7;t U>»1/ (2 4 8mg, 0. 9 Ommo 1, 1. 2eq.. ) t 
hUx^;i/r$> (9 Img, 0. 9 Ommo 1, 1. 2eq. ) ^MX^ 1 1 

^CD^s 5 -T$>'-f (1 0 Omg, 0. 7 5mmol, 1. Oe 

q. ) i:DMFi!>s^initx 1 lovifixsmmmmytco 
fc;Ti5fe#bfeo mm<omm^^m (2 0mgs a. 4%) ^m^o 

MS m/z :316. »H-NMR 6:4. 7S (2H, d, J = 5. 6 
IHz), 5. 78 (IH, t, J = 5. 61Hz), 7. 26 (IH, dd, 
J = l. 95, 8. 78Hz) , 7. 41 (IH, d, J = 8. 7 8Hz), 7. 
4 7-7. 6 2 (4H, m) , 7. 84-7. 88 (2H, m) , 7. 93-7. 
9 8(2H, m), 8. 16 (IH, d, J = 8. 29Hz), 8. 45 (IH, 
s) , 1 2. 8 5 (IH, s) o 

mmmiOS :N- (t^Ui^;t/) -N* - (2. 3. 6-hU7;i/;tP^>S^ 

2, 3, 6- hU7;b;tD7x-;i/|^^ (1 0 Omg, 0. 5 3mmol)0 
h;i/3i>^tCTi^fliS^7xr:;i/7;j-:J^7:r y;V (1 7 3mg, 0. 63mmo 
1, 1. 2eq. ) i:hUx^;i/T5> (64mg, 0. 63mmol, 1. 2 
eq. ) *ip;ts 1 1 0°C{;:t6 O:0>ti#bfeo 

•^CD^> 4-7^^ t:U$^>' (SOmg, 0. 5 3mmol, 1. Oeq. ) 

iiDMFii>«*ipjts 1 1 o'ci::xsmmmnvtco 

l|f>n;fe^ai^*-7A^D x-hi/'^^'f- C>>U*y;K ^DD7^;i/A- p{iJ7^ 

Jg^cD^Yb^ (62mg, 42. 2%) ^|§:feo 
MS m/z :281. 'H-NMR d : 4 . 4 1 ( 2 H, d, J = 5 . 6 
IHz), 6. 94 (IH, t, J = 5. 86Hz)., 7. 10-7. 17 (1 
H, m) , 7. 34 (2H, dd, J = l. 59, 4. 76Hz), 7. 42- 
7. 47 (IH, m) , 8. 28 (2H, dd, J=l. 4 6, 4. 8 8Hz) , 
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8.94 (IH, s) o 

mmmi0 9 : N- (l, 3-t^:t^V'-2, 3->:;bKP-lH-5->fV^ 

-N' - (2, 3. 6- h U7;i/:tP^>^;v) '^i^y 

2, 3, 6 - h U :7;V;2l-D7xr:;H^i^ ( 1 0 Omg, 0. 5 3mmol)0 
h;vx>^^ft(;:Tt^'fb^:^7x-;i/7;r:^7:t (1 7 3ing, O. 63mmo 
1, 1. 2eq. ) i:hUx^;i/T^> (64mg, 0. 63minol, 1. 2 
eq. ) m\i^s 1 1 O-ClCTeO^JK^bfeo 

•5eo^^ 4-7^^ y 7^;i/>r ^h* (85mg, 0. 5 3mmo 1, 1. 0 e 

q. ) tDUF'pmmu^. 1 1 o'Cizxsmmmniytco 
Kxmmx^^o mmcommt-^m (i oomgs 54. 6%) ^n-to 

MS m/z :349. *H-NMR d : 4 . 4 3 ( 2 H, d, J = 5 . 3 
7Hz), 6. 98 (IH, t, J = 5. 86Hz), 7. 11-7. 18 (1 

H, m) , 7. 4 0-7. 5 0 (IH, m) , 7. 58 (IH, dd, J = l. 
83, 8. 05Hz) , 7. 66 (IH, d, J = 8. 05Hz) , 7. 98 
(IH, d. J = l. 46Hz), 9. 21 (IH, s), 11. 08 (IH, 

S) e 

mmmi i o ; n- (ih-5— Y>^yu;i/) -n' - (2, 3. 6-hU7 

2, 3, 6- h y 7;i/:tD7 3i-;i/|^^ ( 1 0 Omg, 0. 5 3mniol)cD 
h;i/x>j§?^t:TS^'fbi^7x-;i/7;i-;^7*»;;i/ (1 7 3mg, 0. 63mino 

I, 1. 2eq. ) fchUx^;i/r^> (64mg, 0. 63mmol, 1. 2 
eq. ) mut. 110V\zX6 0^m^V^o 

^(D^s 5-T^y^>^\/-;i/ (7 Omg, 0. 53mmol, 1. Oe 

q. ) tj)UF{}>m^m^s iiovi;ix3mmm^Lrzo 

fc-Ct5fc#bfco mm (1 5mgs 8.9%) JfeHfeo 

MS m/z :3 2 0. »H-NMR d : 4 . 4 1 ( 2 H, d, J = 5 . 6 
IHz), 6. 62 (IH, t, J = 5. 86Hz), 7. 10-7. 17 (1 
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H, m) , 7. 21 (IH, dd, J = l. 8 3, 8. 7 8Hz) , 7. 40 
(IH, d, J = 8, 78Hz), 7. 40-7. 48 (IH, m), 7. 82 
(IH, d, J = l. 71Hz), 7. 92 (IH, s), 8. 41 (IH, 

s) , 12. 8 5 (IH, s) o 

mmmi 1 1 : n- (3-=.hu^>^:^}]/) -n' - (4-tfu$^;i/) ^ur 

3--hP7x-;i/ifgg (1 OOmg, 0. 5 5mmo 1) ® h;i/x>?§?Kfc: 
7'e^'fcS^7xr:;i/7;j-:^7;i-y;i/ ( 1 8 2iiig, 0. 6 6mmol, 1. 2e 
q. ) i: h ij (6 7mg, 0. 6 6mmol, 1. 2eq. ) ^JP 

X. 1 1 ovizxe o^mnvtao 

^cD^s 4-T^>'t:US^> (52mg, 0. 55inmol, 1. Oeq. ) 
tBUF{i>m^M^^ 11 0"CtCT3I^Kti1*bfeo 

i^gcD^^b-^i^ (25mg, 16. 7%) ^#feo 
MS m/z :2 7 3. 'H-NMR 5:4. 41 (2H, d, J = 6. 1 
OHz) , 7. 07 (IH, t, J = 5. 98Hz) , 7. 38 (2H, dd, 
J = l. 59, 4. 76Hz), 7. 64 (IH, t,J = 7. 81Hz), 7. 
78 (IH, d, J = 7. 81Hz), 8. 12 (IH, dd, J=l. 46, 
8. 05Hz), 8. 17 (IH, s), 8. 29 (2H, dd, J = l. 46, 
4. 88Hz) ,9.19 (IH, s) o 

mmeii 1 2 ; n- (3-y$y^>$?;i/) -n* - (i, 3-$;:t=¥v-2, 

3-S>b KP- lH-5-^ V^>KU;i/) ^VT 

3-- hP7x-;H^^ ( 1 0 Omg, 0. 5 5mmo 1) © h;i/x>^^gic 
Ti^-fhi^^x— (1 8 2mg, 0. 6 6mmol, 1. 2e 
q. ) i:hUx^;VT^> (6 7mg, 0. 6 6mmol, 1. 2eq. ) 

1 1 ovuzxeo^imhtco 

4-T^>'7^$';V'f ^ H (89mg, 0. 55mmol, 1. Oe 
q. ) tIiUF{}>mm\i^s 1 lO'CtilTSNf^m^l/feo 
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<D4-TK>^y^J\y^ ^ h*3J>Jil>b^g^-pTV>feo - h Dfls: (4 5mg^ 2 4. 1 

%) *^^fCo 

n^titz='Ytii^ imUtom^^s 4 0mg, O. 12mmol) ^::DMF 

n^mommit^ (lemg, 44. 4%) ^^^o 

MS m/z : 3 1 0. 'H-NMR <y:4. 17 (2H, d, J = 5. 3 
7Hz) , 5. 03 (2H, s) , 6. 38 (IH, s) , 6. 44 (2H, d, 
J = 7. 81Hz) , 6. 51 (IH, s) , 6. 79 (IH, dd, J = l. 
95, 8. 05Hz), 6. 96 (IH, t, J = 7. 68Hz), 7. 60 
(IH, dd, J = l. 71, 8. 29Hz), 7. 67 (IH, d, J = 8. 
29Hz), 7. 74 (IH, s), 8. 03 (IH, d, J = l. 95Hz), 
11. 0 8 (IH, s) o 

mmmi l 3 : N- (4-b Kp^->-3-^ \^^i/^>t?JV) -N' ~ (IH 
~5-^>yv^U;i/) OUT 

4-^>i;;i/:t^>>-3-p< h^^7xx;H^^ (2 0 Omg, 0. 7 3mm 
o 1) (Z)h;i/x>^^a[lCTy<bS^7xx;i/7*X7;j-U;P (2 4 2mg, 0. 8 
8mmol, 1. 2eq. ) 2ihUx^;i/T^> (89mg, 0. SSmmol, 
1. 2eq. ) 1 lOViZXQO^mnhtzo 

*0^s 5-y^yf^>'^'J—)\y{9 8mg, 0. 73mmol, 1. Oe 

q. ) tDMFfi>m.mwXs iiovizx3mmmn\^tco 

^xm^htco (2 6mgs 8. 8%) *f#feo 
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mmom^ih^!^ (sms, 53. 3%) ^ntco 

MS m/z :312. 'H-NMR (5 : 3. 7 5 (3H, s) , 5. 6 9 
(2H, d, J = 5. 61Hz), 6. 39 (IH, t, J = 5. 61Hz), 

6. 72 (2H, s), 6. 89 (IH, s), 7. 25 (IH, dd, J = l. 

83, 8. 78Hz), 7. 40 (IH, d, J = 8. 78Hz), 7. 85 
(IH, s) , 7. 93 (IH, s) 8. 40 (IH, s) , 8. 82 (IH, 

s) , 1 2. 8 4 (IH, s) o 

mmmi 14 :n- ri- (3. 4-t^^uu^>t^)v) -4-tr^u$?;i/] - 

4-\f^\) K> . l7jClPtl-iim:^ (7 7mg, 0. 5 Ommo 1) i:3, 4 
_5;^np^>i?;i/.^P U H (9 8mg, 0. 5 Ommo 1, 1. Oeq.)© 
r-b h~hU;i/^§^StiKiK3!3U»>A (1 3 8mg, 1. Ommol, 2. Oe 

q. ) ^M^s Mu^x 1 snmmnhfto 

m^ntc:t-()V(D:^^ ^-jmWii^s b-TX^^yir^J-)\^ (5 3mg, 0. 
4 Ommol, 0. 8eq. ) *JP;1. Wm (-?«) ^iP^^MfcT 5^^m# 
bfeo ^I^T> jJ^^^true^yn^ri/^y^'X (5 6mg, 0. 6 Ommol, 
1. 2eq. ) ^JPit^ ^MtdT 1 8l^^li#bfeo 

3i^;bA«{*s y^my^ma-kmi^^xm^y^s mm±v^)tJ2^^x^'m. mm.^ 
3j^;vA - t3T^&S!^1g^ mmhm (i o omgs 5 3 . 2%) -^n 

MS m/z :3 7 5. 'H-NMR <5 : 1 . 3 4 - 1 , 4 5 ( 2 H, m) , 
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1. 9 4-(2H, d, J = ll. 47Hz) , 2.12 (2H, t, J=10. 
86Hz), 2. 77 (2H, d, J = ll. 47Hz) , 3. 12-3. 30 
(IH, m) , 3. 49 (2H, s) , 5. 10 (IH, d, J = 7. 56H 
z), 6. 67 (IH, s), 6. 81 (IH, dd, J = 2. 07, 8. 90 
Hz), 7. 25 (IH, d, J = 8. 78Hz) , 7. 31 (IH, dd, J 
= 1. 83, 8. 17Hz), 7. 55 (IH, d, J=l. 95Hz), 7. 
58 (IH, d, J = 8. 05Hz), 7. 73 (IH, s), 12. 55 (1 

H, s) o 

mmi 15 :N- ri- (S, 4-P^^)1^>PJ]/) -4-\^^VP)]/1 - 

4_l>^i; . ly^m^-^M (7 7mg, 0. 5 Ommo 1) fc3, 4 
-S^;j<^;i/^>i^;i/^DU K (9 7mg, 0. 5 Ommo 1, 1. Oeq. )<D 
T-feb~hi;;i/^MC^^*U'>A (13 8mg, 1. Ommol, 2. Oe 

q. ) ^m^s MiJiTi immmnbtzo 

#e>life:t'f;pa>pt^>^~;i/^?$t:v 5-75y>r>^vr-;p (5 3mg, o. 

40mmoi, 0. 8eq. ) ^jix. mm (-«!) ^m^Mu^x5^mmn 

bfeo *^Tx '!f^^>\^^)P>::iyyiyy^:^ (5 6mg, 0. 6 Ommol, 

I. 2eq. ) ^m^. mui^xmmmwhtzc 

5i^;vAji«s ^jSLXj^mmikm.^xm^h> mmi-vv^j^Kxnm^s mm^ 

izxm^. ^m^b^tl (4 5mgs 2 6. 9%) ^#feo 
MS m/z : 3 3 5. 'H-NMR (J:!. 32-1. 45 (2 H, m), 
1. 94 (2H, d, J=ll. 71Hz), 2. 19 (3H, s), 2. 13 
-2. 18 (2H, m) , 2. 21 (3H, s) , 2. 7 6-2. 8 7 (2H, 
m), 3. 15-3. 25 (IH, m), 3. 43 (2H, s), 5. 07-5. 
19 (IH, m), 6. 66 (IH, s), 6. 81 (IH, dd, J=l. 9 
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5, 8. 78Hz), 7. 01 (IH, d, J = 7. 07Hz), 7. 07 (1 

H, s), 7. 08 (IH, d, J = 7. 07), 7. 25 (IH, d, J = 8 
78Hz), 7. 73 (IH, s), 12. 55 (IH, s)o 

mmmi l 6 : N- (IH-S—f^y^/U;!/) -N- ri- (2-:h75^;M 

-4-br^uy;i/] 

4-t:^U l2K?pi^-il^« (7 7mg, 0. SOmmol) t2- 
(yn^^^;v) i-y^]/> (l l Omg, 0. SOmmol, 1. Oeq. ) 

(OT-th-h^JJV^mzj^BtiV^I^ (13 8mg, 1. Ommol, 2. Oe 

q. ) ^mt. mmzriimmmwi^tco 
^e>nfe:t'r;l/®p^^$'>'-;^^s^«^3^ 5-T$y-f >^v^-;i/ (5 3mg, o 

40mmol, 0. 8eq. ) ^MX. W^M i^m) ^^iP^^MtdT 5^^ti# 
bfeo ^^Ts if^=7y\f.^)Vy'nyy\/^))>?7. (5 6mg, O. eOmmol, 

I. 2eq. ) i&MfL. ^^JUt 1 5l^^ji#bfeo 

5l>;i/A-pt^>'-;u] tciTlWM^s ^m-fb^tl (9 8mgs 5 4. 9%) ?^|#feo 
MS m/z :3 5 7. *H-NMR d : 1 . 3 7 - 1 . 5 0 ( 2 H, m) 
1. 92-2. 01 (2H, m) , 2. 13-2. 22 (2H, m) , 2. 83 
-2. 95(2H, m) , 3. 18-3. 29 (IH, m), 3. 63-3. 7 
6 (2H, m), 5. 10-5. 15 (IH, m), 6. 67 (IH, s), 6. 
8 2 (IH, dd, J=l. 95, 8. 7 8Hz), 7. 25 (IH, d, J = 
8. 78Hz), 7. 46-7. 54 (3H, m), 7. 73 (IH, s), 7. 
81 (IH, s), 7. 86-7. 9 2 (3H, m), 12. 55 (IH, s)o 

mmwi ; N- CI - (3-7;i/3i-P^>-:^;i/) -4-t^^us?;i/i -n- 
(iH-5->f>^vy >;;!/) rxy 

4-t!^'J K> • l7jcjB]tl-ig^il (1 54mg, 1. Ommol) i;3-7 
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Mti^l/V)]/^vi^) Y (1 45mg, 1. Ommol, 1. Oeci.)<DT'\z 
h- hU;i/|g^gtCj^iijb';e7A (2 7 6ing, 2. Ommol, 2. Oeq. ) 

n^firc:t-f jv<D^^ y-)vmmi:i. s-r^y-r (loemg, 

0. 8 Ommol, 0. 8eq. ) mm (-«!) SiPit^MtT 5^^ 
it^L/fco 7j<?|fTs ^7>l^>;i^>rj>:ri/iyi^;^ (112mg, 1. 2 0mm 

01, 1. 2eq. ) ^m^s mmzxi 5m^mn\^rco 

:3^;VA-p<iJ^y'-;i/] {^TJiiif^s ^'fb^tJ (l 9 5mg^ 6 0. 0%) 

MS m/z :3 24. 'H-NMR 6 : 1 , 3 4 - 1 . 4 5 ( 2 H, m) , 
1. 94 (2H, d, J = ll. 22Hz), 2. 11 (2H, t, J = 10. 
73Hz), 2. 79 (2H, d, J = ll. 71Hz), 3. 15-3. 27 
(IH, m) , 3. 5 0 (2H, s) , 5. 10 (IH, d, J = 8. 0 5H 
z), 6. 66 (IH, s), 6. 81 (IH, dd, J=l. 95, 9. 03 
Hz), 7. 63 (IH, dt, J = 2. 68, 8. 78Hz), 7. 12 (1 
H, d, J = 8. 78Hz), 7. 15 (IH, d, J = 7. 56Hz) , 7. 
25 (IH, d, J = 8. 78Hz), 7. 36 (IH, q, J = 7. 34H 
z) , 7. 7 2 (IH, s) , 12. 5 5 (IH, s) o 
m&m\ 1 8 : N- (lH-5-^>^\;U;i/) -N- f 1- [4- (hU7;i/ 

:tPp<^;i^) ^yv)]/! -4-fcr^us?M 

4-br^UK>- Hmm-mLM. (154mg, 1. Ommol) hA-Y 
U7;i/:tPp<^;i'^>i>;V^?P U H (2 3 9mg, 1. Ommol, 1. Oe 
q. ) ©T-fe h-h U;i/^^t3i^^*y e/A (2 7 6mg, 2. Ommol, 2. 

Oeq. ) mwXs mM^ximmw^x^tzo 
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n^fltc:^-^ J-Jimm^^s 5-T^y^>i^'J--Jl (10 6mg, 

0. SOmmol, 0. 8eq. ) ^nX. WWt ^MXMUliZX 

mni^tco^^y^ Ji<5>t:ys^>3>ri/y^;^ (ii2mgi i. 20mm 

01, 1. 2eq. ) SJDits mtlTlSNr^SI^Ufeo 

3jx;i/A-p(^>'-;i/] Hiixmm^. ^®^-&#J (2 10mg. 6 2. 4%) 

MS m/z :374. *H-NMR d : 1 . 3 5 - 1 . 4 6 ( 2 H, m) , 
1. 95 (2H, d, J=10. 98Hz) , 2. 14 (2H, t, J=ll. 
22 Hz), 2. 79 (2H, d, J=ll. 22Hz), 3. 12-3. 24 
(IH, m) , 3. 58 (2H, s) , 5. 11 (IH, d, J = 8. 05H 
z), 6. 67 (IH, s), 6. 82 (IH, dd, J = 2. 0 7, 8. 78 
Hz), 7. 25 (IH, d, J = 8. 78Hz), 7. 54 (2H, d, J = 
8. 05Hz), 7. 69 (2H, d, J = 8. 05Hz), 7. 73 (IH, 
s) , 1 2. 5 5 (IH, s) o 

mmmi 1 9 ; N- (lE-5-^>^'JVJV) -N- CI- (3-pt h=^i^^ 
>i^JV) - 4 - ^ U V))/'] 

4-lf'^y K> • lylkm^'i^mM (l 5 4mg, 1. Ommo 1) 2:3-^ 
h=5f-S/^>$^;i/^Dy h* (1 5 7mg, 1. Ommol, 1. Oeq.)0T-fe 
Y =■ h V JVmW.^^m-^ V ^ A (2 7 6mg, 2. Ommol, 2. Oeq, ) 

^tinx. MUKxiimmm^i^tzo 

yi^:sLrfmm±m^\i:.xm^\^s mmi-vv^A\::x^mts mm^m&^^L^c 
m^tirz:^^))y(D;<^^-jvmmfCs ^~T%j^y^'J-)\^ (loemg, 

0. 80mmol, 0. 8eq. ) ^&iD^N iS^^ (-M) <§£iWJ^^mK:T 5^Ba 
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mnhtzo^^Ts 5}f5>t^'JS^>3>rbyt^;^ (112ing, 1. 2 0mm 
ol, 1. 2eq. ) ^taX. 1 5 I^HIii«Pbfeo 

KlTl^ia^s ^-fb-^i^ (1 6 7mgx 4 9. 6%) 

MS m/z :3 3 6. 'H-NMR d> : 1 . 3 8 - 1 . 4 8 ( 2 H, m) , 
1. 92-2. 00 (2H, m), 2. 20-2. 31 (2H, m), 2. 68 
-2. 90 (2H, m), 3. 20-3. 28 (IH, m), 3. 48-3. 7 
0 (2H, m) , 3. 7 5 (3H, s) , 5. 10-5. 17 (IH, m) , 6. 
67 (IH, s)', 6. 81 (IH, dd, J = l. 95, 9. 03Hz). 6. 
8 3-6. 93 (3H, m), 7. 22-7. 28 (2H, m), 7. 73 (1 
H, s) , 1 2. 5 6 (IH, s) o 

g|«6^12 0 :N- CI - (4-:x.^)V^>i>)V) - 4 - 1^^ U -N- 
(lH-5->f V^V^U;!/) T^y 

4-1^^^ • l^mm-Mmm (15 4mg» 1. 0mmol)i:4-x 
^)V^>>:^)V^oV \^ [2(ft^tt«:3 0%5fe'^$p] (15 5mg, 1. 0mm 
ol, 1. Oeq. ) ®T-feh-hU;i/^^Sfci^^*';'>A (2 7 6mg, 2. 
Ommol, 2. Oeq. ) ^MXs ^MtCT 1 7I^TOI* bfeo 

n^fitz:t^)V<D:^^^'-')VmWL\i:i'. ^ ^ >^^J-)V (10 6mg, 

0. 8 Ommol, 0. 8eq. ) ^ilDAs 1^^ i-m) mnX^UKX5^m 
mniytco^^T^ 7i<^>\fVP>::iyyu^i;^::^ (112mg, 1. 2 0mm 

01, 1. 2eq. ) *iP^^ ^^tCTl 5l^^it#bfeo 

>}^;i/Ajia:, ^Rv^ma^kmM^xmw^u mmi-vo^i^^xnmms mm^ 
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t^jvA - izxm^s mmit^m ( i o smgs 31. 4%) m 

ito 

MS m/z :3 34. *H-NMR <5 : 1 . 3 4 ( 3 H, t , J = 7 . 5 
6Hz), 1. 47-1. 59 (2H, m), 2. 09 (2H, d, J=ll. 
71Hz), 2. 19 (2H, t, J = 10. 49Hz), 2. 90 (2H, d, 
J=ll. 95Hz), 3. 28-3. 37 (IH, m), 3. 54 (2H, 
s), 6. 79 (IH, dd, J = 2. 20, 8. 29Hz), 6. 81 (IH, 
s), 7. 16 (2H, d, J = 8. 05Hz), 7. 25 (2H, d, J = 8. 
05Hz), 7. 29 (IH, d, J = 8. 78Hz), 7. 87 (IH, d, 
J = 0. 9 8Hz) o 

mmmi2 1 ;N~ Cl- (2~x^;v^>$?;i/) -4-lf^US^;i/] -N- 
(lH-5->f >WJ;i/) T^> 

mMmi 2 O0'fb^tl**^Ai57D X' h^^^7^- li/ViJ^JK ^DD5J^;l/ 

icxmm-r^mi^. mn^ux\y'c\ytc2iiLm&ii^ (5 2mg> 

1 5. 5%) ^mito 

MS m/z ;334. 'H~NMR d : 1 . 2 3 ( 3 H, t , J = 7 . 4 
4Hz), 1. 43-1. 55 (2H, m), 2. 07 (2H. d, J=ll. 
95Hz) , 2. 21 (2H, t, J = 10. 86Hz) , 2. 74 (2H, q, 
J = 7. 48Hz) , 2. 89 (2H, d, J = ll. 71Hz) , 3. 29- 
3. 39 (IH, m) , 3. 54 (2H, s) , 6. 78 (IH, dd, J = 2. 
07, 8. 66Hz), 6. 81 (IH, d, J = l. 71Hz), 7. 11- 
7. 25 (3H, m) , 7. 26 (IH, d, J = 7. 81Hz) , 7. 32 
(IH. d, J = 7. 32Hz),7. 88 (IH, d, J = 0. 98Hz)o 

m&mi 2 2 ; N- (iH-5--r >yv^';;k) -n- ri- i4-^vrxi\^ 

4-lf^y • IzK^i^-ffilK^S (1 5 4mg, 1. Ommo 1) ii^-^f 
vrDtr;i/^>5;;i/^PU K [2{ftM<4#:l 0%*^tf] (16 9mg, 1. 
Ommol, 1. Oeq. ) (DT'^r hnhij;i/^^S{i^^*U>>A (2 7 6mg, 
2. Ommol, 2. Oeq. ) ^iQ^s ^MfcT 1 7^mif Ufeo 
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m^tl't:^-fJU(0:^i^J-JVmmi^. b-T^J-(yfr^J-)\^ (10 6mg, 

0. sommol, 0. 8eq. ) WW. {-m) mwxm.w^xb6^n 

Ei^bfeo^^^Ts if^^y\^^)V>uyyvv^7s {\12msy l. 2 0mm 

01. 1. 2eq. ) ^MCTl 5I^MJft#bfeo 

^®^b#t» (88mgs 26. 2%) <S£^;feo 
MS m/z :348. »H-NMR <5 : 1 . 2 4 ( 3 H, s) , 1 . 2 6 
(3H, s) , 1. 4 5-1. 5 6 (2H, m) , 2. 08 (2H, d, J = l 

2. 20Hz), 2. 18 (2 H, t, J=ll. 34Hz), 2. 86-2. 
29 (3H, m) , 3. 2 7-3. 3 6 (IH, m) , 3* 52 (2H, s) , 

6. 80 (IH, dd, J = 2. 20, 9. 03Hz), 6. 81 (IH, s), 

7. 18 (2H, d, J = 8. 05Hz), 7. 25 (2H, d, J = 8. 78 
Hz), 7. 28 (IH, d, J = 8. 54Hz), 7. 87 (IH, d, J = 
0. 9 8Hz) o 

mmmi 23 : N- (lH-5->f >>y\;U;i/) -N- Cl- (3-7x/:^-> 

-4-»^^ue^;i/] 

4-l^^U K> • lzKjpD«^-«i^Ji (1 5 4mg, 1. Ommo 1) 3 -7 
xy^#S/'^>S>;i/e7n U K (2 1 9mg, 1. Ommo 1, 1. 0 eq. ) OT 
-fe h-h U;i/|S?RfciK^*U«>A (2 7 6mg, 2. Ommol, 2. Oe 

q. ) ^-mXs ^MfCTl 7l^m#bfeo 
^iiSilim ^iiSM^2k(::^APba^^x^;i/i3TJftmbfeo S^^J^^;i/S{is 

n^nt^ir^ j'-')\/mm^s b-t^^-ov^j-)]^ doemg, 

0. 80mmol, 0. 8eq. ) "^^p;l^ 1^® (~«l) ^M^^UIiCXSm 
iti^bfeo ^X^^T> 5J?^>trUS^>n>ri/y^7x (1 1 2mg, 1. 2 0 mm 
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01, 1. 2eq. ) ^m^. MU\ZX 1 5v^mmn\ytco 

- ^i5^>'-;v] ttl^M^s ^^^-^tl ( 1 6 4ings 4 1. 1%) 

MS m/z :39 8. 'H-NMR : 1 . 4 4- 1 . 5 6 (2 H, m) , 

2. 08 (2H, d. J = 12. 20Hz), 2. 13-2. 23 (2H, m), 

2. 8 7 (2H, d, J = ll. 47Hz), 3. 27-3. 35 (IH, m), 

3. 53 (2H, s), 6. 80 (IH, dd. J = 2. 20, 8. 0 5Hz), 
6. 81 (IH, s), 6. 89 (IH, dd, J = l. 71, 8. 05Hz), 
6. 99-7. 12 (5H. m) , 7. 27-7. 36 (4H, m) , 7. 87 
(IH, d, J = 0. 9 8Hz) o 

mmmi 24 : N- (lH-5— r>^\/U;i^) -N- Cl- (4-p<^;i/-3 

-r: bp^>s;;i/) -5-^f^us^;l/^ 

4-1^^0 I«> • iTmrn-WkM. (1 54mg, 1. Ommo 1) i:4-p< 
^;i/-3-^hD'^>i?;i/^Dy K (1 8 6mg, 1. Ommol, 1. Oe 
q. ) OT-feh-hU;i/^Sjt{c^®*U«>A (2 7 6mg, 2. Ommol, 2. 

oeq. ) m\i^. Mm^xn^mm^htco 
^e>n;fe:^->r;i/©^^^~;i/?§^sts s-r^y^^^v^-;!/ (i06mg, 

0. 8 Ommol, 0. 8eq. ) ^MXs WWi (-?«) ^feJO^miCTS^ffl 
^#tfeo ^)^T> 5}?^>l^Ui^>3>ri/^/^:^ (1 1 2mg, 1. 2 0mm 

01, 1. 2eq. ) ^MJ3T1 5^^ji*!|ibfco 

0 3mgN 3 5. 5%) =felffeo 
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MS m/z :3 6 6. 'H-NMR 5 : 1 . 3 4 - 1 . 4 6 ( 2 H, m) , 
1. 94 (2H, d, J = 10. 98Hz), 2. 13 (2H, t, J = 10. 
37Hz), 2. 50 (3H, s), 2. 79 (2H, d, J = ll. 71H 
z), 3. 14-3. 26 (IH, m), 3. 56 (2H, s), 5. 11 (1 
H, d, J = 7. 81Hz), 6. 67 (IH, s), 6. 52 (IH, dd, 
J = 2. 07, 8. 78Hz), 7. 25 (IH, d, J = 8. 78Hz), 7. 
46 (IH, d, J = 7. 81Hz), 7. 56 (IH, dd, J=l. 59, 
7. 81Hz), 7. 73 (IH, s), 7. 91 (IH, d, J=l. 46H 
z) , 12. 5 5 (IH, s) o 

mmmi2 5 :N- (l-x.^)V-4-\^^^)i^)V) -N- (lH-5--^>y 

l-j:^;i/-4-tr^U K> (7 6mg) s 5 -T ^ ^ >ir^J'-JV (6 7m 
g) yWmiO. 0 2ml) ^y^^J-JV (1ml) ^mMLs ^U-^yf^^y- 

t:vv>mi!^ (0. 0 6ml) ?^?iSTbfeo mM-^m^Mw^ismmmni. 

iaffi^^7K^:^hU'>A*^^g (1ml) ^ p Ps^;i/A-rD/l 

(3/1) -ettmufco w^s*^lft2lc?^iElK:^^';•>A7?$gJtu M£ET^ 
bT^ e> ntcB^ *s o D A/^ ^ / -ji-cmmt s h p l c 

J:D3»MU ^M'fb^i^ftSOmg. iR*4 1%l?#feo 

'H-NMR (CDCla, 4 0 0MHz) : 1. 06 (t, J = 7. 3Hz, 3 

H) , 1. 42-1. 53 (m, 2H) , 2. 02-2. 17 (m, 4H) , 2. 

42 (q, J = 7. IHz, 2H) , 2. 8 6-2. 9 5 (m, 2H) , 3. 2 

1-3. 33 (m, IH) , 6. 70-6. 7 6 (m, 2H) , 7. 23 (d, 

J = 8. 5Hz, IH) , 7. 8 1 (s, IH) o 

K«^^^i(ESI-MS,m/z) :24 5 (M^+l)o 

^jHS^Jl 2 6 : N- ( 1 4 - tr^'J -N- (lE-5--f> 

l-^>i^;i/-4-tr^U K> (6 3 5mg) ^ >i^^J-))^ (5 

3 2mg) , mm (0. 2 0ml) (10ml) l^mMU ^MT 

t^^>-\^Vt^>^i^ {0. 5 1ml) ^mTLtco j^fi^m-^^Mw^ism 
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mmnhtzm, m\m^m±hv^M<ii(.mm (lomi) ^m^. pvu-t^jv 
h-zrxi)%j-)\, (3/1) ^t^mx^fzo Mmm-^m-mm.i-y^yt/h'^tmx^s 

'H-NMR (CDCla, 400MHz) : 1. 4 6-1. 5 9 (m, 2H) , 
2. 05-2. 13 (m, 4H) , 2. 15-2. 25 (m, 2 H) , 2. 85 
-2. 93 (m, 2H) , 3. 2 7-3. 3 7 (m, IH) , 3. 56 (s, 2 

H) , 6 . 7 7 -6. 8 2 (m, 2 H) , 7 . 24-7.3 5 (m, 6 H) , 7 . 
8 8 (s, IH) o 

M^«fffl (ESI-MS, m/z) :30 7 (M*+l)o 
HiK^ 12 6(0^^(0^(0 

glMgai 27 : N- (l-^>$^;i/-4-tf^U$;;i/) -N- (lH-5->f > 

l-^>j?;i/-4-t:^U H> (1 1. 44ml) X ^ ^ 

(10. 42g) , S^m (Iml) (1 0 0ml) tcjg^^U 

"e5i^^>-t:u-^>m (1 0. lOmi) *?iTbfeo Sii&S-^ti^^M-ei 

8i^^s#b3fe:^s m\mdm-fY^)t?himm, (loomi) i>d 

nsh;i'A-7-Dyw-;i/ (3/1) Tflftmbfeo h U»>Ai? 

|g*lbs «ET^§li&®*bT#e>tifea*fc> mL-:f^^J-)\^ (loom 

I) ^JP;?.feo ^MT-1 8l^^;teSbfe(0^«fmbfee^M^^glfebs 
^^-^bfept^^-;i/t?iJfcttbfeo MffiTlg^U ^M^^tl^lS. SGg-^^ 

*H-NMR (DMSO-di, 40 0MHz) : 2. 14-2. 30 (m, 4 
H) , 2. 8 8-3. 10 (m, 2H) , 3. 4 0-3. 5 0 (m, 2H) , 3. 
7 0-3. 8 0 (m, IH) , 4. 25 (s, 2H) , 7. 2 6-7. 7 6 (m, 
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6H), 7. 99 (s, IH), 8. 23 (s, IH), 10. 96 (s, 1. 
H) , 11. 4 5 (s,' IH) o 

M^«ffi (ES I-MS, m/z) : 3 0 7 (M^+ 1) o 

^mmi 2 8 : N- (iH-5->f >y\;u;i/) -N- (4-b:^'J-:^;i/) y$ 

t er t-:/^;i/-4-;t^V- 1 -k:^^) l^>ijJV^^i/]y-h (7 9 6in 
g) X (5 3 2mg) , mm (O. 2ml) 

)V (1 Oml) til^^U ^MT-JJ^^^-l^Ui^^m (0. 5 Iml) ^?ST 

(1 Oml) l&iDits ^DD7i^;i/A-rD/i/-;i/ (3/1) -t^mitihtco mm 

MU 't'^#:^7 5 Omgx lR^6 0%T*^#feo 

CCDit«^#: (10 7mg) ^^DD;i^;i/A (Sml) fc^^iU h VyMU 
mm {2ml) ^in^feo HiiKS^tl<^^MT3l^^0l#bfe^s ii«lU hU 

y)v:!^timm^m\^^rc^. mmmm^m-^ h v ^ M.ji^mL (2mi) ^ 

DD7|^;i/A-rD/'^>'-;i/ (3/1) -ettmofeo W*lfi*ll8*a^:^hUe7A 

»H-NMR (CDCla, 4 0 0MHz) : 1. 28-1. 42 (m, 2H) , 
2 . 0 8-2. 17 (m, 2 H) , 2 . 7 0-2. 8 0 (m, 2 H) , 3 . 12 
-3. 2 0 (m, 2H), 3. 34-3. 45 (m, IH), 6. 79-6. 8 
6 (m, 2H) , 7. 30 (d, J=:8. 8Hz, 1 H) , 7. 88 (s, 1 
H) o 

mm^mm (es i-ms, m/z) : 2 1 7 (m^+d o 
mmmi 2 9 -. N-ty^v^^tyjv-N- ( 1H-5— <>j^v^u>>i/) 

i/^xn^^^y> (5 9mg)\ ^ ^ y^^j-jv (6 7mg) , mm 

(0. 0 2ml) SptiJ'y-;!/ (1ml) HzmUl^^ mM.l!^^>-\iV t^>m 

# (0. 06ml) ^mLtzo mn^mm^-n ismmmnvtz'^s mm 
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m ^ fiitm 5fes ^ D D A/^ if J -;i/-eJlllit ^ HPLCK:J:D)!«S!ibs 

9 4 m W 8 7 %-r#feo 
'H-NMR (CDC la, 4 0 0MHz) : 1. 12-1. 30 (m, 3H) , 

1. 3 3-1. 4 6 (m, 2H) , 1. 62-1. 7 2 (m, IH) , 1. 72 
-1. 8 3 (m, 2H) , 3. 2 2-3. 3 1 (m, IH) , 6. 7 8-6. 8 

4 (m, 2H) , 7. 29 (d, J = 8. 5Hz, IH) , 7. 88 (s, 1 
H) o 

W«i&*ffit (FD, m/z) ; 2 1 5 (M*) o 

mm\Z^ :N- (lH-5-^>yvytj;i,) -N- (l-7x:»^;i/-4- 

(6 7mg) , 1^^ (0. 0 2ml) (1ml) «^PPU 

^m-^5}?^>-l^Ui;>m# (0. 0 6ml) ^^STUfeo HJiSM^^^^fi-C 
18IHr^M#bfe^x fia«JiK^^:^hy«>A2k^J«i (1ml) liApiLx ^pd 

:ii>;i/A-rD;^>'-;i/ (3/1) -ejftmufeo :^«ui^&^i2Ki«i^:^^u•>A•clB 

'r5HPLCt^J;t))iiiU ^@^^*104mgs JR^6 5%7?^;feo 
*H-NMR (CDCls, 40 0MHz) : 1. 49-1. 61 (m, 2H) , 

2. 10-2. 20 (m, 2H) , 2. 20-2. 3 0 (m, 2H) , 2. 60 
-2. 68 (m, 2H), 2. 80-2. 87 (m, 2H), 2. 97-3. 0 

5 (m, 2H) , 3. 3 0-3. 4 0 (m, IH) , 6. 7 9-6. 8 4 (m, 
2H) , 7. 18-7. 2 3 (m, 3H) , 7. 2 6-7. 3 3 (m, 3H) , 
7.8 8 (s, IH) o 

Mi9>*f<il (ESI-MS, m/z) :32 1(M*+l)o 

^mmizi :N- (iH-5->f>y\;u;i/) -n- n- (2-ifU-:?;i/>< 

2- (^DD^^;i/) tfUe^Vii^Ji (8 2mg) s 4 - If^ U K > 1 Tkln*^ 
•il^J® (77mg) :fej:tJfJ^^>J7U«>A (138mg) ?^T-fe h ( 1 
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^(Df^mi^t 5 -T K ^ ^ >^'/-)l (5 3ing) , (0. 02ml) ^ 
j^i^y-JV (1ml) izmmbs ^MT'JK7>-t:US^>m (0. 0 6ml) 

jj^mm (Iml) ^Jpits ^DD>j^;i/A-7'D>'V-;i/ (3/1) T?ftimixfeo 

^^DD5^;i/A/^^y-.;i/-pMiai"SHPLCtca:t)jRIMU ^M^^m^B 5 

mg^ it5l^5 5%■^^#feo 

'H-NMR (CDCls, 4 0 0MHz) : 1. 5 0-1. 6 5 (m, 2H) , 
2. 06-2. 17 (m, 2H) , 2. 2 5-2. 4 0 (m, 2H) , 2. 90 
-2. 99 (m, 2H) , 3. 30-3. 40 (m, 1 H) , 3. 73 (s, 2 
H) , 6 . 7 9-6. 8 4 (m, 2 H) , 7 . 15-7. 21 (m, 1 H) , 7 . 
30 (d, J = 8. 3Hz, IH) , 7. 44 (d, J = 7. 8Hz, IH) , 
7. 67 (t, J = 7. 6Hz, IH) 7. 88 (s, 1H)> 8. 58 (d, 
J = 4. 2Hz, IH) o 

M«^«f^(ESI-MS, m/z) :3 0 8 (M^+l)o 

mmmi3 2 :n- (ih-5-> r >yvy';;v) -n- ri- (3-i^u$^;m 
- 4 - If ^ »; y $ > 

3- (^DD^^;i^) l^i;$^>j®^iS (8 2mg) s 4-lf^U K> • ItKIP 
i^-J^^^ (77mg) ^JcfctJ^Mm^y^A (138mg) ^T^zY-V')))^ 

(1ml) (;:^«iu ^M-e 1 8i^^8i#ufeo m^u-^m-b^-t hmmbtc 

c:(04»^«:ai5-7'^y^>^y-;i/ (5 3mg) , ff^K (0. 0 2ml) 
(Iml) izmmbs (0. 06ml) 

zk^Jg (1ml) §Jp;ls ^DD7jx;i/A-7*D/V-;i/ (3/1) -tJilitBbfeo 

^D^7^;^A/pi^>'-;l/•CJg||t■5HPLC^c:<t»)3liMU ^M{b^«5 7 
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»H-NMR (CDCls, 400MHz) : 1. 4 3-1. 5 2 (m, 2H) , 
2. 0 5-2. 14 (m, 2H) , 2. 16-2. 2 6 (m, 2H) , 2. 8 2 
-2. 91 (m, 2H) , 3. 2 8-3. 3 8 (m, IH) , 3. 55 (s, 2 
H) . 6. 7 8-6. 84 (m, 2H) , 7. 24-7. 2 7 (m, IH) , 7. 
29 (d, J = 9. 5Hz, IH) , 7. 68 (d, J = 7. 6Hz, IH) , 
7. 8 8 (s, IH) . 8. 5 2 (d, J = 4. 6 Hz, IH) 8. 5 6 (s, 

IH) o 

M^W^ (ES I-MS, m/z) :3G8(M*+l)o 

m&mi33 :N- f1H-5-^ v>y^J^'JJl/^ -N- ri- (4-\^9t^)\y;^ 

- 4 - u vjvl 

4- (e?no^^;v) ifys^yffiil^ (8 2mg) s 4-t:^y h:^ • izkffi 

m-mmm (nmg) 43<fcwm*y»fA (issmg) :fer-teh-hu;i/ 

(Iml) tc^MU ^M-ClSl^^m^bfeo Sli&?g^'^<&-fe^>f h^Mbfe 

CCD*W#2:5-T^>''<>^S^V-;V (5 3mg) , (0. 0 2Bal) ^ 
(iml) Ifimmx^s UJ^>m (O. 0 6ml) 

Tfc^g^S (Iml) mut^ ^PD:ii^;vA-rp;v-;i/ (3/1) -ettrntfeo 
^Dn;^;i/A/pt^/'-;i/7?Mm-SHPLCt:J:D«IMU ^0^'^ife4 9 

»H-NMR (CDCls, 400MHz) : 1. 46-1. 59 (m, 2H) , 
2. 06-2. 15 (m, 2H), 2. 17-2. 29 (m, 2H), 2. 80 
-2. 90 (m, 2H) , 3. 2 9-3. 3 9 (m, IH) , 3. 54 (s, 2 
H) , 6. 7 9-6. 84 (m, 2H) , 7. 2 6-7. 3 2 (m, 3H) , 7. 
8 8 (s, IH) , 8. 5 5 (d, J=6. IHz, 2H) o 
M«^*ftt (ESI-MS, m/z) :3 0 8 (M*+l)o 

^ ^<yiii34 :N- ri- -4-i:^^u-:^;i/1 -n- 
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2- ^U]J^>P)li7U7^ h- (8 Img) X 4-i^^^)Y> • IzlclPti- Jfi 
mm (7 7mg) ^^XJP^miJO^A USSmg) ^T-fehnhi;;i/ (im 

:i(Df^mi^t5-7'^^-(>^'J-)]/ (5 3mg) , (0. 0 2ml) ^ 
(1ml) izmmv. ^Mt?5}?^>-lfUi?>m (0. 06ml) 

7mm (iml) *ip^> i^DDJt>;i/A-rp>'V-;i/ (3/1) -eJftWbifeo 

^^npjf?;t/A/p<^y-;i/-ej|il|"r5HPLCt3j:»)«|®U 0 

»H-NMR (CDCla, 40 0MHz) : 1. 4 7-1. 60 (m, 2H) , 
2. 06-2. 16 (m, 2H), 2. 25-2. 36 (m, 2H), 2. 87 
-2. 9 7 (m, 2H) , 3. 3 0-3. 4 0 (m, IH) , 3. 6 7 (s. 2 

H) , 6. 7 8-6. 8 4 (m, 2H) , 7. 16-7. 3 4 (m, 4H) , 7. 
35 (d, J = 7. 8Hz, IH) , 7. 49 (d, J = 6. 8Hz, IH) , 
7. 8 8 (s, IH) o 

M«^*f«i (ESI-MS, m/z) :34 1(M++l)o 
Has^l 3 5 : N- n- (3-^PP^>'$;;i/) - 4 - ^ U -N- 
(lH-5— f 

3- ^uvi^>i^)V^n^-( K (8 Img) s 4-i:^U • IzkSltl-Jl 
(7 7mg) :feJ;i;fj^m*y<7A (1 3 8mg) «T-te h-hU;!/ (Im 

I) imm\y. ^MT-i smmmwvtzo msn-^mt-^y^ h^mhtc(D-^m. 

^(Dipmii^t5-T5.^^>-$r^J-j]/ (5 3mg) , Wm (0. 0 2ml) ^ 

(1ml) nzmmiy. ^aifjr^^^-trye;^^^*: (o. 0 6mi) 
7jc^^^ (imi) *jd:?.s ^pp4^;vA-rpyv-;i/ (3/1) -eiflimufco 
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^DDJ^;i/A/^^^-;vtJlM-rSHPLCK:J:t)«IS!lU mMit-^^lO 

*H-NMR (CDCls, 4 0 0MHz) : 1. 4 5-1. 5 8 (m, 2H) , 
2. 0 5-2. 14 (m, 2H) , 2. 1 5 - 2 . 2 5 (m. 2 H) , 2 . 8 2 
-2. 90 (m, 2H) , 3. 2 8-3. 3 7 (m, IH) , 3. 52 (s, 2 
H) , 6. 7 8-6. 8 3 (m, 2H) , 7. 18-7. 2 6 (m, 3H) , 7. 
29 (d, J = 8. 5Hz, IH) , 7. 35 (s, IH), 7. 88 (s, 1 
H) o 

H«^«ffit (E S I-MS, m/z) :34 1(M*+l)o 
^j>ii>^13 6 :N- n- (4-^PP^>$^;V) -4-\f^Vi»i^l -N- 
(lH-5— r T^y 

4-^titi^>V)V^t29^ K (8 Img) s 4-e-^U KV • l:Mm^'M 
mU (7 7mg) :j3J:tjfj^m*U>>A (13 8mg) ^T^h=-V^))^ dm 

£l®it>^#:fc5-T^y>r>^V^-;V (5 3mg) , mm (0. 0 2inl) ^ 
j^y\; (1ml) fci§«IU (0. 0 6ml) 

&?^Tbfec sii&^i-^^^^^^a-ei 8^^«#bfc:m> 

ZK^JS (1ml) ^JP^s ^PD:^;i/A->^n>'V-;i/ (3/1) Tttttibfeo 
6mgs JR*7 9%*e#fco 

'H-NMR (GDCI3, 4 0 0MHz) : 1. 45-1. 59 (m, 2H) , 
2. 0 5-2. 13 (m, 2H) , 2. 13-2. 2 5 (m, 2H) , 2. 8 1 
-2. 9 1 (m, 2H) , 3. 2 5-3. 3 7 (m, IH) , 3. 51 (s, 2 
H) , 6. 7 8-6. 8 2 (m,.2H) , 7. 27-7. 3 2 (m, 6H) , 7. 
8 7 (s, IH) o 

gSta-^fit (ES I-MS, m/z) :34 1(M*+1)« 
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mmmi3 7 ;N- ri- (4-7;i/:tP^>$^;u) -4-b:^u-:?;b] -n- 

4-7;i/3t-D^>i^;i/^p^^ K (7 2mg) s 4-l^^>; K> • IzkW • 
ii^^ (7 7mg) 45J;t;f^^3bU'>A (13 8mg) <£T-kh^hU;i/ (Im 

:i(0(^mi*^t5-T5.^-(>^^J-}\/ (5 3mg) , mWt (0. 0 2ml) ^ 
p^^y'-;!/ (1ml) fc^fi?U ^Mt?>J^7>-tf Ui^>m (0. 0 6ml) 

Ti^mWi (Iml) ^Jn:ts ^xiuii^}]/K-ru)%j -)\/ (3X1) -CJitaUifeio 

e7DD3j^;i/A/p<^5^y-;i/-ejg||-rSHPLCt:<J;l3MMU ^^-^^l 0 
2 mex iR^7 9%t?#feo 

»H-NMR (CDCI3, 40 0MHz) ; 1. 44-1. 5 8 (m, 2H) , 
2. 05-2. 13 (m, 2H), 2. 12-2. 23 (m, 2H), 2. 82 
-2. 92 (m, 2H), 3. 27-3. 37 (m, IH), 3. 51 (s, 2 

H) , 6. 78-6. 82 (m, 2H), 6. 97-7. 05 (m, 2H), 7. 
2 6-7. 3 2 (m, 4H) , 7. 8 7 (s, IH) o 

Mi^'^fiS (ES I-MS, m/z) : 32 5(1^-^+1)0 

mmmi 3 8 : N- ( lH-5-^>^VU;i/) -N- Tl- (4-^ h=»->^ 

>$?;p) -4-i;f^u$^;i/l 
4-^^ h^pS/^>5?;i/i^0^.Y 1* (7 9mg) s 4-li^U K> • l;!k»t>- 
(77mg) :i3<krJf^®5!7y<7A (138mg) ^fer-fe h U;i/ (Im 

I) icM«?u ^M"t?i 8i^K«#bfeo ^is^i^*i27-f ^^g5gbfe©t.^g 

il®c|3^#:i:5-7'^^^:y^N;>-;i, (ssmg) , S^^ ( 0 . 0 2ml) * 
Mf^-})/ (1ml) fci^filU ^ia-??!K^>-l^'Js;>^(*: (0. 0 6ml) 

ymWi (1ml) *J0;?.> :J7PDs^;i/A-rD^V (3/1) -ettmufeo 
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Omgs JR^7 4%l!ntco 

'H-NMR (CDCI3, 40 0MHz) : 1. 43- 1. 5 6 (m, 2H) , 
2. 03-2. 13 (m, 2H) , 2. 12-2. 22 (m, 2H) , 2. 83 
-2. 92 (m, 2H), 3. 26-3. 36 (m, IH), 3. 50 (s, 2 
H) , 3. 81 (s, 3H) , 6. 7 7-6. 8 2 (m, 2H) , 6. 86 (d, 
J = 8. 8Hz, 2H) , 7. 24 (d, J = 8. 5Hz, 2H) , 7. 29 
(d, J = 9. OHz, IH) , 7. 87 (s, lH)o 
nm^mm {ESI-US, m/z) :33 7 (M*+1)o 

mmmi 39 : n- (iH-5->r>yv^u;p) -n- ci- (4-p<^;i/^> 
t^)]/) - 4 - b:^ u 

4-^^;i/'^>i^;i/^D'7-f K (7 1mg)s 4-l:^^U K> • iTKlPtl • J© 
(7 7mg) **J:W^^7Ue7i^ (13 8mg) ^^T-t V=-h V (Im 

iicDPt»ra<*:i: S-T^y-f >iJ^\;-;i/ (5 3mg) , mm (0. 0 2ml) 4 
pt^y'-;!/ (Iml) tii^filU ^MTJj^7>-t:U$?>^#: (0. 0 6ml) 

j^mm (Iml) *M^x ^PD>^;i/A-7'P>'i^-;v (3/1) -cfftmufeo 
Omgs IR^7 6%-C^feo 

*H-NMR (CDCls, 4 0 0MHz) : 1. 44-1. 5 7 (m, 2H) , 
2. 03-2. 13 (m, 2H), 2. 12-2. 23 (m, 2 H) , 2 . 3 4 

(s, 3H), 2. 84-2. 92 (m, 2H), 3. 25-3. 36 (m, 1 
H) , 3. 52 (s, 2H) , 6. 7 7-6. 8 2 (m, 2H) , 7. 13 (d, 
J = 7. 8Hz, 2H), 7, 2 1(d, J = 8. IHz, 2H), 7. 28 

(d, J = 8. 5Hz, IH), 7. 87 (s, lH)o 
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W*^*fffii (ESI-MS, m/z) :32 1(M*+l)o 

mmmi4 0 :n- (ih-s-w^^w;;!/) ~n- ri - (s--hu^> 

(77mg) ^^V^mStiJ^J^M. (138mg) :&y-l2 h~ h U;i/ (Im 

^0tt»^#:2; 5-T^y-f>y\;-;i/ (5 3mg) , (0. 0 2ml) ^ 
^ ^ y ( 1 m 1 ) {3^0U ^^aT*5i^^ >- U ( 0 . 0 6ml) 

7K^§^ (1ml) >feJD^s ^PDs^;i/A-rD/v-;i/ (3/1) TflS/BUTfeo 

^DD3t%;i/A/^^5^y-;i/t?Jg|i"r:SHPLCt:J:t))ltmu ^^b^;^9 1 
mgs iR^6 5%-^t#feo 

•H-NMR (CDCls, 40 0MHz) : 1. 45-1. 6 0 (m, 2H) , 
2. 0 7-2. 15 (m, 2H) , 2. 18-2. 32 (m, 2H) , 2. 82 
-2. 92 (m, 2H) , 3. 30-3. 40 (m, IH) , 3. 63 (s, 2 
H) , 6.7 9-6.84 (m, 2H) , 7. 31 (d, J = 9. 8 Hz, 1 
H) , 7. 49 (d, J=7. 8Hz, IH) , 7. 68 (d, J = 7. IHz, 
IH) , 7. 8 8 (s, IH) , 8.12 (d, J = 6. 9Hz, IH) , 8. 
23 (s, IH) o 

^«B^14 1 :N- (lH-5->f >^vnj;i/) -N- Tl - (4-:=.hti^> 

4--ht2^>p)\/^ti^y( H (8 6mg) ^ 4-tf^U K> • l:^m<^-M 
mm (7 7mg) ^XmmtiV^l. (13 8mg) §T-fe hr:hi;;v ( l m 

C.0f^mii^t5-Tl^^>y^J-)V (5 3mg) , ^Wt (0. 0 2ml) 

(1ml) ic^fiiu ^M'e5j^"^>-b:»j>::;>^^#: (o. 0 6mi) 
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7mm (Iml) SJD^s •(^DD7iN;i/A-7-D/t>'-;i/ (3/1) *t?«lfflbfeo 

i7DD7jv;i/A/;p?^^-;i/-ejg|it'5HPLCK:J:D)l»SiU 2 
mgv 1R^6 5%"C#feo 

*H-NMR (CDCls, 400MHz) : 1. 4 6-1. 5 8 (m, 2H) , 
2. 06-2. 15 (m, 2H), 2. 15-2. 30 (m, 2H), 2. 80 
-2. 90 (m, 2H) , 3. 2 9-3. 4 0 (m, IH) , 3. 63 (s, 2 
H) , 6. 7 9-6. 8 3 (m, 2H) , 7. 31 (d, J = 8. 8Hz, 1 
H), 7. 52 (d, J = 8. 3Hz, 2H), 7. 88 (s, 1H), 8. 1 
9 (d, J = 8. 8Hz, 2H) o 

^«K^1 4 2 : N- f 1- r4- (^>PU^i^) ^>V)]y^ -4-fc:^US^ 

;i/> -N- (iH-5-^>^vy»J;i/) 

4-^>t^U^i/^>i?)\^^u^^ K (1 1 6ing) s 4-l^^U H> • I2K 

mm-mmm nimg) ^isxxf^mijv^/^ (i38mg) ^T^h:^vv)i 
(1ml) t^§#fu m.wr!i Bnmm^iytco m^m^^^^'^ h«3sufe 

c:<D^mi^t 5 -r ^ y ^ yV^J-ji^ (5 3mg) ,S^^(0. 02ml)^ 
;V (1ml) lizmmu ^Ml?3J^^>-t:y i^V^i*^ (0. O 6ml) 

yi^mm (Iml) «itx ^DPjr;;i/A-rD/i>'-;p (3/1) "CiAmbfeo 

^ D p 51n;va/^ ^ ^ -j]yxmmt^}i PLCiz^^muu mm^^^ 1 2 

4mgs 1R¥7 5%mfeo 

'H-NMR (CDCla, 400MHz) ; 1. 44-1. 57 (m, 2H) , 
2. 04-2. 12 (m, 2H) i 2. 12-2. 22 (m, 2H) , 2. 83 
-2. 92 (m, 2H) , 3. 2 6-3. 3 6 (m, 1 H) , 3. 49 (s, 2 
H) , 5. 06 (s, 2H) , 6. 7 7-6. 8 2 (m, 2H) , 6. 93 (d, 
J = 8. 8Hz, 2H) , 7. 24 (d, J = 8. 5Hz, 2H) , 7. 25- 
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7.46 (m, 6H) , 7. 87 (s, IH) o 

»^«f^S (ES I-MS, m/z) : 4 1 3 (M*+ 1 ) o 

mmmi43 :n- ri- (3. 5-P ^\^^i^^>V)^) -4-tf^U-:^;i^] 

-N- (lR-^ -^^-y^-J^)}V) 

3^ 5-i;p< hdt.i/^>i?;i/i^D7^ K (9 4mg) s 4 -l^^U h*> • l7X 
mm-MWrn (7 7mg) :fe<tt5^^*U'>A (13 8mg) ^T-feh-hU;i/ 

(1ml) izmmi^s 1 ammmni^to mM^m^-^^^ mmi^tc 

il0fpmi^t5-T^J^yir-J-)\^ (53mg) , mm (O. 02ml) * 
(1ml) fciSfilU (0- 0 6ml) 

(1ml) ^V2ViM2^-yx3J^^-)V (3/1) -CJftmUfeo 

^H-NMR (CDCls, 400MHz) : 1. 4 5-1. 5 9 (m, 2 H) , 
2. 04-2. 13 (m, 2H) , 2. 14-2. 25 (m, 2H) , 2. 84 
-2. 94 (m, 2H) , 3. 2 7-3. 3 7 (m, IH) , 3. 49 (s, 2 
H) , 3. 79 (s, 6H) , 6. 3 5-6. 3 9 (m, IH) , 6. 50-6. 
54 (m, 2H) , 6. 7 8-6. 8 3 (m, 2H) , 7. 26-7. 31 (m. 
IH) , 7. 8 7 (s, IH) o 

MS^*f^ (ESI-MS, m/z) : 3 6 7 (M^+l)o 

g^«fi^ll44 :N- -fl- r (6- »DP-l. 3-^>-/S^:t=^V--;i^-5- 

^)V) -4-l^^iJi?;i/> -N- (lH- fi->f >-y^>^'JJt/) 

6-^Dat:^p-;v^D^^ K (i o 3mg) > 4-tr^u H> • i^KIPtr 
'imm (7 7mg) :j3J:Wm3bUe;A (13 8mg) <feT-feb:^hU;v (1 

ml) tc^ftiu ^mtusmmnx^ito s/iSS-^^-fe^-f h^^iufeot. 

Z.<D^mWt5-T5.^^y^V'-)]^ (5 3mg) , mm (0. 0 2ml) ^ 
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j>{^^-;i/ (1ml) tcwu ^MT-Ji?7>-t:';s^>m (0. oemi) 

(Iml) §iD^s ti?DP5jx;vA-rp>'V-;i/ (3/1) -ejtttBbfeo 

^ D D A/^ y -;i/T-JIII|-r 5 H P L C i D MM b^ ^^-fb^t) ^12 
Omgs 1R^7 8 %T*l#feo 

^H-NMR (CDCls, 400MHz) : 1. 4 6-1. 5 8 (m, 2 H) , 
2. 05-2. 14 (m, 2H), 2. 22-2. 33 (m, 2H), 2. 85 
-2. 93 (m, 2H), 3. 29-3. 39 (m, IH), 3. 56 (s, 2 
H) , 5. 96 (s, 2H)., 6. 7 9-6. 8 4 (m, 3H) , 7. 00 (s, 
IH) , 7. 30 (d, J = 8. 3Hz, 1 H) , 7. 88 (s, 1 H) o 
mm^^m iESI-MS» m/z) : 3 8 5 (M*+l)o 

mmmi4 5 ; 4 - f C4- (iH-5-w'>^vyu;^7^$y) tf^U$?y1 ^ 

N- {1- [4- (^>t^a^-» -4-e^U2^;v} -N- (1 

H-5->f >i5^V^U;i/) (^«?!I14 2, 3 3mg) t^^^P^l.^^':3 

-JV (1 Omg) (3ml) lc:^t^«)^•a•^ 1 ^ff 02Kl^#HmT> 

1 8i^M0i#b;^o Rmmmi^'b^'i \^mm\yit(o*>mm[ys mm^^ 

^H-NMR (CDCla, 400MHz) : 1. 4 5-1. 5 5 (m, 2H) , 
2. 04-2. 20 (m, 4H), 2. 83-2. 91 (m, 2H), 3. 25 
-3. 35 (m, IH) , 3. 47 (s, 2H) , 6. 7 0-6. 8 3 (m, 3 
H) , 6. 76 (d, J = 8. 3Hz, 2H) , 7. 17 (d, J = 8. 5Hz, 
2H) , 7. 29 (d, J = 8. 8Hz, 1 H) , 7. 87 (s, 1 H) o 
^M^^ff^ (ES I-MS, m/z) : 3 2 3 (M*+l)o 
lias^J14 6 :N- il-^yV)\/y'V^)\>( HP- 1 H-tTP U;i/) -N- 

(iH-5— T^y 
i-^>j?;i/-3-t:p';$^^> (i o 5mg) ^ s-T^^'-f 

(6 7mg) , g^^ (0. 0 2ml) (1ml) t^filU ^MT 
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7j<^>-ifus^>m (0. 0 6ml) ^mTLtzo j^jBm-^t^m.x^ism 
®an$bfe^x f^m^m^mi-v^j^i<:i(,mm (imi) ^mts i^uu^t^)]^^^ 
-yjpA^-ji (3/1) -cittttjufep ^mm^mymmi-hv^A-v^mL. 

PLCK:<t!5)iiiiU mm^b^«^>fe4 9mg. OT3 4%T«^|;feo 
'H-NMR (CDCls, 40 0MHz) : 1. 6 6-1. 7 8 (m, IH) , 
2. 3 0-2. 4 1 (m, 1 H) , 2. 4 4-2. 5 3 (m, 1 H) , 2. 6 1 
-2. 68 (m, IH) , 2. 7 7-2. 8 7 (m, 2H) , 3. 66 (s, 2 
H) , 4. 00-4. 08 (m, IH) , 6. 7 3-6. 7 6 (m, 1 H) , 6. 
77-6. 83 (m, IH), 7. 24-7. 36 (m, 6H), 7. 88 (s, 
IH) o 

K«^«f^i (ES I-MS, m/z) : 2 9 3 (M++l)o 

mm 1 4 6 o^-^m^mL-^ ^ / u ^mt? i s «f®Ms ufe 

HH^Jl 4 7 : 3- { [4- ( 1 H - 5 U;i/T^ ^ ) br^U 

3- (^DDj?<^;i/) ^>^/x-h (9 2ing)s 4-tr^UK>- 
l7k«J«^-m^^ (7 7mg) :}3JiU«jKK3t7y<;A (1 3 Smg) ^r^Y-Y 
(1ml) fci^^U ^^T?l 8Kf^S#b;feo Mi(S^^tl^4r7>f 

c:0p|3^<*:^5-7'^/'>f y^S^^;-;!/ (5 3mg) , g^i^ (0. 0 2ml) ^ 
^^^-;v (1ml) ic^PU If ij (0. 0 6ml) 

tK^^ (Iml) iJ'PDJ^;i/A-:7'D>'^>'-;i/ (3/1) -^amb^o 

^ D D jJ^^l/A/pt iS' ^ -;i/T-Jg|i-r S H P L C K: J; DMM bs ^^b-&<^* 6 2 
mgs JR^4 4%-e^fco 
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'H-NMR (CDCls, 40 0MHz) : 1. 4 6-1. 5 8 (m, 2H) , 
2, 05-2. 14 (m, 2H) , 2. 16-2. 28 (m, 2H) , 2. 83 
-2. 9 1 (m, 2H) , 3. 2 6-3. 3 7 (m, IH) , 3. 6 0 (s, 2 
H) , 3. 92 (s, 3H) , 6. 7 8-6. 8 3 (m, 2H) , 7. 29 (d, 
J = 9. OHz, IH) , 7. 40 (t, J = 7. 7Hz, IH) , 7. 56 
(d, J = 7. 6Hz, IH), 7. 87 (s. IH), 7. 94 (d, J = 7. 
GHz, IH) ,7.99 (s., IH) o 
WMt^«f#t (ES I-MS, m/z) : 3 6 5 (M^+l)o 
mmmi4S : 4- f r4- (1E-5->{>V'J^)JVT^J) If^U 

^^)\/ 4- (^Pn;><^;V) ^>V^x— h (9 2mg) N 4-l^^»;h*>" 
l7lc«Ii^-Ji^ia (77mg) :feJ:TJf^m*Ol>A (138mg) 4TH2h::^h 

u;i/ (1ml) icmmu mL-r^ismmmniyfco mu-^^-^^^ v^m 

HCD^mi^tB-T^^-^yy^J-))/ (5 3mg) , g^^ (0. 0 2ml) ^ 

(imi) tzmmv^ ^M-ejjf7>-t:y$^>^^ (0. 0 6mi) 
TiimWi (iml) Sinits ^DD^;vA-7'D/v-;i/ (3/1) T?}iftmtfeo 
^7DD7tN;i/A/^iJ^^~;i/T?®Pi'r-5HPLCi::J;?)ittMU m@^b-^^5 1 

mgs imssx-^ntzo 

*H-NME (CDCls, 400MHz) : 1. 4 6-1. 5 8 (m, 2H) , 
2. 05-2. 14 (m, 2H), 2. 16-2. 27 (m, 2 H) , 2 . 8 2 
-2. 9 2 (m, 2H) , 3. 2 9-3. 3 8 (m, IH) , 3. 6 0 (s, 2 
H) , 3. 9 1 (s, 3H) , 6. 7 8-6. 8 3 (m, 2H) , 7. 30 (d, 
J = 9. 8Hz, IH) , 7. 42 (t, J = 8. IHz, 2H) , 7. 87 
(s, IH) , 7. 9 9 (d, J = 8. 3Hz, 2H)o 
ff«^fl^*ffli (ES I-MS, m/z) : 3 6 5 (M*+l)o 

mmmi4 9 : 4 - { r4- (ie-5-^>V'J^))it^^) tf^u-:^^! y 
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4- (^Dn^^;i/) ^x^jl/T'-bx-h (9 2mg) s K> • 1 

7^mm-imm (? 7mg) ^^umst^jv^j^ (i ssmg) ST-bh-hu 

;w (1ml) fc^HU ^MT'l 8i^^^#bfeo Si»BS-&tl<S£-fe^'Y hMML 

Cl®i4iK<*:i;5-5'^>'-f (5 3mg) , mWt iO. 0 2ml) ^ 

^^J-)\^ (1ml) t^jlSU ^M-e>J<^>-t: (O. 06ml) 

7jc^^ (1ml) <§&iD^x i^DD7lx;i/A-rD>'iy-;i/ (3/1) Tttmb;feo 

^ D D 7rt;b A/^ ~;i/t?lligt- 5HPLC(CJ;D)g|ilb> mm^b-^* 3 3 
mgs 1R2?S2 3%-e^feo 

*H-NMR (CDCls, 40 0MHz) : 1. 45-1. 70 (m, 2 H) , 
2. 01-2. 20 (m, 2H) , 2. 20-2. 2 8 (m, 2H) , 2. 30 
(s, 3H), 2. 85-2. 94 (m, 2H), 3. 28-3. 38 (m, 1 
H) , 3. 55 (s, 2H) , 6. 7 8-6. 8 3 (m, 2H) , 7. 04 (d, 
J = 8. 5, 2H) , 7. 29 (d, J = 9. 8Hz, 1 H) , 7. 35 (d, 
J = 8. 3Hz, 2H), 7. 87 (s, lH)o 
Mat9-*f^ (ESI-MS, m/z) : 3 6 5 (M*+ 1 ) o 
WSm\ 50 : N- CI- (2-i>PP-6-7;i/:tP^>S^;i/) 

V)V\ -N- ( iH-5-^>yvyu;i/) T^y 

2_>5rDD_ 6_7;i,;^pv<>y;i,^D^>f j« (8 9mg)s 4-t:'^UK> 
• Ximm-Wm. (7 7mg) i&}kr^mLii^)tfh (13 8mg) *T-feh- 
hr;;i/(iml) (d^^bs 1 8I^^M#b;feo ^Ji&?g^ti^-fe-7^ hit 

c:©4'^<*:i:5-T^y-<>iJ^V^~;b (5 3mg) , g^S? (0. 0 2ml) ^ 
^^y-;Klml) l;:t§iPU ^Mt?5K7>-t;U>y>^f*: (O. 0 6ml) 

7J<^^S (1ml) ^in^s i5'DD^;uA-rD/v-;i/ (3/1) TttiBbfeo 
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^nu 7r>;i/A/p{ ^ J -)]/rmmt^ h p l c <t t) uss u mm'^t 8 9 

'H-.NMR (CDCls, 4 0 0MHz) : 1. 4 2- 1. 5 5 (m, 2 H) , 
2. 03-2. 12 (m, 2H), 2. 30-2. 40 (m, 2H), 2. 91 
-3. 00 (m, 2H) , 3. 25-3. 34 (m, IH) , 3. 75 (s, 2 

H) , 6. 7 6-6. 8 1 (m, 2H) , 6. 9 3-7. 0 3 (m, IH) , 7. 
17-7. 23 (m, 2H) , 7. 2 5-7. 3 3 (m, IH) , 7. 87 (s, 
IH) o 

M«:S>«fiii (ES I-MS, m/z) :35 9 (M*+1)« 

mmmi 5 l ; N- Cl- (2-^pp^>$;;1/) ^V'yfU KP-lH-3- 

ifpu;i/l -N- (iH-5->f >j>'\;u;i/) 

(R) - (-) -3-KPUS^^-;i/MKffi (7 7mg) ^i:.'C^mSfiJ^)^h 
(2 6 8mg) ^t?:^^)]/its))/KT^Y (1ml) iz^MX^s^^^^ 2-^D 
u^>V)\^^Vi^^ K (1 1 2mg) ©T-b h-hU;i/^^S (1ml) 

Z.(J>^m^k i: h U x^;!/^^ > ( 0 . 5 0ml) ^mii^V^^)V7.)\/iii^'^ 
-n* (Iml) lc?g0U T;vrf>#HmTs ^MT-=^«^- hUp«^;i/T 
(2 0 9mg) ^iP^feo SJiSm^^^M-^ 1 8^^«#bfe^^ IS 

jRli^^^:^^u•>A7k^m (1ml) <feip^s !j7pp:i^;i/A7fjiiimufeo mm 

>l©»<'ia«:Bfc5-T5y>f (5 3mg) , B^SJ (0. 0 2ml) 

(1ml) {cjg^ffU ^MT^J^^^-l^ i;^>m (0. 0 6m 

I) ^m-Thfco SiiS^g^^^MT- 1 8^^M#Ufe^s la^aj^^Tkm:^ h U 

e^A^^^Sdml) ^ip^s i7PPs^;i/A-7'p>'V-;i/ (3/1) -eJAmt 

i^pp>i>;i/AXptiJ/>'-;i/-eMlltSHPLCt:iDJlii{U ^M^^^Si* 
5 4mg^ IR^4 l%T•^lfeo 
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»H--NMR (CD CI 8, 400 MHz) :1. 61-1. 75 (m, 1 H) , 
2. 2 3-2. 34 (m, IH) , 2. 44-2. 5 3 (m, IH) , 2. 63 
-2. 70 (m, IH) , 2. 7 7-2. 8 8 (m, 2H) , 3. 73 (s, 2 

H) , 3. 9 5-4. 0 3 (m, 1 H) , 6. 6 8-6. 7 1 (m, IH) , 6. 
72-6. 77 (m, IH), 7. 11-7. 18 (m, 2H), 7. 20-7. 
24 (m, IH) , 7. 2 6-7. 3 0 (m, 1 H) , 7. 40 (d, J = 6. 
8Hz, IH) , 7. 82 (s, IH) o 

M^«ftt (ES I-MS, m/z) :327 (M*+l)o 

mmmi 52 : n- ri - (3-i7mip^>i;)]y) t^v^/u kp-ih-3- 
b:pu;i/1 -N- (1 H-5-^>^^;u;p) r^y 

(R) - (-) -3-\^tJVi?.f-JVmmM (7 7mg) :fe<J:W^3!j U e/ A 
(2 6 8mg) K (1ml) K:JSfi¥U ^^^s 3-^P 

viHyifjl^u'p^ h' ( 1 1 2mg) (DT^ h- h (1ml) ^MW^ 

c:©*^#^Ah h Ux^;i/T^> (0. 5 0ml) 
>f h- (1ml) fc:^fi?U T;i/rf>#H^Ts ^MTHj^^bSSH • h Up<^;1/7' 
$>^#: (2 0 9mg) ^iP^feo KliSJB^^&^M-C 1 8l^^«#bfe^s «S 
iPj^^K^r^h y^AzK^i* (1ml) ^in^s ^DP>i^;VAt?}Ambfeo MWl 

il<Z)it'^i*:Bi:5-:p^^-<>^J^vr-;V (5 3mg) , (0. 02ml) 
^i^iJ^y-;i/ (1ml) fi:?§«¥U ^M*C5l?7>-eUS>>^«: (0. 0 6m 

I) *«ITbfeo HJfSM^^SSTf 18I^M»i^bm «l»1^^3R:^hU 
e/AzK^^S ( 1ml) ^DD!^;i/A-7'P>'V-;i/ (3/1) Tffftttlb 

^i, ^^pp4^;i/A/p<iJ^^-;H!MII|-r'5HPLC{cj;D3iiiU ^fb^« 
9 4mg> iRsjs 7 2 %7!^#feo 

'H-NMR (CDCla, 400MHz) : 1. 6 8-1. 79 (m, 1 H) , 
2. 3 0-2. 4 1 (m, IH) , 2. 4 2-2. 5 1 (m, IH) , 2. 6 1 
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-2. 6 7 (m, IH) , 2. 7 6-2. 8 6 (m, 2H) , 3. 6 2 (s, 2 
H) , 4. 0 1-4. 0 8 (m, 1 H) , 6. 7 4-6. 7 7 (m, IH) , 6. 

7 9-6. 8 3 (m, 1 H) , 7. 18-7. 26 (m, 3H) , 7. 29 (d, 
J = 8. 8Hz, IH), 7. 35 (s, IH), 7. 89 (s, lH)o 

(ES I-MS, m/z) : 3 2 7. (M^+l) o 

mmmi 53 : n- n- (4-^pp^>$^;i/) ^ h^^w kp-ih-3- 
tfPU;i/] -N- (iH-5->f >-y^/u;l/) t^> 

(R) - (-) -3-t:PUS^>'-;i/i©Kii (77mg) :fe<fcV^^* U «>A 
(2 6 8mg) ^^i^^^;^^^;!/^^^ H (Iml)tc^^U ^il^> 4-iJ7P 

p^>s;;i/^'P^>f K (1 1 2mg) ©T-fe h-hu;i/^?S (imi) ^mmra 

eiCDtf'S<*:AJi (0. 5 0 m 1 ) ^il7KS?p< ^^VJ^^l/s^^-l^ 

K (1ml) tc^^U T^vrJ^^H^Ts ^M-??=^<b?i^ • h V?^^)Vr 
^ >m ( 2 0 9 mg) ^»P;lfeo RmU'^m^^U'C 1 8I^P^#Ufe^> IS 

jBI^^2K^:^^y•>AzK^§^^t (imi) ma^s^nmn^jvAi^mmi^tco mm 

il0f^mt^Bt5-T^^^>^^J-)V (5 3mg) ,mm(0, 0 2ml) 
^p<^y-;V (1ml) ^S7?i}t^>-l^ys^>m (0. 0 6m 

^hjk^m (iml) ^pp5i^;i/A-7*p.'V-;i/ (3/1) -eismb 

8 8mg^ iK^6 7%T-|#3feo 

»H-NMR (CDCla, 40 0MHz) : 1. 6 7-1. 7 7 (mi 1 H) , 
2. 30-2. 41 (m, IH), 2. 41-2. 50 (m, IH) , 2. 5 9 
-2. 65 (m', IH), 2. 75-2. 85 (m, 2H), 3. 61 (s, 2 
H) , 4. 00-4. 07 (m, IH) , 6. 7 3-6. 7 6 (m, IH) , 6. 
77-6. 82 (m, IH), 7. 24-7. 30 (m, 5H), 7, 88 (s. 
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lH)o 

|g*^*ffii(ESI-MS, m/z) :3 2 7 (M*+l)o 
^flS^Jl 54 : N- ri- (4-7;i/:^P^>y;i/) y'V^^U KP-lH-3 
-N- (in-d-^y^'JV)^) T^> 
(R) - (-) -3-\^DVt>J-)lMm.^ (7 7mg) 43J;W^*U«>A 
(2 6 8mg) K (1ml) id^^^U -^il^s 4-7;i/ 

:rp^>S?;i/^D5>f K (1 OOmg) h-hij;i/|§^S (1ml) ^mM. 

cicD4'^#:Ai: h yx^;i/T^> (0. 5 0ml) ^«$^^f-;^:^>'^'i^=^1^ 
'f K (1ml) tc:^«?U 7;i/rf>#HmTx murBmitmn - hUp{^;i/r 
(2 0 9mg) mu^tco SiiSB^^S^iST? 1 8l^^jS#Ufe^x £g 
ffi^^*^:^ h U e^Azk^g^ft (1ml) ^iDils ^PP>^;i/At?Jftmbfeo 

C,(0rpmi^Bt5-T^.f-(>'^'J'-)V (5 3mg) , (0. 0 2ml) 
^Ai^^-)]/ (1ml) fel^^U ^MT-JJ^^V-l^Ui^^m (0. 0 6m 

1) ^mrvtco Rmm-^^Mum smmmni^tzm. la»JK^^:^^u 

e^Azk^g^S (imi) tJ/pp7i^;i/A-rp>'iy-;i/ (3/1) -eiftmb 

^pp;^^;^A/^^/'-;^7!JlM■rSHPLC^c:J;^))l»i^U ^M^b^tJ^fc 
5 Smgs JR^4 4%l?ftfeo 

*H-NMR (CDCls, 400MHz) : 1. 6 7-1. 7 8 (m, IH) , 
2. 30-2. 40 (m, IH) , 2. 41-2. 50 (m, IH) , 2. 60 
-2. 6 8 (m, IH) , 2. 7 6-2. 84 (m, 2H) , 3. 62 (s, 2 
H) , 4. 0 0-4. 0 8 (m, 1 H) , 6. 7 3-6. 7 6 (m, IH) , 6. 
76-6. 81 (m, IH), 6. 96-7. 03 (m, 3H), 7. 26-7. 
32 (m, 2H) ,7.88 (s, 1 H) o 
Mfi^«f^t (ES I-MS, m/z) :311(M*+l)o 

mmmi 55 : n- ri - (A-fve^yt^jv) y'h'p^u hp - 1H-3- 
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(R) - (-) -3-\inVt^J-')VmmM (9 6mg) :feJ:tJ«M^*»;'>A 
(2 6 8mg) :£i^^^;i/3!h;VAT$ H (1ml) ic^^ilU ^c:<^^ 4-:/D 
^^>'S;;i/:/D"x'>f Y ill 5mg) ©T-fe > (Iml) ^^M*? 

z.<or^mi^AthVx.'^)V'r^y (o. 5 0 ml) ;&»i7jcs^;^ ^;i':^;i/5^=^tJ- 
-f H (1ml) K:?SMOs T;i/df>#iimTN ^M"?!=ii^b«ii^ • 

(2 0 9mg) mn^tzo SifSS^t/^^M-^l 8^K^#bfe^> |g 

ffi^^^r^h ue7A2fc^?g (1ml) mvt. i> pp5i^;bA-ei*fliufeo 

^(Drpmii^Bt5-'r3.J^yir^J-)\^ (5 3mg) » mm iO. 0 2ml) 
$;p<^y-;i/ (1ml) tcmmVs MUt^^^y^-^VP^mi^ (0, 0 6m 

^Aykmm (Iml) ^DP7|>;vA-:/D^iy-;i/ (3/1) -^JAmb 

i5'DP>i^;i/A/;^^y-;VTMIil1-SHPLCft:J;D)liSiU ^^b-^ifel?^ 
8 8mgN JR^5 9%T?^feo 

'H-NMR (CDCls, 400MHz) : 1. 60-1. 70 (m, 1 H) , 
2. 2 3-2. 3 3 (m, IH) , 2. 33-2. 42 (m, 1 H) , 2. 52 
-2. 58 (m, IH) , 2. 6 7-2. 7 8 (m, 2H) , 3. 53 (s, 3 
H) , 3. 9 2-4. 00 (m, 1 H) , 6. 6 6-6. 69 (m, IH) , 6. 

7 0-6. 7 5 (m, 1 H) , 7. 14 (d, J = 8. 3 Hz, 2H) , 7. 2 
1 (d, J=9. OHz, IH) ,7.36 (d, J = 8. 3Hz, 2H) , 7. 

8 1 (s, IH) o 

nm^mm (esi-ms, m/z) : 371, 373 (M^ m*+2) o 

m&mi5 6 ;N- (lE-5->[>St'JV)l) -N- Tl - (4-^h»$/^ 
>i^)V) y'V^JU HP- lH-3-tfP'J;H T^> 

(R) - (-) -3-}^i^V^>^-)mmM (9 6mg) :}3J;Wm3b U A 
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(2 6 8mg) ^&5^pt^;WVA:r^ H (Iml) tc^^SU ^C^^ 4-p<h 
^t/^>t^}\/i7ti^-( K (1 0 9mg) (DT-t V=-hV)mW. (1ml) 

il©itiK#:Aii h Ux^;i/T^> (0. 5 0ml) ^m:i(.P^'^)]/:^M^^-^ 
>f K (1ml) tcgflHU T;i'=f>#ffl^Ts ^M-CH^fliSKII- hUp«^;i/T 
(2 0 9mg) «*P^feo SJiSm^ffeJ^^M-C 1 8«f^ai#um 13 

ffi^^*^:^ ^y'>A*^^t (imi) ^mts ^DD3^;i/A'i?amtfeo 

^<Dt¥mi^Bt5-T^^^>^'J-)V (5 3mg) , mm. (0. 0 2ml) 

^p<tJ^y-;i/ (1ml) fti^siiu ^s-ejK^>-tfys?>jt#: (O. O 6m 

i^ATlc^iiS (1ml) P5jx;i/A-rPM/' (3/1) TfJftttJU 

5 6mg^ lR^4 4%Tflifeo 

^H-NMR (CDC la, 4 0 0MHz) : 1. 6 4-1. 7 5 (m, IH) , 
2. 2 7-2. 3 8 (m, 1 H) , 2. 4 0-2. 49 (m, 1 H) , 2. 58 
-2. 63 (m, IH) , 2. 7 4-2. 8 8 (m, 2H) , 3. 58 (s, 2 
H) , 3. 7 7 (s, 3H) , 3. 9 7-4. 0 5 (m, 1 H) , 6. 70-6. 
73 (m, IH) , 6. 7 5-6. 7 8 (m. 1 H) , 6. 84 (d, J = 8. 
8Hz, 2H), 7. 20-7. 26 (m, 3H), 7. 85 (s, lH)o 
M^*f<i (ES I-MS, m/z) : 3 23 (M*+l)o 

mmmi 5 7 : n- (ih-5-^>^vu;i/) -n- n- (4-^^jv^> 

KP-lH-3-l:;pU;Vl 
(R) - (-) -3-\^xiVt^J-)V^m. (9 6mg) ^i:tJPMmi}^)^J^ 
(2 6 8mg) ^i^?^^)V^^JVI^T^\i (1ml) fcJ^filU ^Z^^ 4-p<^ 
;W>i>;i/^D5>r K (9 8mg) ©T-fe U;i/^^ft (1ml) «^m*t??8 
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ilO+ia#:Ai:b Ux^;i/T^> (0. 5 0ml) ^m^t^?^^))/7.)\y^^^ 

K (imi) izmmvs T}i::i>mm^ys mm.'r^=m^mm' hu^^;i/7 
^ >mi$. (2 0 9mg) m\i^rco mm-^m^^w^ i smmmnhtcu. m 
mmstyi^M±hvt7A7^m0L (imi) ^mxs ^DD3j-v;vAt?«ittibfeo 

^(Dtpma^Bt^-T^^-Oi^'J-^V (53ing) , I^S (0. 02ml) 
(1ml) Kmmv. ^M7?5}f9>-tfU^:?>lgf*: (0. 0 6m 

^Jxyi^mm (Iml) ^io^x ^'pd4^;1'A-7-p.'1>'-;i/ (3/1) -tfiWitfib 

^DOsj^;i/A/;>?^>'-;i/T?jgM'rSHPLCJ^<fcD*ll«[U ^<b^* 

5 6mgx »4 0%-e#feo 

'H-NMR (CDCls, 40 0MHz) : 1. 6 4-1. 7 6 (m, 1 H) , 
2. 30-2. 38 (m, IH), 2. 31 (s, 3H), 2. 41-2. 50 

(m, IH) , 2. 5 8-2. 6 5 (m, IH) , 2. 7 5-2. 8 5 (m, 2 
H) , 3. 5 6-3. 6 5 (m, 2H) , 3. 9 5-4. 0 5 (m. IH) , 6. 
71-6. 73 (m, IH) , 6. 74-6. 7 9 (m, 1 H) , 7. 10 (d, 
J = 7. 6Hz, 2H) , 7. 20 (d, J = 7. 8Hz, 2H) , 7. 23- 
7.28 (m, IH) , 7. 86 (s, IH) o 
3S«^«ffii (ESI-MS, m/z) :3 0 7 (M*+l)o 
^iKSg!ll5 8 ;N- ( 1 H- 5 — Y U;V) -N- Tl- (3-=.Vi3^> 
-y;V) T^h^/NW' KP- lH-3-trP U>>V] TK> 

(R) - (-) -3-tfPUi^^-;v^^i© (9 6mg) ^ ^XJ^m^i} V A 

(2 6 8mg) ^t^^^M^}l2^TK\( (1ml) Hl^llU ^C-^^ 3-r:h 
P^>S?;V^P^>f K (12 0mg) <?)y-bh-hU;V?§IK (1ml) <fe^MT 

c:04'S#^AfchUx^;i/T^> (0. 5 0ml) ^m^9^^)V:^M^^Vr 
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(imi) izmmu Tjvdtymmur. Mu-^^mitmn- ho^^jvr 
^>mi^ (2 0 9mg) ^ip^fco Rmn-^m^^mt! i snmrnnvtz^^. m 
mmm7i^mi'V^)^j^yi<imL (imi) mt. ^titi-t>)iA'^mBvtco 

!l<Dtpmi^Bt5-T^^>(>V'J-JV (5 3mg) , (0. 0 2ml) 
^t^iJ^y'-;!/ (1ml) ^mmu ^fi-??>t?7>-lfUS^>^<*: (0. 0 6m 

1) ^mrvito mm-m^mm-cis^mmnLit^. mammm^ho 
e^AzK^jig (imi) *^p^^ ^tiuMA-rv?^^-jv o/i) -ewmb 

4s ;j7DD7n;i/A/pi^y-;i/'??Jgil'r-5HPLCK:J:DMMU ^<b^i^* 

8 imgs m^eovo-smtzo 

•H-NMR (CDCls, 4 00MHz) : 1. 6 3-1. 7 4 (m, 1 H) , 
2. 2 6-2. 3 6 (m, IH) , 2. 37-2. 46 (m, IH) , 2. 55 
-2. 63 (m, IH) , 2. 6 9-2. 8 4 (m, 2H) , 3. 67 (s, 2 
H) , 3. 9 6-4. 0 3 (m, IH) , 6. 68-6. 71 (m, IH) , 6. 
73-6. 7 8 (m, 1 H) , 7. 23 (d, J = 8. 8Hz, 1 H) , 7. 4 
1 (t, J = 7. 8Hz, IH), 7. 61 (d, J = 7. 6Hz, IH), 7. 
82 (s, IH) , 8. 04 (d, J = 8. 3Hz, 1 H) , 8. 16 (s, 1 
H) o 

M^tffll(ESI-MS,m/z) :3 3 8 (M*+l)o 
^«B^1 59 :N- (lH-5->f>yvr»J;i/) -N- Fl- (4-=ihr2^> 
7^h7bKP-lH-3-IfP0;i/1 
(R) - (-) -3-tfDUi>>'-;Vffi^ii (9 6mg) :}3J;tfi^i?3b U "^A 

(2 6 8mg) ^i^^f-)VtsJVATKY (1ml) icmMU ^C^^ 4-=.^ 
n^>t^)li7ti^^ Y (12 Omg) (DT-\z h VMW. (1ml) ^^Ut^ 

COifK^I^AJ: h Ux^^l/T^^ (0. 5 0ml) ^my^t^;^^)\^7.)V^^^-^ 

-TK (1ml) Kmmv. T)izi>mmmr.^m.'t!Bmimm' 
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(2 0 9mg) ^jDitfeo ^Ji&^g-^ifel^^MT? 1 8I^^M#bm IS 
ffij^S?7jc|gi-hU»>A2Kj&it (1ml) *Jn^x iJ^d DJJ>;i/A-(?Jiliaibfeo W*» 

iICD«t'^#:Bi:5-r$y'-f (5 3mg) , 1^^ (0, 0 2ml) 

^^^^-)]/ (1ml) ^Ml?4<^>-t:';e^>m (0. 0 6m 

^DD>jx;i'A/p{>5^y-;i/-esiit-5HPLC{cj;DMmu mmit^^ 

8 Omg> W6 0%TWco 

'H-NMR (CDCls, 400MHz) : 1. 56-1. 7 5 (m, 1 H) , 
2. 2 6-2. 3 6 (m, IH) , 2. 36-2. 48 (m, IH) , 2. 50 
-2. 63 (m, IH) , 2. 70-2. 8 5 (m, 2H) , 3. 65-3. 7 
1 (m, 2H) , 3. 9 5-4. 04 (m, IH) , 6. 6 7-6. 70 (m, 
IH) , 6. 75 (d, J = 8. 8Hz, IH), 7. 24 (d, J = 8. 8H 
z, IH), 7. 41-7. 28 (m, 2H), 7. 81 (s, IH), 8. 1 
1 (d, J = 8. 5Hz, 2H) o 
ir«^«f^fi (E S I-MS, m/z) :33 8 (M*+1)» 

mmmi so : n- ri- (3. s-vjih^i^-<>t^)v) yh ^bKo-iH 
-3-i^PU;vl -N- (iH-5->f >yv^u;i/) TS,> 

_ (_) -3-iioy$^y-;i/ii^m (9 6mg) ^xxfrnm-^V'^i^ 

(2 6 8mg) ^P^^M^)^^^^ Y (1ml) t:^S?U ^ii^s 3, 5- 
h:i|f-S/^>5;;i/^^p5-r K (1 3 Omg) ©Tir h-h U;i'^^K (1ml) 

C(Df^mii^Ath^):^^)\^T^y (0. 5 0 ml) ^U7Ki^^'^)^:^J^^^'*^ 

^ K (1ml) Kmmvs T;i/rf>#fflMT> ^ja"e=^^bii^ • h';^^;i/T 
^ >mi^ ( 2 0 9 mg) *jnitfeo 1 si^^^j^um m 

mm^^mi-vv^i^Ti^^m (imi) mn^s ^nD3^;i/Ai?}*mbfeo wti 
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CLCOfpmii^B t 5 -T K >f ^ (5 3mg) , 1^^ (0. 0 2ml) 

^pi^y'-;!/ (1ml) iz^mu ^MtJj^7>-t:U$^>m (0. 0 6m 

^hTkmm. (Iml) mu^s ^DD7}s;vA-rn;iy-;i/ (3/1) -^jftmu 

>57Dn3^;i/A/;<i5^>'-;VT?®li'r5HPLCfcJ;t)lllliU ^fls^*^* 
7 2mgs JR3f55 1%'Cmco 

>H-NMR (CDCls, 4 0 0MHz) : 1. 6 7-1. 7 7 (m, IH) , 
2. 28-2. 39 (m, IH), 2. 42-2. 51 (m, IH), 2. 61 
-2. 69 (m, IH) , 2. 74-2. 8 8 (m, 2H) , 3. 53-3. 6 
3 (m. 2H) , 3. 75 (s, 6H) , 4. 00-4. 10 (m, IH) , 6. 
32-6. 35 (m, IH), 6. 48-6. 51 (m, 2H), 6. 72-6. 
7 4 (m, IH) , 6. 7 5-6. 8 0 (m, IH) , 7. 2 3-7. 29 (m, 
IH) , 7. 8 6 (s, IH) o 

M«i9^*f4i (ES I-MS, m/z) :35 3 (M^+l)o 

mMMl 6 1 : N- CI - (2-^PP^>^;i/) -3-b:^U^;i/] -N- 

(iH-5->r >tyi;u;t/) 

3-fc FD^^S^tf^Ui^> (7 Img) ^At5j^^*ye?A (1 3 8Bmg) 
5fe$^^^;i/s|.;i/AT^ h* (1ml) ^mmv^ ^c:^^ 2-^utt^y*J)Vi7vi 
(11 2mg) <DT-te h h 'J (1ml) ^^M-e?iSTbfco KB 

ClO^K^AJ: h ';x^;i/5'^> (0. 5 0ml) 

^ H (1ml) fci^fiiu T))^-=[>mm%Ts ^m.xEmmin' v^)^'^))^t 
^>m^ (2 0 9mg) ^mxtzo mm-^m^^M.ximfmnx^f^'^. m 
^^J^^7X^:^^ U'>A7jc^^s (imi) mw^s ^DDJiT;i/A'ejftmbfeo mm 

il©»t'^(*:Bfc5-:r^>'>f>^\/-;i/ (5 3mg) , fi^^ (0. 0 2ml) 
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^;>i^^-)V (1ml) Jc^«IU gmt?>i?7>-t:U^;?>^#: (0. 0 6m 

1) ^myvtzo Kim^^mM-m smmmniyft^s mimtT^mtw 

t'J^ymm (Iml) muXs ^timt^)]/A-yxiJW-)l (3/1) -eJAtiiU 
8 5mgs iR2^6 3%-e^feo 

•H-NMR (CDCls, 400MHz) : 1. 42-1. 74 (m, 4H) , 
2. 31-2. 53 (m, 3H), 2. 65-2. 75 (m, IH), 3. 51 
-3. 6 0 (m, 3H) , 6. 7 1-6. 7 9 (m, 2H) , 7. 0 7-7. 1 
8 (m, 2H) , 7. 21 (d, J = 8. 8Hz, IH) , 7. 28 (dd, J 
= 1. 7Hz, 7. 6Hz, IH) , 7. 34-7. 42 (m. 1 H) , 7. 7 
8 (s, IH) o 

Ka^S^llf^ (ES I-MS, m/z) : 34 1 (M-'+l) o 

HlfeMl 6 2 ; N- ri- (3 -^tiu^>P)V) -3-\^^Vi?)ll -N- 

(iH-5-> f >j!^i;u;i/) 

3-t )«D=¥5'tr^U^:?> (7 img) :feJ:Vm*y (1 3 8mg) * 

K (1ml) izmMU z-pxiu^yt^y/i/wy 
^ K (1 12mg) ©T-feh-hi;;i/^^S (1ml) <^^MT'^iTUfeo SJf&S 

c:®"4»Hi*^Ai:hUx^;vT^> (0. 5 0ml) ^i^iiizlc5^p<^;i/:^;i/5l^=¥"y- 
>f K (Iml) K:?§«IU 7;i/rf>#fflmT> ^M-eH^-fbMM • h';p<^;i/T 
(2 0 9mg) ^^iP^feo SJ!&?S^^*^S*t? 1 8i^^m#Ufe^s IS 

^PJ^^7K^:^^U'>A2l<^^^ (imi) i^Dn:^;i/A-e*iiimbfeo mm 

^<Dr^fmB}Lb-T%/>(y^^J-)\^ (5 3mg) , 0^ (0. 0 2ml) 
^pit^^y-;!/ (1ml) SM7?JK7>-I^y$;>^#: (0. 06m 

'>A7J<^^ (Iml) -^mTL^ i>DP5^;i/A-7-p;v-;v (3/1) "eamt 
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it^ :i7Do4^;i/A/pttJ^y-;i/-ejg|i"rSHPLCtJ:blliS!iU ^M^fh-^ife* 
6 3mgs JR^4 6%"e^#feo 

•H-NMR (CDCls, 40 0MHz) : 1. 4 9- 1. 6 5 (m, 2 H) , 
1. 68-1. 78 (m, 2H), 2. 33-2. 54 (m, 3H), 2. 60 
-2. 73 (m, IH) , 3. 42-3. 54 (m, 2H) , 3. 54-3. 6 
4 (m, IH) , 6. 7 8-6. 8 6 (m, 2H) , 7. 16-7. 22 (m, 
3H) , 7, 27 (d, J = 8. 8Hz, IH) , 7. 34 (s, IH) , 7. 
8 5 (s, IH) o 

M«^«f^l (ES I-MS, m/z) :34 1(M*+1)<. 

msmi 63 : N- n - (4-^^pp^>^;i/) -3-tf^u$^;t/i -n- 
(1H-5-W' T^y 

3-t YU^t/\^^^)V:/ (7 Img) :j3<ttKi^l^*U»>A (1 3 8mg) * 

5^^^;n^;i/AT^ h' (iml) i::?§^iU ^c:^s 4-^DP^>i^;i/^D7 
>♦ (1 13mg) OT-teh-hU;i/^m (1ml) ^^^M-eSTb^o SJiS^g 

Ci®4»W<*:Ai; h (0. 5 0ml) 

-i K (1ml) tc^^u T))y'^y^m%-Vs ^U'^=Mmm' hup^^^i/t 

(2 0 9mg) ^SP;tfeo S/iS^^i^^^M"?? 1 8l^^jl#Ufe^> 13 
^ U<7AzK^?fi (1ml) D7|^;i/A-ettilibfeo 

CCD»f»Kft:Bi:5-r^>^'f >^^V^-;i/ (5 3mg) , If^ (0. 0 2ml) 
(Iml) tc^g^iU (O. 0 6m 

1) ^?iTu;feo Mii&$g^-^^^MT*i 8i^m#bm mmum.im±v') 

'>A7jc^?«[ (1ml) ^mfi. :J7DDJi^;^A-7•D;v-;l/ (3/1) "tjtfimb 

feo w*l^*^iftici5K®:M^u«>A'esg^u iteT^ji*®*b"r#e.nfea^ 
^^DD5t>;i/A/'^^y'-;i/-cjglS-rsHPLCH<tDmi^U ^<b-^* 

3 9mgs IR^2 
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^H-NMR (CDCls, 400MHz) : 1. 4 3-1. 5 7 (m, 2 H) , 
1. 62-1. 74 (m, 2H), 2. 20-2. 40 (m, 3H), 2. 63 
-2. 70 (m, IH) , 3. 3 3-3. 4 8 (m, 2H) , 3. 48-3. 5 
8 (m, IH) , 6. 7 2-6. 7 8 (m, 2H) , 7. 18-7. 24 (m, 
5H) , 7. 7 9 (s, IH) o 

M^*f«S(ESI-MS, m/z) :34 1 (M++l)o 

mmi 64 : N- CI - (4-7;i/:tP^>$^;p) -3-tf^Uy;i/1 -N- 

3-b \(ti^t/\f^Vi» (7 Img) ^^XJ^^mi^ ^) ^2^ (1 1 3mg) ^ 
S?;^^;U5^;i/AT^ 1« (1ml) fc^ftPU ^H^s 4~y)\/:tQ^>i?Mvi 

K (loomg) 0T•fe^r^^y;^^s^K (imi) ^tM-eaiTUfeo sir 

c©4'^#:A2: h Ux^;i/:p^> (0. 5 0 ml) ^m7ki^^^)iy:^)V-t^^-^ 
^ Y (1ml) tn^MU 7';l/=^>#HmT^ ^mT-HK'fbiSSIt • hUp«^;i/r 

^ (2 0 9mg) ;fein^fe« Rmmm^^W^ 1 8l^^a#um 13 
ffl^ibjfcmr^hUe'AzKSflgt (1ml) ^An;t> t>PD:^;i/A7fttabfeo 

Z.(0^^i^Bhb-TXJ'i>^^J-)\^ (5 3mg) , l^i^ (0. 02ml) 
(1ml) ^Mt!>it^>-trys>>^#: (0. 0 6m 

^Ki^mWi (Iml) i'DD3ix;i/A-7'D;v-;i/ (3/1) ^JAaib 

^DP7}^;^AXp(^y-;l/•CJli|■rsHPLC^cJ;D)(ii[U ^M^b-&t»* 
2 Omgs iR^ 1 5 %t?l#fe<, 

'H-NMR (CDCls, 40 0MHz) : 1. 43-1. 5 8 (m, 2H) , 
1. 60-1. 75 (m, 2H), 2. 20-2. 40 (m, 3H), 2. 61 
-2. 75 (m, IH) , 3. 3 4-3. 4 7 (m, 2H) , 3. 47-3. 5 
8 (m, IH) , 6. 72-6. 7 8 (m, 2H) , 6. 8 9-6. 9 6 (m. 
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2H), 7. 19-7. 25 (m, 3H), 7. 79 (s, lH)o 
Jg«^«f^S (ESI -MS, m/z) : 3 2 5 (M*+l) o 

mmmi65 :n- ri- (4->^p^^>-;^;u) -3-e^us^;t/i -n- 
(iH-5-^>yyu;i/) 

3-t KP:^>>tf^Ui^> (7 1mg) ^^XJ^^mtiV ^2^ (1 1 3mg) 

s^^^;v5^;i'A7'^ K (1ml) ic^jSl¥U '?ii^> 4~:/P^^>i^;i/>^DT 
>f K (1 74mg) ©T-bh-hU;i/?§?ft (1ml) ?&^S7?«ITbfeo m^U 

eiotf^^^Ai: h U:i:^;vT^> (0. 5 0ml) ^&^m7K5^^^;i/;^;i/5^=^"9' 
^ K (1ml) iJiMPU 5';bdr>#®mTs ^M-eH^Yh^^ • hUp<^;i/5^ 
^ >mi^ (2 0 9mg) «iP^feo HiiSm^ifel^&^M-ei si^mw^bfemx 
«Ij^^^:^h U«>A7k?Sm (1ml) ^AP;ts ^PP5^;i/At?ttiaibfeo mm 

COfpmi^Bt5-T5,y^-(>'^'J-)V (5 3mg) , (0. 0 2ml) 

(1ml) icmmv> Mm.'^^-'^>-\^vi»mi^ (o. o em 
1) *iSTufeo Rmm-^^mmrc i si^^s^ufe^s tawi^KTk^:^ h 

•^AtK^^K (Iml) *jp;?.> :J7PPJh;i/A-rp/iy-;i/ (3/1) -cmmiy 

fee Wa«^£^2k«[^:M>U«>AT-Sg*iU MjET^ii^g*bT^§^,nfe^^ 
>ic, ^j7PP5l>;VA/pti5'y'-;i/T?jg||-r^HPLC{c:<tOiliiiU ^^-^ti^ 

6 2mgs JR^4 0%T#feo 

•H-NMR (CDCls, 40 0MHz) : 1. 4 2-1. 5 7 (m, 2H) , 
1. 6 0-1. 7 3 (m, 2H) , 2. 2 0-2. 3 8 (m, 3H) , 2. BO 

-2. 75 (m, IH), 3. 33-3. 47 (m, 2H), 3. 48-3. 5 

7 (m, IH) , 6. 7 1-6. 7 8 (m, 2H) , 7. 14 (d, J = 8. 1 
Hz, 2H), 7. 22 (d, J = 8. 5Hz, IH), 7. 36 (d, J = 8. 
3Hz, 2H) , 7. 8 0 (s, IH) « 

mm^mm (ESI-MS, m/z) : 3 8 5, 3 8 7 (M% M*+2) » 
^M^Jl 6 6 : N- (lH-5-^>yy'J;i/) -N- fl- (4-p< h^jy^ 
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3-b KD#i^li^US>> (7 Img) U "^A (1 1 Smg) « 

e>^^;i/s^;i/AT^ (1ml) ^mm\y. A-}^v^i^^yv)\^^vi 

"y-f Y (10 9mff) OT-lr h-M);p^}t (1ml) ^^MT-?iSTb;feo 

ilOtt'^#:Ai: h Uj^^^wt^ V (0. 5 0ml) *^!R2Ki^^f-;^:^;i/5i^^"t?- 
K (1ml) ti^^U T;i/r?>#HMTs ^M*tfHBS'to?il!iS[ • hU;>«^;i/T 

(2 0 9mg) <^in^feo Rmu-^m-^^utis^^mn\^tc^. 

U«i7A2kl§?£ (1ml) ^JP;t> ^nD4^;i/At?lftmbfeo ^il 

il®4«K#:Bi:5-T§>^>f (5 Smg) , ^Wt (0. 0 2ml) 

(1ml) ti^filU ^Mtf:^^>-t:U$^>il#: (0. 0 6m 

e;A7K^§^S (Iml) ^'DD^^;l/A-rD/v-;^ (3/1) "^ttttib 

feo w^ls^^lll2K»KK:^^u«>A■cle^b^ MffiT^§ii*s*b•c^§e>^^fea^ 

^DD4K;i/A/p<^^>'-;i'T!Jgfi'r5HPLCK:J;0iSISlU |g®<b^S 
2 5mg> IR2|5 1 9 %1f#feo 

*H-NMR (CDC Is, 4 0 0MHz) : 1. 4 3-1.5 6 (m, 2H) , 
1. 6 0-1. 73 (m, 2H) , 2. 2 3-2. 40 (m, 3H) , 2. 61 
-2. 80 (m, IH), 3. 33-3. 47 (m, 2H), 3. 48-3. 5 
8 (m, IH) , 3. 72 (s, 3H) , 6. 74 (s, IH) , 6. 78 (d, 
J = 8. 8Hz, 2H), 7. 16 (d, J = 8. 5Hz, 2H), 7. 21 
(d, J = 8. 5Hz, IH) , 7. 79 (s, lH)o 
WS^«ffii (ES I-MS, m/z) :3 3 7 (M^ + .l)o 

mmmi%i ; n- (iH-5-w'>>y^7u;i/) -n- n- (4-^^;i/^> 
s;;v) -3-tf^o>:^Ji/1 

3-t KDdp^>lf^Ui^> (7 Img) :fe<J:yfj^K*U*>A (1 1 3mg) ^ 
V^=}-Ms)\^h,7^Y (1ml) t:^«IU -^ci^s 4-;'i^;i/^>i;;i/^P^ 
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^ K (9 8mg) OT'bh-hVJmm (1ml) ^^a"^?^Tbfeo m^u^ 
!10fpmi^AthV3:'^)VTK> (0. 5 0 ml) ^mTi^t^^'^)^^:^^^^ 

-i h* (1ml) izmmu T)i::J>mmmr. mux'-m^hmn- h^j^^ji^r 
^ >mi^ (2 0 9mg) ^mttco mm-^m^^mrQ i smmmn sterns m 
mmmyK^mi-hv^A^mL (imi) ^m^s ^'DD3^;i/A-ciAajbfeo 

ZOr^mi^Bt5-T^^-(>'$r^J-}l^ (5 3mg) , mm (0. 02ml) 
(1ml) izmmv. MUt!^y>-^Vi»mi^ (0. O 6m 

1) ^T^Tbfeo m^m-^!iiii^mm.r 1 smmmniytcms mi^mykmi-hv 
^i>.^mm (imi) ^mx^ ^vitm-^jvA-m^^j-)]^ o/d •cjftmu 

^vitiMA/j^^^-jvcmmt^KFLCicx^mmi^s ^^^^^ 

2 8mg^ W2 2%-ef#feo 

'H-NMR (CDCla, 400MHz) : 1. 4 2-1. 5 7 (m, 2H) , 
1. 6 0-1. 7 2 (m, 2H) , 2. 26 (s, 3H) , 2. 24-2. 39 
(m, 3H) , 2. 6 2-2. 7 5 (m, 1 H) , 3. 3 5-3. 4 8 (m, 2 
H) , 3 . 4 8-3. 5 8 (m, 1 H) , 6 . 71-6. 78 (m, 2 H) , 7 . 
05 (d, J = 7. 8Hz, 2H) , 7. 14 (d, J = 8. IHz, 2H) , 
7. 21 (d, J = 8. 8Hz, IH), 7. 79 (s, lH)o 
M«^«ffii (ES I-MS, m/z) :32 1(M*+l)o 

mmmi 68 ; n- (iH-5->f >y\;u;i/) -n- n- (3-=.hvi^> 
- 3 - ^ u 

3-b KD^>>lf^U$^> (7 Img) ^it/f^^^* U >> A (1 1 3mg) ^ 
s^^^;U5^;i/Ar^ K (1ml) ti^MU -^ci-N^ 3-- ho^>i;;v^p^ 
P (1 20mg) CD7-feh-h';;i/^?8( (1ml) ^£^M-C?^Tbfeo m^M 

c:0rti^<*:Ai: h Ux^;i/7^> (0. 5 0ml) ^i^7ke^^^;i/:^;b4^=^[^'b- 
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■i Y (Iml) tJgfilU T;i/::f>SfflmT> ^^-^^mmn - hU^^^l/T 
^ (2 0 9mg) *»n^feo KliS^g^^^Mt 1 8I^K»#Ufe^> IS 

m^mi^Mi- V ^) ^ hiY^^ (1ml) ^iP^s :i7DPJ^;i/A7?Mllil/fe« 

Cl®ttJ^#:Bii5-7^^'f (5 3mg) , 1^^ (0. 0 2ml) 

(1ml) gM-esl?7>-l^U$^>^#: (0. 0 6m 

1). *5STUfeo Kmi^-^^Mni 1 8I^Ha#bfe^s ISffiJ^^^i^h U 
»>A7K^^S (1ml) ^ilP;^N i^DP3^;VA-7'P>'^y'-;i/ (3/1) 7?iAtBb 

^fc, ^^DDs^;i/A/.^^>'-;i/'eMI|-r-5HPLCH:<fcD5i|glU 
6 0mgs JR^4 3%-e^feo 

»H-NMR (CDCla, 400MHz) : 1. 5 2-1. 6 6 (m, 2H) , 
1. 71-1. 84 (m, 2H) , 2. 26-2. 50 (m, 3H), 2. 70 
-2. 80 (m, IH) , 3. 5 2-3. 6 5 (m, 3H) , 6. 77-6. 8 
5 (m, 2H) , 7. 27 (d, J = 8. 8Hz, 1 H) , 7. 44 (dd, J 
= 7. 8Hz, 8. IHz, IH) , 7. 63 (d, J = 6. 8Hz, 1 H) , 
7. 83 (s, IH) , 8. 07 (d", J = 8. 3Hz, IH) , 8.- 23 (s, 
IH) o 

SM^Iff^i (ES I-MS, m/z) :3 5 2 (M++l)o 

mmmiQ% :n- (ih-5-^>^\;u;i/) -n- ci - (4-:^hD^> 

3-.t l<D:Jf-^tr^US?> (7 Img) ^.fcWffiAUe^A (1 13mg) * 

K (1ml) K:i§«iu ^^i^n 4--hD^>s;;ui^D^ 

H (1 2 0mg) £DTHj h^h U;V^?« ( 1ml) t^M"t?«STbfeo 

ci^ft^^^^A b u ^>(o. 50ml) 

(2 0 9mg) itm^fzo mM'^m^^mr^immw^\^fc^. is 
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C(Df^mmt5-7 5,^-(>'ir^J-)V (5 3mg) , B^S (0. 0 2ml) 
(1ml) lc:^fj?U ^Mf5J^^>-t:Ue^>m (0. 0 6m 

1) *?iTbfeo m^m-^^^u-^ i smmmwi^tc^. f&m^m^m±hv 
^j^jkmm (imi) <§&jp^s ^tJut^jvA-yn^^^-)]/ (3/1) -ejamb 

^DD5^;i/A/^^>'-;i/t?Jll|-rSHPLClc<tD)liS!{U ^^b-^<& 

'H-NMR (CDC la, 4 0 0MHz) : 1. 51-1. 68 (m, 2H) , 
1. 6 9-1. 8 6 (m, 2H) , 2. 2 6-2. 47 (m, 3H) , 2. 71 
-2. 8 3 (m, IH) , 3. 5 2-3. 6 5 (m, 3H) , 6. 7 9-6. 8 
3 (m, 2H) , 7. 28 (d, J = 9. 5Hz, IH) , 7. 49 (d, J = 
8.5 Hz, 2H) , 7. 8 4 (s, IH) , 8. 15 (d, J = 8. 8 Hz, 
2H) o 

M^*ffii (ES I-MS, m/z) :3 5 2 (M*+l)o 

mmmi 70 : N- ri- (3. s-i^^ h»$/^>$^;i/y -3-b:^us?;i/i 

-N- (IH-S-W'VWJ;!/) 

3-b h'P^i/lf^US^> (7 Img) :33J;tJf;^^*Ue7A (113mg) ^ 
^pt^;i/3^;i/AT^ F (1ml) Ic^^SU 3, 5-i^;f^ 

;i/^P7>f K (1 3 Omg) (DT-b h=^h*))mm (1ml) ^Mw^mrvtco 

'Jl®*^i*:Ai: h (0. 5 0ml) ^m:^t^;^^)\^X)V:t^^V- 

h* (1ml) tc^pu r;i/=f>#ffl^Ts ^M-eHitMM- 

(2 0 9mg) mnttzo mm^^m.UT^i8mmmniyrcms la 

^j^^m:M-U»>A2k^ (1ml) iJ7DD3^;i/AT»imi/feo 
il©i+>^i*:Bi:5-:5'^y^>iJ^\;~;i/ (53mg) , mm. (0. 02ml) 
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(Iml) Kl^filU ^m-tJi^^>-tfUi^>«l* (0. 0 6m 

e^i=.7K» (1ml) »;ts ^PD5^;i/A-rD;V-;i/ (3/1) -ettiHU 

^DD;tN;i/A/^^>'-;v-eMII'rSHPLClc:J;D)liMU a^^b^ti^ 
5 5mgs iRsj5 3 8%T?#feo 

»H~NMR (CDCla, 400MHz) : 1. 40-1. 5 7 (m, 2H) , 
1. 6 2-1. 7 5 (m, 2H) . 2. 20-2. 43 (m, 3H) , 2. 70 
-2. 80 (m, IH) , 3. 3 5-3. 4 7 (m, 2H) , 3. 50-3. 6 
0 (m, IH) , 3. 73 (s, 6H) , 6. 29 (s, IH) , 6. 45 (s, 
2H), 6. 72-6. 7 9 (m, 2H), 7. 22 (d, J = 8. 5Hz, 1 

H) , 7. 79 (s, IH) o 

Mi9>«f<ii (ES I-MS, m/z) :3 67 (M*+l)o 

m&mi 7 1 : Nl-^>y;V-N4- ( 1 H- 5 — f U;i/) -1.4- 

1^ 4,^%/i;xi^^'^yV'^y ^y'x^W^'Jr^-;!/ (3, 9 0g) , 5- 
7K/>(>^'J-)\' (2. 6 6g) , i^K (0. 5ml) (50m 

I) fc^^^U ^fi"t?4?7>-lfys^>^<*: (2. 5 0ml) ^^gTbfeo 

1 Bnmmnhfc^s m\m^M± v u t?h:i^mwL ( 5 om 

1) :&ip^>^PD3j:;vA-:^n''V-;i/ (3/1) -efftmufeo W^^ii^K 

^#:A^4. 0 9g> JRats7 5%'Tf^feo 
ft^^^^A^M-TK (1:1, 5 0ml) l3^^SU 8 0'CT?3l^^«#l/feo 

5fejD^> i7DDjt^;i/A-rD;v-;i/ (3/1) -clftWbjfeo W^?fe^i2K«ait 

i5'^-;V7?Jg|l1"SJ^U*W*^A^nvh^^7^-ic:J;t)iltl!iU •I'K* 
B^3, 2 1gx iR^9 3%-e#feo 
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e:©*^<*:B (1 1 5mg) t^:/t^)]yT^> (6 4mg) s g^m (0. 0 2 
ml) ^^^y-JV (1ml) iiimmu ^jaT5i^^>-t:»;i^>jg<*: (0. 0 

6ml) ^iiSTbfeo mm-^^^mm.'^i smmmnLtz^. mamtTiimi- 

YV^AymWL (Iml) ^Jp^s i7UDt^)VA-yr2j^>f-)l (3/1) tftt 
B^^s ^DPj^;vA/;<i5^>'-;i/"e®i|-rsn/yi^^^yTLC{;:j;t)«|®i 

(1 : 1) tLXmtzo 
•H-NMR (CDCla, 4 0 0MHz) (2mm(0VT:^y^U:^m&i^(DM^ 
m : 1. 0 8- 1. 2 2 (m, 2H) , 1. 3 2-1. 4 6 (m, 2H) , 1. 
6 4-1, 9 2 (m, 8H) , 2. 05-2. 14 (m, 2H) , 2. 17-2. 
25 (m, 2H) , 2. 5 6-2. 6 7 (m, IH) , 2. 74-2. 8 3 (m, 
IH) , 3. 22-3. 31 (m, IH) , 3. 53 (m, 1 H) , 3. 86 
(s, 2H) , 3. 87 (s, 2H) , 6. 7 5-6. 8 6 (m, 4H) , 7. 
23-7. 45 (m, 12 H), 7. 86 (s, IH), 7. 88 (s, lH)o 
«»i^*f^ (ESI-MS, m/z) :32 1(M^+l)o 
mmmi 72 ; N1- (lH-5->f >y\;U;i/) -N4-7x:r;i/~l. 4- 

1, 4-t/^ti^'if'^>i>:t> ^y3i^I/>'^4'-;i/ (3, 90g), 5- 
T^y-O'^'J-JV (2. 66g) , mm (0. 5ml) ^;^^y-)l (50m 
1) lci§^u m.Uxr^^>-\^Vi^>mi^ (2. 5 0ml) ^riTbfeo SJ^» 

m-^m^mm.x i s iS3ftlJKib!K^:^ h u A2ki§i« ( 5 o m 

1) %ip^s i'DD5^;i/A-rpyv-;i/ (3/1) -ejAmufeo :&«^**if* 

mi^A^4. 0 9gs W7 5%t?l§feo 
»43^i*:A*@^^-* (1:1, 5 0ml) fc^»U 8 O'CT? 3Np^jSi$Ufeo 

t^PD;iK;i/A-rD;v-;i/ (3/1) -eiftaibfeo ^mmmy^mm 
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c:®4j^#^B (1 1 5mg) (5 6mgK 1^^ (0. 0 2ml) 

•^^^J-)\/ (1ml) t^0U ^MTJJi^^^-l^U^^^^f*^ (0. 0 6m 

"fjhigimi (1ml) ^DD5ix;i/A-rD;v-;P (3/1) 

•^^ ^DD7^;i/A/p«^y-;i/-t?MIB1-SHPLC{::J;D)l«iiU ^fli^^ 
1 2mg^ iR^8%"e^ l«MOi^TXxl/?i-Mi4i*:i:bt:#feo 
'H-NMR (CDCls, 400MHz) : 1. 2 5-1, 3 5 (m, 2H) , 
1. 6 5-1. 9 5 (m, 4H), 2. 18-2. 32 (m, 2H), 3. 27 
-3. 36 (m, IH) , 3. 4 7-3. 57 (m, IH) , 6. 56-6. 6 
4 (m, 2H) , 6. 6 5-6. 7 2 (m, 2H) , 6. 7 8-6. 84 (m, 
2H) , 7. 13-7. 20 (m, 2H) , 7. 30 (d, J = 9. OHz, 1 
H) , 7. 8 9 (s, IH) o 

7 3 : Nl - (lH-5->f >yvyU;i/) -2- i^y'JiS/TXJ^ T 

2- [ (t er t-yh:^i/*;i/sK-;i/) TXJ\ r^^v^r^yv^ (9 6 
3mg)x 5-T^y'>r>i5^y~;i/ (6 6 5mg) , i^^^;!/^^ ^ If U 
(lOmg) h* (2 0ml) fc^HU O-CTfN- [3- 

{^j:x.^y\,rxj^ yu\i)V\ -n ' -x^;i/5i7;i/:l?s^'Y^ KiS^ii (i. 54 
g) 43J;vi-t Kp:3E^$/^>v^hyr\;-;i/ (i. 2 2g) «^feo si&S 

^ti^^Mt? 1 8 l^^M#bfe^^ immmm-^ v u a7J<^^^ ( 2 o m i ) 

■^nx^ ifxiuit^)\^h-'7unj -)V (3/1) T-JftWbfeo *ilS<^^7jcM 

^ / -;i/T?Jg|i'r <5 y ^ A ^ D V h ^7 7 >f -i:: J: DJiil U (i'^^t: 

A^8 4 9mgs JR^5 9%-C#feo 
4'^#A^&^nD;l^;i/A (5ml) Hi^^ilU ^Ml? h U 7;i/;tP@^^ (5m 
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1) ^iD^feo mm-^mmu-G3mmun\^tc^iz^ mmhxfpmi^Bm 

f^mi^B (5 4 6mg) ii^>XT;i/7*t |« ( 1 0 6mg) ^ mm {0 . 0 5 
ml) (2ml) tz^MLs OWs VJ^e^A h H^J/jK 

D>'N'r K^-f K (2 1 2mg) ^M^tco Sji&^S^tl^^MT- 1 8I^^M#bfe 
lal^i^^zK^:^^U'^;A*^I^St (2ml) ^m^. t{'DOslN;i/A-rn;v 

(3/1) -tfttmufeo #8ls*^llzKiiiiK:^^u»>A•elg«u «ETJSi« 

^A^DVhi^-57^-(3j;D)imU ^<b^tl*l 2 Imgs lR^4 3%-^ 

mcc 

'H-NMR (CD CI 8, 400 MHz) :3. 46 (s, 2H), 3. 86 
(s, 2H) , 7. 25-7. 4 6 (m, 7H) , 8. 02 (s, IH) , 8. 
10 (bs, IH) ,9.31 (bs, 1 H) o 
n^mm (ESI-US, m/z) :28 1(M++1)o 

1 7 4 : N 1 2- (lH-5-^ >V'J U - 1 , 2 - 

Ni - (iH-5— r>^^;u;i/) -2 - (^>p)]/t5.j) t-^ yt^ y 

(^Jte0ll 7 3) (5 6mg) *5^h^tK07^> (1ml) {^^g^SU ^U. 
TJ^f^^-T^h-^t KD77>^«: (1. 0ml) ^mfLtc^ l^mU-^^bO 

•^-^mnmwx^fc^s i^^^^ (o. smi) mx^x^ ^^jtubMS-ei 
nnmnxyfc. m\^wdm±v^)^h.ii^^w. (2 mi) ^j^nn^^i/A 

-rD;v-;i/ (3/1) -cttmufeo wa®*l»2k?SS^± h ue^AiJlgigu 

I/^'l^T^^l/TLCfcJi'DMmU ^^-^*23mgs lR^43%-e^|feo 
'H-NMR (CDCI3, 4 0 OMHz) : 2. 8 6-2. 9 1 (m, 2 H) , 
3. 16-3. 21 (m, 2H), 3. 76 (s, 2H), 6. 66-6. 82 
(m, 2H)., 7. 18-7. 2 4 (m, 6H) , 7. 8 1 (s, IH) o 
M^«f^i (ES I-MS, m/z) :2 6 7 (M*+l)o 
MUmi 7 5 : Nl - ( 1 4 -tf^U $;;!/) -Nl- (lH-5- 
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mmmi7 6 : i~ -fs- r (i-^yi^;i/-4-if^'Js^;i/) t^ji -ih 
N- (i-^>i^;i/-4-t:^Ui^;i/) -N- >^\f^)jv) t 

K>imMmi2Q) (1 5 3mg) h Uj:^>>VT^> (0. 14ml) si^ 
:A^)ITK^\^V^:^> (5mg) *^^DP3|^;PA (1ml) ic^PU OVl!m 

^mm (0.0 4 8ml) *»iTi/feo m^m-^^MM.^! snmmnvft^^ 

l@ffi^i^^:^^U'>A2k^S« (Iml) ^iHlJiN e7aD5l?;i/A-7-D>'V-;i/ 
(3/1) -eWltHbfeo ^a^=&«l7Ka^::^h Ue^ATfia^U MffiT^^S^^S© 

SSU ^JlB^^Jl 7 5®^^il^£l Imgs iR^BJi-es HM^^Jl 7 60<b^<S£ 
4 Omg^ 11^2 3%T?^feo 

^ife^J 1 7 5. 



»H-NMR (CDCls, 40 0MHz) : 1. 23-1. 40 (m, 1 H) , 

1. 5 0- 1. 7 0 (m, IH) , 1. 70- 1. 8 0 (m, IH) , 1. 82 
-1. 9 2 (m, IH) , 2. 0 2 (s, 3H) , 2. 11-2. 2 9 (m, 2 
H) , 2. 11-2.29 (m, 2H) , 2. 91-3. 08 (m, 2H) , 3. 
48 (d, J = 12. 7Hz, IH) , 3. 55 (d, J = 13. OHz, 1 
H) , 4. 6 6-4. 7 6 (m, 1 H) , 6. 92-6. 98 (m, IH) , 7. 
2 0-7. 2 7 (m, 6H) , 7. 52 (s, 1 H) , 8. 05 (s, 1 H) 
MM^mm (ES I-MS, m/z) : 34 9 (M*+l) o 

1 7 6 

»H-NMR (CDCls, 400MHz) : 1. 50-1. 6 2 (m, 2H) , 

2. 05-2. 13 (m, 2H) , 2. 18-2. 28 (m, 2H) , 2. 73 
(s, 3H) , 2. 8 5-2. 9 5 (m, 2H) , 3. 3 0-3. 4 0 (m, 1 

H) , 3. 58 (s, 2H) , 6. 7 3-6. 7 6 (m, IH) , 6. 84-6. 
89 (m, IH) , 7. 24-7. 3 6 (m, 5H) , 7. 94 (s, 1 H) , 
8.19 (d, J = 9. OHz, IH) . 
mm^mm {ESI-US, m/z) :34 9 (M*+1).o 
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4-T^^-m-i7U'J-)l (1 23ing) , I^^AUe^A (244mg) , 

Mymmio. 4 7ml) <§&^>DD^>-if> (2ml) so'ct? 
«i^-fv7'^;i/ (0. 2 0ml) ^Mpitzo mm-^mmi^mm-^ismmm 

^mp^A^mm-^^y'-jv {2ml) izmmu 8o°ct?5^p^m#ufeo 
RJls^m■^mi:lm^^mJi<>mi'h^)^2^7i(.mm (2mi) <&jp^s i7PD^;i/A- 

^(Df^mi^Btl-^>t>)V-4-\iYV2^i/\^^VP> (105mg)s h 
U7x:=.;i/i^X7-r> (13 Img) <^5"h^b Kd7^> (1ml) fc:^«fU 
^UX't^3i^J\^T'Ji^ij)l^^^i/U-Y (0. 20ml) ^M^tco R^m^m 

^mMx 1 8 mmmn i^tzm. f&mi^m^mi- h u A7k^^ ( i m i ) ^iia^> 
^^DD7j.;uA-rD>'i>'-;i/ (3/1) xmmLtco ^mm^m^mmi-ho^ 

xmm-r^EPLciz^\)mmu mmit-^m^s^mg, »i i%T^#feo 

^H-NMR (CDCla, 400MHz) : 1. 71-1. 84 (m, 2H) , 
1. 92-2. 00 (m, 2H), 2. 20-2. 30 (m, 2H), 2. 65 
-2. 75 (m, 2H)., 3. 48 (s, 2H) , 4. 16-4. 28 (m, 2 
H) , 6. 9 6-7. 0 3 (m, 1 H) , 7. 0 7-7. 0 9 (m, IH) , 7. 
2 0-7. 2 8 (m, 5H) , 7. 30 (d, J = 9. OHz, 1 H) , 7. 8 
9 (s, IH) o 

Wm^mm (ESI-MS, m/z) : 30 8 (M*+l) o 

mmmi 78 :N1- (4-\^^)t»]/) -2-(2> 4. 6-hU^PP7xy 

Hifl^Jl 6(5DA;i"t^^^;i/#: (5 0 Omgs 1. 9 6mm o 1) <Di^:A^jUt^ 
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jl/AT^ KJSi!8[i;:4-T^y t:U5^> (2 6 6mg, 1. 9 6mmol, 1. 0 
eq. ) i:WSC • HCl (4 5 Img, 2. 3 5mmo 1, 1. 2eq. ) *c 
^Xfi^EOBt •H2O (3 2 0mg, 2. SSmmol, 1. 2eq. ) ^MX^ 

-)v^}^Lxmm^. mm^-^m (2 7 6mgs 42. 6%) -^m^o 

MS m/z :3 3 0, 3 3 2. 'H-NMR <5 : 4 . 6 9 ( 2 H, s ) , 

7. 67 (2H, dd, J = l. 59, 4. 76Hz), 7. 70 (2H, s), 

8. 46 (2H, dd, J = l. 59, 4. 76), 10. 51 (IH, s)o 

1 : 1 H - 5 yjr^J-M-))/ 
A-TXJ-m-i^V'J-)^ (12.3g) s f^^* U "J/A (24.4g) > m^WWi 

(47.1ml) ^^Dn^>-i?> (200ml) ^3{t^^^•^s wcxmmv7%)\^ 
(0.20ml) ^tin^feo m5mi^^n\:^^B.x\mmmn\^tc^. zk (loom 

Fti^i*:A^Jg^-p<^>'->>^ (200ml) t:^«?U 80»C-e5^Smif bfeo S 
iiS^-^iiat;:iawm*^:^bU'>A7jc^?^ (200ml) ?^iD^> ^5'DD4^;l/A-r 
P7t>'-;^ (3/1) -ettmufeo mmm-^mmm'^v')^i^xmk\^. m.y 
^ji«®*fc^a^^«Ki (7.99g) ^nito 

'H-NMR (CDCh, 4 0 0MHz) :6. 95(d, J = 8. 8Hz, IH), 
7. 03 (s, IH), 7. 31 (d, J = 8. 8Hz, IH), 7. 88 (s, 
IH) . 

^m^2 : iH-5->f >yy-Jv:fa;i/^>^ 

4-T^>^-3-:^^)^^MmWt^'^)^ (0.85g) s I^^AUe^A (1.47m 
g) > ^7jc|^^ (1.42ml) ^^un^y^:/ (20ml) SCCt? 

VT^;i/ (i.l7g) 5&Ja)tfeo ^j&^B^i^^lf bmit-em^M#u;fe^s 



wo 01/56988 



175 



PCT/JPOl/00721 



7jc (20ml) ^m^s ^PDJi^^i/A-etttfdbfeo ^mm^MTkmmi- V ^) ^ 2^-^ ■ 
mm\js m.Tmm^'s^^vtzo zn^um-^^^-)^ (zomi) ki^pu 
8ovt5f^mmnLtco m^^i^i^^^BTKmthvt^j^TKmm (20mi) ^ 
Dn^, ^DD5}x;i/A-rD7i>'-;i/ (3/i) -cftfifflbfeo ^mM^m7kmwt±v 

«l3^<*:A4;^^y-;i/ (20ml) (cMfi?U 3 N^k^^b:^ h U ^^AtK^^S (3m 

D)^iiU a®<tl-^«^ (0.32g) ^mfto 

M:^«f® (ES I-MS, m/z) :16 1(M^-1) 

|gMgiJ179:tert-:/^Jl/ (IK- 5 >V'J ^) )VT 5, ^) -l-lfP'jy>j3 

(R) _ (_) -3-I^DU5^y'-;i/Ji^i^ (1.23 g) ;S 3 Nz^c^<b:^ b U 
AtK^^^ (10ml) ic^gfi¥U i;-tert-:/^;v (2/ 

40g) CDTHF^^ (10ml) ^^W^mT htzo SJiSig-^tl^^Mt? 1 I^^S 

C0tf»B8#:AilhUx^;i/T^> (2ml) :&^SI;?k^^^;w;^;i'4^=¥^> H (10m 

(4.44g) ^ip^feo K^s^^^^^a-eisNrS^^bfe^s fii^i^^^^^h 

c:0^mi^Bt5-T^^-(yir'J-}\^ (0.98g) s 8^^ (O. 2ml) ^^i^ 
(10ml) fc^PU gM-e5J^^>-l^U$^>^f*: (1.0m 1) *?iSTbfeo 
S/i&?B^«^^a-t«^a#b;fe^s gSlPJ^^^:^^y'>A2fc^^ft (lOm 
1) ^nP7f:;i/A-rp;v-;i/ (3/1) T-JfiWbfeo W^Ji<fe^2KE 

^:^h»J'>A-??S^^U mET^i^^^®5febTlte.nfem?§Cs i^PP4^;i/A/ 
-;w*t?Mli-r S U * -i^;!/^ P b ^7 7 - K: J; D Mii b^ ^'fb-^tl 



wo 01/56988 



176 



PCT/JPOl/00721 



(1.59g) *#feo 

»H-NMR (CDCh, 4 0 0MHz) : 1 , 4 4 ( s , 9 H) , 1 • 6 8 - 1 . 
78 (m, IH), 1. 9 6-2. 0 6 (m, IH), 2. 8 6-3. 0 0 (m, 
IH) . 3. 0 3-3. 2 0 (m, IH) . 3. 35-3. 43 (m. IH) , 3. 
6 5-3. 7 5 (m, 1 H) . 3. 9 8-4, 2 0 (m, IH) . 6. 80 (d, 
J = 8. 8Hz, IH) , 6. 87 (s, IH) , 7. 30 (d. J = 9. OH 
z, IH) , 7; 8 6 (s, IH) . 

1) Kmmx.. i;-tert-:/^;Vi^*-'J^*-^ (2.40g) ©THFi§ 

m (10ml) mu-^mrh^o Rmum^^ut^ ^^^^^^^""^^ mm 

1) r)v^>mmn.r. mw^^mmn' hv;^^)^^r^ymi^ 
a Us) *«nitfec siss^^^M-eWK«#bfe^. mmMm^mi-h 
^)i>J.mm (lomi) %iiD^. ^pD4.;vA-c«iajbfeo Mm^m^mm± 

(10ml) KmMh. ^^t-^^^^-t^ d^l) ^^STUfeo 

Rmm-^mMU-Gmmmwhtc^s mm^mi- v ^)^j^mm (lom 

1) ^m^. >^pp>^;vA-rp;v-;v (3/1) -eamufeo wmM^i^TKa 

(2.30 g) ^#feo 

»H-NMR (CDCla, 400MHz) : 1. 44 (s, 9H) , 1. 83-2. 
02 (m. 3H) . 2. 15-2. 25 (m, IH) , 3. 3 0-3. 5 6 (m, 
4H) , 3. 98-4. 10 (m, IH) , 4. 40-4. 46 (m. IH) , 6. 
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77-6. 81 (m, 2H), 7. 30 (d, J = 8. 3Hz, IH), 7. 8 
8 (s, IH) . 

r¥mt^3 : 4- (lH-5-^>^-:?U;i/y^>>) -l~->^P^»-9-^> 

1, 4-i/^V^^^>t^:t> ^y'x^l/i/^ir^-;!/ (3.90g) , 5-7"^^ 
^^V'J-Jl (2.66g) ^ i^^ (0.5ml) ^^^^y-Jl (50ml) iZ^MU ^ 

mr^7i'>^>-\^vi>ymi^ (2.50mi) ^^iTbfeo Rmm^i^^Mw^ismm 
muiz^mvmmiytco c:ti*iPK-zk (i : i, 50ni) iimmu 
8o«CT?3Kfsm#bfee siiss-^^&aiiiu :K:^(Dmm^m^rz^^s mam^ 
7KIR:^^ ue^A^k^^ft^jnits :i^DD5j^;i'A-rD/v-;i/ (s/i) Tttmufe* 

^ D p AX^ ^ -;i/-eM^-r -S U :i3 -7 A p T h 7 -f — fc: J: 
tJJimLs ^MYb^t; (3.21 g) ^mtzo 

'H-NMR (CDCls, 4 0 0MHz) : 1. 7 0-1. 84 (m, 2H) , 2. 3 
1-2. 54 (m, 6H) , 3. 7 2-3. 8 4 (m, IH) , 6. 83 (d, J 
= 8. 83Hz, IH), 6. 87 (s, IH) , 7. 32 (d, J = 8. 8Hz, 
IH) , 7. 8 9 (s, IH) . 

f^miii4 : 4- (5—(v^^ u;i/r$y) - 1 -$/ j^P^^r^y > 

1, 4-t/^u^'^^>t^:t> ^yx^l/>^^-;i/ (6.2 g) ^ 5-T^>^ 
^V:^^";^ (4.3g) ^ mm (O.Sml) (50ml) «c:JS«U m. 

Mt!>K^>-trUJ?>m (4.0ml) :&?iSTbfe«. HjSKa^^^M-cm^M 
#bfc^s mici^^^bilDISl/feo cti^f^^-7k (1:1, 50ml) K^Ml^. 

soviimmmnLrco Rji&m^^wmv. i^^omm^m^tcWi^. mamt 
*^:^^u»>A2lc^§^g»^^ (3/1) -eiAaufeo 

»))iiMU ^M'fti^tJ* (5.8g) <^|§feo 

'H-NMR (CDCI3, 4 0 0MHz) : 1. 8 3-1. 9 6 (m, 2H) , 2. 4 
0-2. 6 0 (m, 6H) , 3. 9 0-4. 0 0 (m, IH) , 4. 22-4. 3 
1 (m. IH) , 6. 85 (d. J = 7. 6Hz, IH) , 7. 35 (d, J = 8. 
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IHz. IH) , 7. 4 7 (t, J = 7. 8Hz, IH) , 7. 5 3 (d, J = 
6. IHz, IH) , 8. 47 (d, J = 6. IHz, IH) , 9. 16 (s, 
IH) . 

mmmm (450iiig) ^^xiuma (3mi) ^mmi^s ^--^s 95%hU7;i/ 

^XJWWt (3ml) ^^S-CJSTbfeo S^B^g^tl^^fit2I^H^#bfe0^^ 

aSSU mm^^^ (420m g) *4#:feo 

M*^*f^i (ESI-MS, m/z) :20 3 (M*+l) 

mmmmiN- n H-R-^>yV';;i/) -N-^-b^^ KP~lH-3-t: 

^«F«180 (474mg) :&^DPJ^;i/A (3ml) K:^fi?U ^C-n> 95%hy7;V 
;rol^m (3ml) ^^m-e«ITbfeo RjiSm^^fe^Mt? 2l^^«#bfe©-fes 

jilsu mmit-^ (siomg) ^nt^o 

MM'&mm {ESI -us, m/z) :217(M*+1) 

gg1te^183:N-ri - (->>»P^» ^>J1/^^J1^) -4-k^U.:?;H-N- (IH 

b->Jfi®J^- izKSJ'^ (77 Bg) ^^xfi^!7u-^^i^y^)i'^^^'yr 

;i/7*tH (62mg) *^>J'>'-;V (1ml) ^mMh. BmBA^m^t^^^m (106 
mg) ^in^feo $6K:5-T^y>f 
>^\;-;i/ (54iiig) 4?^>-l^y^i?>^<*^ (0.05ml)*JD^ 

(imi) ^pP3^;i'A->^P-'v~;v (3/1) tfjftmbfeo ^m^ 

;PA/p<^^-;v-eJlll'rSHPLCt:J:t)lfilSSlU Mitm (15mg) *»feo 
'H-NMR (CDCh, 4 0 0MHz) : 0. 8 0-0. 9 0 (m, 2H) , 1. 
10-1. 30 (m, 2H) , 1. 3 0- 1. 5 9 (m, 3H) , 1. 60-1. 
80 (m. 6H) , 2. 03-2. 2 0 (m, 6H) , 2. 8 0-2. 9 0 (m, 
2H) , 3. 2 5-3. 3 5 (m, 1 H) , 6. 7 5-6. 8 2 (m, 2H) , 
7. 28 (d, J = 8. BHz, IH) , 7. 86 (s, IH) . 
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MM^mm (ESI -MS, m/z) : 3 1 3 (M^+ 1) 

mmmm-.n- (iH-5-^>>y\/u;i/) -n- (i-^>^;i/-4-t^^'; 

\^>MmM' l*?Ptl (77 ig) l3J;t5Ml/;i/r;i/5*b K (43mg) 
:&^iS'y^-;v (1ml) l^?gMU =l^^7jcm^b*e^^ (106mff) ^j)P;lfco S 

^&tg^t>t^ta"t?i8i^^a#bfe©t»> ^e){c5-T^y'r>^y-;i/ (54fflg) 
*i)nii3o^8i#u 4?^>-iiUi^>fii*: (o.osmD^iiD^feo i^mm-mi^M. 
m.'y*iBmm^n\^it(o-bs lalPi^^3l:^^U'>A*^«^ (imi) *ip^> ^ 

nD7^;i/A-rD.'iy-;i/ (3/1) -ettmufeo W*|ji*«R2Kfi«^:^h U e^A-e 

ii-r5HPLCt:J;DJ^MU ^M^b-^ti (2mg) 3i&ftfe„ 
W«^*f<S (ESI-MS, m/z) :2 8 7 (M^+1) 

ll«s^i8S:N- (i-^:^->;^-4-fcr^u^*;i/) -N- fiK-5->Oiyvy 

4-t:^U K>Jgmm- l7jcffitl (77 mg) jSJ;"^?*^-^ >T;i/7't h' (50m 
g) ^p<i57y-;b (iml) izmmi^. HS^^Jc^flj'J^e^^ (106mg) ^«feo 
^jiSiB-^tl^&^M-emm^bfe^-^s ^^}^5-T5.^-(y'^'J-)]/ (54m 
g) ^Jn^SOt^-^^U :ii?7>-l^y:^>^f*: (0.05m 1)^*0 ;tfeo ^jss-^^j 

ia«jjKii7K^:^hU'>A*^?s dmi) ^mx. 

ij7PD3jx;i/A-rD;ty-;i/ (3/i) -^Jftmuifeo W«lii^&^«*i5f^®:^.^y "^a 

illl^§HPLC{cj;Di^iiU ^«^tl (2mg) ^#feo 
5t«^«flS (ESI-MS, m/z) : 3 0 1 (M++ 1) 
^«BgiJ186:N- (1H~5— >>y^-/'J;i/) -N- ( 1 --Y V :/^;!/- 4 - If^ 

4-t:^U h'>m^i^- iTKlPti (77 mg) :j3J:t>M V >^^;i/T;Uxb K (36m 

g) ^j^iJ^^'-;!/ (1ml) t^Mu Bmm^miht^tpm (loemg) mnxtco 

HiiSii'^^^M-cmSM^bfeOts $6.fc5-T^^^>^\;-;i/ (54ffl 
g) *iP^30^^J^U (0.05m l)*llD^:feo SJSSS^ 
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^^Mi?mM«t#bfe©t>s mmm^Mth^)^j^^mwi (imi) tm^s 
mmt?>mcizx^mmb. mmih-^m (img) ^^#feo 

M^^ffil (ESI-MS, m/z) :2 7 2 (M*+l) 

^fflli^J187:N- (lH-5-^>>y^7U;V) -N -Fl- ( 2 -7xii;i/rP If 

iTKlPti (77 Bg) :j3J;Uf2-7xn;i/:/plf:^->T;i/ 
(68mg) (1ml) H^^U =l^^7jc^^b^'>^ (lOBm 

^VT— ;i/ (54ag) SiD^30^a#U Ji?7>-t:US^>^f*: (O.OSmD&ifl^feo 
SJ5feS^&^Mt?18l^^«#bfe0*s mamt^Mi- h U ( 1 m 

1) ^Anitx ^'nP3j>;i/A-rD7i>'~;i/ (3/1) -cMtflofeo ^*iUi<feit2kiJiS 

^^^-;i/-ejgilt-SHPLC(cJ;D3iiMU ^-fb-^tJ (21m g) &^feo 

nm^mm (esi-ms, m/z) : 335 cm^+d 
MH-5-^>>y^;u;i/) 

4-lf^U h*>i^^m- iTKSit) (77 mg) :feJ;tfl, 2, 3, e-T'h^tl' 
P'^>X7;i/xhK (55mg) (1ml) (c^PU HB^^Tk^'fbJf^ 

t>Sg (106mg) ^JD^feo SjiS^g^^^?aT?18l^^a#bfe0^s ^e.t:5- 
T^^>f >^V^~;i/ (54ig) ^&Jnit30t&a#U ^^'y>-\^^)i^>mi^ (0.05m 
D^iPitfeo HiiSm^S^M-cm^S^bfetO-^s fia?P^^^:^^U'>A 
7i<.mWL (1ml) i57DD3rv;vA-rp;V-;V (3/1) "Cjaftibfeo ^ 

aM&»a^:^^U'^7AT'^^tu MJBET^^*^*bTff$,nfe^^:^> tJ^ 

PP!^;VA/pt^5^^-;V"t?Si|-rSHPLCl;:<fcD)l«^U ^^b^tl (6mg) 

SS^*ffll (ESI-MS, m/z) :30 1 (M*+l) 
^M^189: (4-^>>:^;i/tf^^$^.^) (lH-5--0^7U;i/) 
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(256 mg) ^iiXJfiE-5—(>^'J-)\yti)lyt'^ym 
if^mi^2) (243m g) ^i^^^)\/t^)VI^TK K (3ml) td^JlilU 

1 -x^;i/- 3 - ^)VT ^ y rn ^ \^mmm (263m 
g) . l-hKD^^'^>\;hU7'V'-;V (225iBg) :feJ:t5ypl^;i/7'^ ^ liU 

^i^Ticmm (2ml) ssB^s ^>pp5tx;i/A-7'D>'iy-;i/ (3/1) "ettmbfeo 

^DP!lt;i/A/pi^^-;ut?MIB'rSHPlCtr<k?)3limu (30mg) 

'H-NMR (CDCla, 4 00MHz) : 2. 2 0-2. 8 0 (m, 4H) , 3. 

2 0-4. 10 (m, 6H) , 7. 18-7. 3 3 (m, 5H) , 7. 3 8 (d, 
J = 8. 6Hz, IH) , 7. 43 (d, J = 8. 8Hz, 1 H) , 7. 78 

(s, IH) , 8. 0 4 (s, IH) . 
M^*ffll (ES I-MS, m/z) :32 1(M*+1) 

mmmm: ns- (i-^>i^;i/7^h7bKP-iH-3-\^p'j;i/) - ih- 

l_^>j;;p_3-7^^trpi;y> (256 mg) :feJ;t5 1 H- 5 --f ^^V^— 
;1/A;1/^>BI ('t»Hf*^2) (243mg) ^V;<^))/^^)VJ^T^ P (3ml) td^H 

u ^c-v i-3i^;i/-3- (3-s^p«^;i/5'^y7'Ptf;v) *;u:^?s?>f^K 

imm. (383ig) ^ 1 - h h-p^ri/^>\; h UT^/-;!/ (306iig) :BJ:tJfi?P<^;W 

mii.m±h^)^^^^WL (2ml) <&iP>ts iJ7pp;^;vA-rp>'^y-;v (3/ 

n^ntzB^^^ ^pP3ix;i/A/p{^y-;i/"rJIIMtSHPLCK:<fcD5^SiU ^ 
<b^t» (21mg) ^mco 

'H-NMR (CDCh, 4 0 0MHz) : 1. 9 0-2. 0 3 (m, 1 H) , 2. 

3 7—2. 5 7 (m, 2H) , 2. 7 3-2. 8 3 (m, IH) , 3. 02-3. 
12 (m, IH) , 3. 2 0-3. 3 2 (m, IH) , 3. 8 3 (s, 2H) , 
4. 79-4. 89 (m, IH), 7. 23-7. 40 (m, 6H), 7. 81 
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(d, J = 8. 8Hz, IH) 8. 07 (s, IH), 8. 24(s, IH). 
Sfa^Of-fii (ES I-MS, m/z) :32 1 (M*+l) 

^litefifiim : N 5 - (i-^>>:^; i/yK^fcKp-i.H-3~t:pu;i/) -IH- 

4-y^^^^l-.^yi;}V\:i^^)^:^> (280 mg) :j3J:tJflH-5->f 
M)V^^>m i^mi^2) (243mg) (3ml) icmM 

jtg^m (383ig) s 1 - 1 KP^J^'^V^^^ h 0 rv^-;i/ (306iig) ^XUt^^^)^ 
T^y'l^Ue^>(5ing)Smfeo ^^g^*^S-Cl8KfKai#l/fe®^> fiSffl^ 
m^mi'h')^^yl^mm (2ml) ^DD3i^;i/A->^D/^>^-;v (3/ 

-fls-^ (42m g) ^^feo 

»H-NMR (CDCls, 400MHz) : 1. 6 0-1. 8 0 (m, 2H) , 1. 
9 5-2. 0 8 (m, 2H) , 2. 20—2. 3 2 (m, 2H) , 2. 90-2. 
98 (m, 2H) , 3. 07 (s, 2H) , 3. 8 0-3. 8 6 (m, IH) , 
7. 16-7. 40 (m, 5H) , 7. 46 (d, J = 8. 8 Hz, IH) , 7. 
75 (d, J = 8. 8Hz, IH) , 8. 07 (s, IH) . 8. 14 (s, 1 
H) . 

M^e-^f^ (ES I-MS, m/z) ;33 5 (M++1) 

mmmm:x.^iv ^- (ih- r— ^-^wu;i/y^ ^) - 1 ->>»p^jpij- 

3L^)V 4-:t^V->i^r3^^'*)ry iDV^^^t/V^-h (0.85g) s 
^y^^j^jl, (0.60g) (10ml) t^gfllU MSt?^7>-lfU 

pymi^ (0.81ml) mri^tzo mu^m^urammmnx^m. mi 
mky^m^v')"^^^^^ (lomi) ^m^. ^^xiuMi^-rvjw-jv (s 
/I) -^nmhtzo ^mm7^mmi-hv^i^-r^n,m\^s METM^s^bx 
n^nm^^s ^ p p*;i/a/p< ^ ^-;v*eJPii-r^^> 'J p-^ b 
7^-fc:j:D^siu mxG-m (1.37 g) : Komm.wm^Lx.xn 
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»H-NMR (CDCI3, 400MHz) :1. 15-1. 23 (m, 6H), 1. 
40- 1. 5 6 (m, 3H) , 1. 6 0-1. 7 0 (m, 3H) , 1. 74-1. 
82 (m, IH) , 1. 8 7-2. 0 5 (m,5H) , 2. 15-2. 32 (m, 
3H) , 2. 4 0-2. 4 8 (m, IH) , 3. 14-3.23 (m, 1 H) , 
3. 3 8-3. 4 6 (m, 1 H) , 4 . 0 3 - 4 . 1 4 (m, 4 H) , 6 . 7 5 
-6. 99 (m, 4H) , 7. 23 (d, J = 8. 8Hz, 2H) , 7. 81 
(s, IH) ,7.83 (s, IH) . 

mmmi9Z::t.^)l 2- (lH-5-^>yv^U;i/7'^>>) -1— >jyp^:»1^ 

2-:t^Vi^^n^^D-> tDV^I^^i^l^—h (0.85g) ^ 5-T^^ 
(O.eog) .^^a^y-^V (10ml) (c^«IU ^m*e^^>-i^'j 

(0.81ml) ^mr^^c Rmu-^m^^m.'^immmniytc^s fm 

im^Mi'hVt7 2^ii^^m (lOml) =fe»P^s iJ?pn5^;vA-7-D;v-;i' (3 

/I) T-ttmbfeo ^nm^mMm-rh^)t7Ai!^mu mmrmm^^^vx 

fee 

»H-NMR (CDCls, 400MHz) : 1. 10 (t, J = 7. IHz, 3H) , 
1. 13 (d, J = 7. 3Hz, 3H) , 1. 33-1. 4 6 (m, 4H) , 1. 
5 5- 1. 7 5 (m, 5 H) , 1 . 8 0-1. 8 8 (m, 1 H) , 1 . 90-1. 
9 9 (m, 2H) , 2. 10-2. 20 (m, IH) , 2. 2 5-2. 3 7 (m, 
IH) , 2. 7 8-2. 88 (m, 2H) , 3. 49 (dt, J = 3. 9Hz, 
10. 5Hz, IH) , 3. 6 7-3. 7 4 (m, 2 H) , 3. 94-4. 10 
(m, 5H) , 6. 7 5-6. 9 5 (m, 4H) , 7. 23 (d, J = 8. 5H 
z, 2H) ,7.81 (s, 2H) . 

mmmm: or) -i-^>$;;i/7^h7bHp-iH-3- t^pu;i/ (IH- 
iH-s-'f (*K<*:i) (STng) t (s) -i-^>i?)v 
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-3-t!oUi^^— (89ing) n h U 7x-;i/!l^X7 >f > (131mg) ^xh^ 
th'D7^> (1ml) ^mT40Xyx^;vr>/y:^;i/jJ^=3pi^l/'-h® 

h;i/x>^§^s (0.50ml) mw^tco mm-^^^u-QMrnmnvtc^. is 
(3/1) -eamufco :^mm^m^mmi-v^)^i^'^^mu m&rmm^m 

^m-fc^ (42m g) ^ntzo 

^H-NMR (CDGh, 4 0 0MHz) : 1. 94-2. 0 2 (m, IH) , 2. 2 
1-2. 3 3 (m, IH) , 2. 4 8-2. 6 3 (m, IH) , 2. 6 5-2. 
7 7 (m, 2H) , 2. 9 0-3. 0 0 (m, IH) , 3. 60 (d, J = 12. 
7Hz, IH) , 3. 65 (d. J = 12. 7Hz, IH) , 4. 73-4. 8 
4 (m. IH) , 6. 92 (s, IH) , 6. 97 (d, J = 9. OHz, 1 
H) , 7. 2 0-7. 3 1 (m, 6H) , 7. 8 8 (s, IH) . 

mmmm: os) -i-^>>:^;i/5^h7t k p- iH-3-ifp';;i/ cih- 

(R) - (-) -\^r^Oi^y-)VmmMinmg) m^UMmti^)'!7A (165m 
g) *s?^^;i/5^;i/AT^ h* (iml) k:^§«?U ^c^s '^>s?;i/^P^'f K 

(70m g) 0T'kh^hV))/^WL (1ml) ?fe^Mt!?aTbfeo Eli6^B-&^l&^?a 

;i/4^;^7>f> (131mg) ^7^h7l:KP7^> (1ml) fc^g^U ^M-e40^:^ 
xf-;WTys^3b;!/7}^*$/V-h® h;VJ^>^§?S (0.50ml) ^MXtco J^J^^U-^ 

m^^u-r^ismmmwvit^^ «a«i^®{*3R:^hU'>A2fc?s« (imi) *iin^s 
^pp;ik;va-7'p^v-;v (3/1) -amBihtzo ^mM^u^mm-^ h V ^ A 

Mil-r SHPLClc J: D Mil U mmih-^^^ (45m g) ^ntzo 
»H-NMR (CDCls, 4 0 0MHz) ; 1. 9 4-2. 0 2 (m, IH) , 2. 2 
1-2. 33 (m, IH) , 2. 48-2. 63 (m, 1 H) , 2. 65-2. 
7 7 (m, 2H) , 2. 9 0-3. 0 0 (m, IH) , 3. 60 (d, J=12. 
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7Hz, IH) , 3. 65 (d, J =12. 7Hz, IH), 4. 73-4. 8 

4 (m, IH) , 6. 92 (s, IH) , 6. 97 (d, J = 9. OHz, 1 
H) , 7. 20-7. 31 (m, 6H) , 7. 88 (s, 1 H) . 
M^^ffii (ESI-MS, m/z) :2 94 (M*+1) 

lllflS^J196 ; 1 3 - tf^U ( IH- 5 ->f U;i/) 3:-7^;t/ 

3-b KD;^i/i;^y$;> (61mg) ^XXJ^mmitiO^A (165mg) 
;i/5j^;i/A7'^ K (1ml) Jc^ffPU ^>P))/^U7-( K (70mg) CD 

T<te (iml) *^M-e«iTbfeo SJ5SS^*^S-C18I^Bgft# 

lH-5-^'>^^;^-;i/;4--;i/ (TO#:l) (67mg) fc4'^<*:As hU^^i- 

(isimg) h^b h'D7^> (1ml) ii^^iiu ^a-e40%s^ 
3L^JVT^Jt^i3JV^^^i/U-h<DY)V3^>mm (0.50ml) *in;?.feo 
#i;&^Mt?18l©^^«ibfe^s f&mmm^mi'hV^M.yiKmm (Iml) «ljp;t. 
^^aD7iN;i/A-rD7i>'-;i/ (3/1) x^mmLtco ^mm^MMmi- h ^} ^ 

M0l1-SHPLClca;»3Mj|8U mMi^^m (46mg) <fe|§;feo 
M^*f^i (ESI-MS, m/z) :3 08 (M++1) 

mmm: iE-5-^y^^JV)i (i-p<^;i/-3-b^';s^;i/) 3c~y;i. 

lH-5->f >y\;~;i/;t-;K*^«:l) (67ig) 2: 1 -p{^;i/-3 -b h' 
P^Jf^^/tr^Ui^^ (58mg) > h y >'xn;i/7ixX7-f > (131mg) S^^h^b K 
D7^> (1ml) HzmMl^s ^?a'e40Xi?xf^;)/TV^i^5b;i'5K:3p$/ix— hcDh;i/ 

xv^^ (0.50ml) ^mx-to Rfi&M-ms^Mmr^mmmnbtz^^ 

mji(.^±h^)^Jxji^mm (Iml) tAPils :5^otisJ^;i/A-rD;V (3/ 
^^tl (36m g) ^lifeo 

*H-NMR (CDCla, 400MHz) : 1. 45-1. 50 (m, 1 H) , 1. 

5 0- 1. 6 5 (m, IH) , 1. 7 5-1. 9 0 (m, IH) , 1. 90-2. 
0 5 (m, IH) , 2. 0 5-2. 2 5 (m, 2H) , 2. 2 5 (s, 3H) , 2. 
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5 0-2. 6 0 (m, IH) , 2. 8 5-2. 9 5 (m, IH) , 4. 26-4. 
3 6 (m, IH) , 7. 0 2 (d. J = 9. OHz, IH) , 7. 13 (s, 1 
H) , 7. 30 (d, J = 9. OHz, IH) , 7. 88 (s, IH) . 
Mi^M (ESI-MS, m/z) :2 3 2 (M*+1) 

mmmm: iH-fi--f ( i ->t»Jv-3-t^-^'J$;;v) 

lE-B'-Oi^'J-M-J^ (*K#1) (67ng) 1 1 -p<^;i/- 3 -t 
D^$/tr^yi?> (58m g) > b';7x-;V:!l?:^7'f > (ISlmg) ^xh^tK 

P77> (1ml) i^mrnvs ^mt?4ov:?x^;vT\;5?*;i/^^s^^-b®b''i' 
(0.50ml) ^iD^feo Rmm^^^ut^mmmnvtc^. mam 

mim±h^)^^7kmm (Iml) ^PDsh;i/A-7-D;v-;v (3/ 

-fc-^tl (36m g) ^^tco 

^H-NMR (CDCh, 400MHz) : 1. 14 (t, J = 7. 2Hz, 3H) , 
1. 7 0-1. 9 0 (m, 3H) , 1. 9 6-2. 0 5 (m, IH) , 2. 21 
-2. 36 (m. IH), 2, 38-2. 50 (m, IH), 2. 80-2. 9 
1 (m, IH) , 2. 9 3-3. 0 5 (m, IH) , 3. 15-3. 2 5 (m, 
IH) , 3. 85 (dd, J = 6. 8Hz, 9. OHz, IH) , 3. 98-4. 

06 (m, IH) , 7. 04-7. 10 (m, 2H) , 7. 35 (d, J = 9. 
8Hz, IH) , 7. 9 4 (s, IH) . 

M^tf-liS (ESI-MS, m/z) :24 6 (M-^+l) 

^^99: 1- f3-i/jyp^»'te^JV^^ J»/^ -3-\i^^)P)V (lH-5- 

l.-DdF-i/if/^yj^V (71mg) :J3J:Vlv 2> 3^ 6-5^h7tFn^ 
(77mg) :fe^^57y-;i//THF (1:1, 2ml) IC^«|U ^ 
H^s MU.'^=MWt^^iht^^M (211mg) ^'ph-^-oM^tco RjBm-^'^^^ 

mrcmmmwLtz^s m\Mmm±h')*ip2xmm (imi) m^. 
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j]/t^7.y^> (laimg) *7^h^fcFD7-7> (1ml) (cigjSIU ^W^mi^ 

x5^;i/T\;$^*;i/7}^*$/^-h® (o.somi) ^jD^feo Rmm-^ 

mmM-^mmmnLtzm. m\^myi^mi-hvt?M<yi(.m& (imi) *jnAx 

!»fi^«f«i (ES I-MS, m/z) :3 12(M*+1) 

^«E^200 ;1- (2-»PP^>$?;i/) -4-t^^U$>;i/ ( IH- 5 — f >^^/'J 

4-t KP*SXl^^';^^> (61mg) ;fecfctJfi^^*';»>A (165mff) 
;i/>^;i/AT^ K (1ml) fc^ffU -^ii^s 2-^DD^>i^;b^D^>f K 
(lOOmg) CD7'-feh:::ihU;i/i§*ft (1ml) *^m-e?^Tbfeo R)im'^^^ 

lH-5-^>i5^^/-;i/:t-;V (+^#:l) (67ing) iitf^^^As h'J^x- 
;H^::^7^> (131m g) ^7^h^tFD77> (1ml) fc^^U ^M"r-4035i^ 
x^;i/7'V^^^:^j;i/.5t?:3pi/l/-h6Db;vx>^^^ (0.50ml) mw^fco S^&M-^ 

ii!i*^MTmK^#bfe^s fi^SIi^^l^:^^ue;A7K^ dmi) ^na^. 
^pp4^;i/A-rp/ty-;i/ (3/1) -eii&mufeo mmm^m^mm.i-Y^)^Jx 
T?lfe«iu M£ET^I««®*bT^e)nfea**s e7DD3j?;i/A/^^>'-;i/Tf 

MI^-r?.HPLCl3j;D)liiiU ^M^h^tl (2m g) =&fffeo 

*H-NMR (CDCls, 4 0 0MHz) : 1. 8 0-1. 9 2 (m, 2H) , 1. 

9 5-2. 0 8 (m, 2H) , 2. 3 0-2. 4 5 (m, 2H) , 2. 76-2. 

90 (m, 2H) , 3. 58-3. 7 0 (m, 2H) , 4. 2 7-4. 3 6 (m, 

IH) , 7. 08 (d, J = 9. OHz, IH) , 7. 14 (s, 1 H) , 7. 

24-7. 2 8 (m, 3H) , 7. 33 (d, J = 8. OHz, IH) , 7. 3 

7 (d, J = 9. OHz, IH) , 7. 94 (s, IH) . 

^M^lfffii (ES I-MS, m/z) :342 (M++1) 

ll«Bgi201;l- (3-jypP^>$^;i/) -4-lf^US;;V (lH-5-^>y\/U 
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)]/) jl—'t)]/ 

4-t KD^i/K-^Ut^> (61mg) ^SctW^^U-^A (165mg) ti^^^ 

(loomg) cDr•fe^^^•;;^^g^« (imi) ^^s-egiTbfeo HiSiS^ti^^ 

(131mg) (1ml) ic^HU ^^a-C'40Xi? 

x^;^T^;s^*;^'t?^5^^-^®^^^'^^^^ (o.50mi) *SP^teo siSM-^ 
ti^^^-em^^^^bm «Sinmi?*5(l:^hU»>A2K^S^ft (Iml) tt^s 

mmt^mcK^f>mmu mmitmi (7mg) ^m^o 

^H-NMR (CDCla, 4 0 0MHz) : 1. 7 9- 1. 9 2 (m, 2H) 1. 
9 5-2. 0 8 (m, 2H) , 2. 2 0-2. 40 (m, 2H) , 2. 68-2. 
8 0 (,m, 2H) , 3. 4 8 (s, 2H) , 4. 2 3-4. 3 5 (m, IH) . 
7. 06 (d, J = 9. GHz, IH) , 7. 14 (s, IH) , 7. 18-7. 
28 (m, 3H) . 7. 34 (s, IH) , 7. 37 (d, J = 9. OHz, 1 
H) , 7. 94 (s, IH) . 

Mt0"«fli (ESI-MS, m/z) :342 (M*+l) 

4_t|?pd^*/l:f/^0i?V (61mg) ^iiX^m'^ ^ (165mg) 
;V7^;vAT^h' (1ml) C^^U ^--Ns 4-^Dn-<>5;;v^D^>r 
(lOOmg) or-kb->U;V^« (1ml) *^ffiT?«Tbfco mum^M. 

M:^y^y (isimg) ^feT^h^n hd7^v (imi) t:^PU ^^^^40^:; 

:s:^)],T^JPij)\^^^^^l^-V(0V)\^3L>mm (0.50ml) ^M^fco m^U^ 

mmu-^mmmnhm^ mm:A^^tY^}t?j^:i(.m (imi) *ip^> 
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Jg|@-r-SHPLCtJ;D*lilU ^Sftl^tl (4ing) ^^#feo 
'H-NMR (CDCls, 400MHz) : 1. 7 6- 1. 9 2 (m, 2H) , 1. 
95-2. 08 (m, 2H), 2. 20-2. 40 (m, 2H), 2. 68-2. 
80 (m, 2H) , 3. 48 (s, 2H) , 4. 2 3-4. 3 6 (m, 1 H) , 
7. 05 (d, J = 9. OHz, IH) , 7. 13 (s, 1 H) , 7. 24-7. 
28 (m, 4H) , 7. 36 (d, J = 9. OHz, 1 H) , 7. 94 (s, 1 
H) . - 

Ma^S-^f^CESI-MS, m/z) :34 2 (M*+l) 

4-t FP;^2/t:^';s^> (61mg) ^^umkiiV^M. (IBSmg) ^i^:^^ 
)V^}]/AT^ H (1ml) fc^SglU J^C^s 4-7;i/:tD^>i?;i/^Dv^ K 

(semg) OT-^ h=^hvMm (1ml) ^mm-^mrvtco Rmm-^^^m. 

;i/s^;^7^> (131m g) h^t h-D7-5> (1ml) tc^lPPU ^^40^:^ 
ai^;i/T>/$^*;i/ji<=3pi^i/~h(Z)h;ux>^lK (o.somi) mn^tzo Mjsfe^i^ 
tr^^M-em^li^bm fi3^m*lK:^hU>>A;j|c^% (1ml) 

^ipx2t^)\^A-yu?^j-}v (3/1) -cifttBUfeo w*8)l^&«feK^iliEK:^^y e^A 

mmr^micizxmmu mmit^^ (7mg) ^ntco 

^H-NMR (CDCU, 4 0 0MHz) : 1. 7 2-1. 8 5 (m, 2H) , 1. 
8 8-2. 0 3 (m, 2H) , 2. 15-2. 33 (m, 2H) , 2. 60-2. 

7 5 (m, 2H) , 3. 4 4 (s, 2H) , 4. 2 0-4. 3 0 (m, IH) , 
6, 88-6. 97 (m, 2H), 7. 01 (d, J = 9. OHz, IH), 7. 

08 (s, IH), 7. 20-7. 28 (m, 2H), 7. 31 (d, J = 9. 
OHz, IH) ,7.89 (s, IH) . 
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ISSi9>#f^ (ESI-MS, m/z) :3 2 6 (M^+1) 

4_t KP^5/lf^U>:^> (61mg) :j3J;tJfj^K* U 'i' A (165mg) ^t^^^ 
}V^^)IJ^TS. K (1ml) {C^^^U ^^^^ 3-rihD-<>$;;i/^P^^' K (1 
03mg) ®T-feh-bU;i/^?S (1ml) >§£^M-e^STUfeo MH&M-^^&^Mt? 

iH-5->r>i5^\;-;v:^— (eTmg) k't'KflcAs hu^x- 

;U5i^;^7^> (131mg) ^&7^h7tKP77> (1ml) t:^§fi?U ^M"e40XS? 
x^;VT\/5>5b;i/Jp^^'l^— (0.50ml) <feJP^feo Kf&S-^ 

t»*^M-emBa«5*ufe^s «a»m^7K^:^^ue7A*^^s dmi) 

^DD3^;VA-rD-'V-;i/ (3/1) -cttmbfeo *a^*«izK?3a^:^>u»>A 

Jgllf SHPLCfcJ;D)WMU ^mfli^ (llmg) %^feo 
»H-NMR (CDCls, 4 0 0MHz) : 1. 8 0-1. 9 2 (m, 2H) , 1. 
9 5-2. 0 8 (m, 2H) , 2. 2 8-2. 4 0 (m, 2H) , 2. 6 8-2. 
80 (m, 2H) , 3. 61 (s, 2H) , 4. 28-4. 3 8 (m, 1 H) , 
7. 07 (d, J = 9. OHz, IH) , 7. 36 (d, J = 8. 8Hz, 1 
H) , 7. 49 (dd, J = 5. 6Hz, 7. 8Hz, IH) , 7. 67 (d, 
J = 6. 8Hz, IH) , 7. 95 (s, IH) , 8. 10 (d, J = 8. OH 
z, IH) , 8. 2 1 (s, IH) . 

^jMfi<a205 : lH-R-^l/y->yU;i/r i- ( 4 -iz K p/^>-^;i.) -4-lf^Ui^ 

4^\^\tti^t/\^^Vt>> (61mg) :feJ;VISI®*y'i7A (165mg) 
;i.>J^;i/AT^ (1ml) ici^filU ^^^s 4-x hP-<>i?;i/^P^'f K 
(103mg) ©T't2b-hU;i/^it (1ml) ^^M^e^iTUfeo ^JiSm-^tl*^ 

lH_5_^^^rvr-;i,:t-;K*^ft^l) (67iBg) fcPt»^<^As hU^xx 
;Vj^;^7^> (ISlmg) *7^h^tb'P77> (1ml) fcJ§«¥U ^^^40^:^ 
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x5=-;i/T\;e^*;i/5jf:^i/i/-h©h;i/x>^^g (0.50ml) ^m^tzo SiiSM^. 

i^^Mu^mmmnhtz^s m^mkmi- h v o j^Ti^mm (imi) ^m^. 
^r3tjt^)]/i^-ruj^y-)i (3/1) -ejftmufeo mmM^mMm-^hv^j^ 

Jg||-rSHPLCt;:<J:?))iimu mm^^m (7mg) ^^#feo 
'H-NMR (CDCI3, 400MHz) : 1. 8 0- 1, 9 2 (m, 2H) , 1. 
95-2. 08 (m, 2H) , 2. 28-2. 40 (m, 2H) , 2. 68-2. 
8 0 (m, 2H) , 3. 6 1 (s, 2H) , 4. 2 8-4. 38 (m, 1 H) , 
7. 06 (d, J = 9. OHz, IH), 7. 14 (s, IH), 7. 38 (d, 
J = 8. 8Hz, IH), 7. 51 (d, J = 8. 5Hz, 2H). 7. 95 
(s, IH), 8. 16 (d, J = 8. 8Hz, IH). 
«^«f^it (ES I-MS, m/z) :3 53 (M++1) 

mmsm^i (3S) -i- (2-»pp^>-:;>;i/) T^h-^b KP-iH-3-tf 

p'j;i/ ( IH- 5 — Y >^^./u;i/) x-7^;t/ 

(R) - (-) -l^PUS>y-;i/Jg^^ (73mg) 43J;W^;!jV>>A (165m 

g) (imi) fc^^u ^^^s 2-^xix2^>V)\^ 

^u^^ K (97mg) (OT-^V=-Y^))}/mWL (Iml) ^^M-^SSTLfeo m^m 

lH-5->r>^rvr~;i.:4— ;v (*Kft:l) (67fflg) i:*®#:As ^U7x- 
;l/3^:;^7^> (131m g) ;^7^h5tKP7^> (1ml) fc^llU ^MT?40%i; 
ji^;i/7'\;i^>b;i/j}t:¥^>v>-h© h;i/j:>^^S (0.50ml) ^Sn^fco ^iS^g-^ 
i^&^M-cmilfi|#bm fiaiPm2Km:M^U'>A*^^K (1ml) ^V^X. 
i;pp:!^;i/A-7'p;t^-;i/ (3/1) -Cttmi/fco W«Ui!&«R2KaK:^hU'>A 
7?|g*SU «flET^«l*e*bTlf&nfe!^$*s ^^PPs^;i/A/^^y-;i/-?? 
MP|-rSHPLC{^J;t)MMU ^M^b^^ (25mg) <£#feo 
'H-NMR (CDCI3, 4 00MHz) : 1. 9 5-2. 0 8 (m, IH) , 2. 3 
3 (dt, J = 7. 3Hz. 14. 2Hz, 1 H) , 2. 6 5-2. 7 3 (m, 
IH) , 2. 8 2-2. 9 2 (m, 2H) , 3. 08 (dd, J = 6. IHz, 
10. 5Hz, IH) , 3. 82 (s, 2H) , 4. 80-4. 8 8 (m, 1 
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H) , 6. 9 9 (s, IH) , 7. 0 2 (d, J = 9. OHz, IH) , 7. 1 
3-7. 24 (m, 2H) , 7. 3 0-7. 3 7 (m, 2H) , 7. 49 (d, 
J = 7. 6Hz, IH) , 7, 95 (s, IH) . 
M«^J&f^ii (ESI-MS, m/z) :3 28 (M*+1) 

mmmzoi: (3S) -i - (3 - ^vv-<>t^)^) T^b^n kp-ih-s-i^ 

(R) _ (_) -t;pUi^y-;i/^^m (73mg) :feJ:WiS*U»>A (165m 

g) K (iml) Kmmhs 3-^op-^>J?;i/ 

^p^>f b* (97mff) cDT-fe b-bU;i/IS?ft (Iml) &^m7?«ITl/fco Rjm 
;V5^y^7^> (131mg) ^^^h^tKP^^^ (1ml) Ki^lilU ^M-e40%s; 

3:^;^Tyi^*;^^=^^^-^«>^^^^>^^ (o.somi) ^ip;ifeo siS®-^ 

<^:s^^T*mp^«i#b^c^> fiafD^^38:^^y'>A*^s^a (imi) ^mx. 

^^ppJ}^;^A-rD;1y-;l/ (3/1) -eJftmi/feo W^l^^*?*®:^ b ue^A 

Jllli"rSHPLCK:J:DMilU ^^-^tl (25m g) ^mco 

»H-NMR (CDCls, 4 0 0MHz) : 1. 9 2-2. 0 8 (m, IH) , 2. 3 

3 (dt, J = 7. IHz, 13. GHz, 1 H) , 2. 5 5-2. 6 5 (m. 

IH) , 2. 7 0-2. 8 5 (m, 2H) , 2. 9 8 (dd, J = 6. IHz, 

10. 3Hz, IH) . 3. 63 (d, J = 13. 2Hz, IH) , 3. 65 
(d, J = 12. 9Hz, IH) . 4. 8 0-4. 8 8 (m, 1 H) , 6 . 9 7 
(s, IH) , 7. 02 (d, J = 9. OHz, IH) , 7. 16-7. 24 
(m, 3H) , 7. 34 (d. J = 8. 8Hz, 1 H) . 7. 33-7. 37 
(m, IH) , 7. 9 5 (s, IH) . 

MSiS^ff^i (ESI-MS, m/z) :3 2 8 (M*+l) 

^1 ^fl!il208: (3 S^ -1- (4- ^nu^>^:;)V) 7- h^b b'P- 1 H- 3 -If 

(I^) _ (_) -.\ix2\)i^^-)Vi&m& (73mg) 43J:tJ^]^®* U »>A (165m 
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g) ^i^:^^)V'^)lATK\' (1ml) ll^«PU 4-i^DD^>i;;i/ 
i'D^^r (97mg) ©T-fe h- h (1ml) ^c^M7?viTbfeo 

-^i^*^S-^18^Kii#bfeCDt.s -te^-f h?Sja:feJ:tJf|iJiU f^mi^A^mtzo 
lE-S-^O^'J-M-JV (f^mm) (67iiig) J:it»H«^A> b>;7x~ 
;i/s^;^7/f> (131mg) S7'h^tKD7^> (1ml) fciSfilU ^m7?40^:; 
x^;i/T^/i?>!3;i/:^#^l/-h(Dh;i/j:>^^S (0.50ml) *JP;tfco SiSiS^ 

tJ^^M-ewm^bfe^s la^^^^^:^^u>i/A7k^^£ (imi) *iJl]^^ 
^DDstx;i/A-rp>'v-;i/ (3/1) T?ttmbfeo w*8M^&ii7jc»SiK:^hye/A 

»H-NMR (CDCla, 40 0MHz) : 1. 9 5-2. 08 (m, IH) , 2. 2 
9 (dt, J = 7. 3Hz, 13. 9Hz, IH), 2. 5 2-2. 6 2 (m, 
IH), 2. 7 0-2. 80 (m, 2H), 2. 94 (dd, J = 6. 3Hz, 
10. 5Hz, IH) , 3. 60 (d, J=13. 2Hz, IH) , 3. 63 

(d, J = 13. 2Hz. IH) , 4. 77-4. 84 (m, 1 H) , 6. 94 
4s, IH) , 7. 0 2 (d, J = 9. OHz, IH) , 7. 2 5-7. 3 5 

(m, 4H) , 7. 3 2. (d, J = 9. OHz, IH) , 7. 9 1 (s, IH) . 
M^*fii (ES I-MS, m/z) :3 2 8 (M*+l) 

mmmmi os) -i- (A-yMn^yt^ji) xh7bHP-iH-3- 
bTPU;!/ (iH-5-w>y\/u;i/) 

(R) - (-) -h:j3^)Vy-jmmm (73mg) :J3J:V^K*U'>A (165m 

g) ?&t^p{^;i/3t^;i/A7'^ K (imi) i^mmu 4-7;i/2rp^>i^ 

;i/^P^-r K (97mg) ©T-fe h-h U;i/^^^ (1ml) ^^Ut^^Tlytco Sifc 
S^^^^mm-ei8Wf^0l#bfe0-fes -fe^-f hig3i:}3J;i;fii«Sbs f^^i^A^m 

lH-5--f >^V^-;i/3|--;i/ (tfBB^l) (67iiig) il*H<*:A> bU7x- 
)Vits7,7^y (131m g) ^xb7l:KD77> (1ml) {c^fi?U mUi^mi^ 
x^;i/Tv^i;*;i/4^=3e^>i/-l>©h;i/ai>^^S (0.50ml) ^Jo^fco 
tf*^MT'18I^M^#bm laSl^^mi^hye^ATKi^^g (Iml) ^ip^. 
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^pp7J^;l/A-7•P>'v-;v (3/1) T'ttmbfeo mMmmmi-vv^2^ 

M^t5HPlC{3j:t))PiMU mm^t^m (ISmg) ^mco 

•H-NMR (CDCls, 4 0 0MHz) : 1. 9 2-2. 0 2 (m, IH) , 2. 2 

6 (dt, J = 6. 8Hz, 14. 2Hz, 1 H) , 2. 4 8-2. 5 7 (m, 

IH) , 2. 6 5-2. 7 7 (m. 2H) , 2. 90 (dd, J = 6. 3Hz, 

10. 5Hz, IH) , 3. 60 (d, J = 2. 9Hz, IH) , 3. 59 (d, 

J = l 2. 9Hz, IH) , 4. 7 3-4. 8 4 (m, IH) , 6. 8 7-6. 

97 (m, 4H) , 7. 20-7. 2 7 (m, 2H) , 7. 29 (d. J = 9. 

OHz, IH) , 7. 9 1 (s, IH) . 

H«^«fli (ESI-MS, m/z) :312(M^+1) 

mmm2iG: (3S) - riH- .^-^>>y-;'nv) fi- (3-n bP^vs^;v) 

_ (_) -\fxnv^j^-)\ymmm (73mg) jsitj^j^^* y e^A (lesm 
g) (imi) «MU 3 -n > p-^i/$?;v 

^P7^ K (103mg) ©r-feh-hU^l/^g^^ (Iml) :&^M-e?^Tbfeo S.m 

lH-5-^ V>5^y-;i/:^-;i/ (*®<*^l) (67iBg) ^:•fffl^*A^ hU7x- 
;V,J.X7^> (131mg) (Iml) ic^gfilU g?a-C40Xy 

x^;vry5^*;V3i?^i^U~bOb>'^^>^^ (O.SOml) *»P^feo M^ti-^ 

^mm^mi'V^)^2^mm (imi) *^1P^^ 
^pp3jx;i/A-rp/^y-;i' (3/1) -cjftmbfeo 

jg||tOTLC{cJ:t)i^mu SM^b^t) (25mg) ^^#feo 
»H-NMR (CDCh, 4 0 0MHz) : 2. 0 0-2. 10 (m, IH) , 2. 3 
3 (dt, J = 7. 3Hz, 13. 9Hz, IH) . 2. 5 5-2. 6 5 (m, 
IH) , 2. 7 5-2. 8 6 (m, 2H) , 2. 9 8 (dd, J = 6. IHz, 
10. 5Hz, IH) , 3. 75 (d, J=13. 7Hz, IH) , 3. 76 
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(d, J = 13. 4H2, IH) , 4. 8 2-4. 8 8 (m, 1 H) , 6. 97 
(s, IH) , 7. 02 (d, J = 8. 8Hz, 1 H) , 7. 35 (d, J = 9. 
OHz, IH) , 7. 45 (t, J = 7. 8Hz, 1 H) , 7. 67 (d, J = 
7. 6Hz, IH), 7. 93 (s, lH), 8. 08 (d, J = 6. 8Hz, 
IH) , 8. 2 1 (s, IH) . 

gIMBMZll; (3S) - (lH-5~^>j^V^U;i/) [1- (4 -~ h P^>-^;i/) 
KP~ 1 H-3-lfPU;i/1x~y;i/ 
(R) - (-) -\£UVP^-}HmWL (73mg) 430:1^^®^* U (165m 
g) ^t^y^^JV-t^AAT^ h- (Iml) Ki^^U -^ii^s 4--hD^>i?;i/ 
i^D7^ h* (103m g) (DT-kh-hVJVmm (1ml) :&^M"???iTbfeo 

fto 

(131m g) *5^h7tifD77> (1ml) tzmmu Mm.i*mt> 

(0.50ml) l&An^feo Si&tB-^ 

'm^Mux'ismmmwhtz^^. mm^myi^m±hv^2^7Kmm (imi) 5&jp^> 

^DD7jN;i/A-rp>'ty-;i/ (3/1) xmtiiLfto ^mm^MTi^.mmi'hO^A 

HH t SHPLCfc: 1: D iRIiSl U M^-^tl (40m g ) *^feo 
'H-NMR (CDCls, 4 0 OMHz) : 2. 0 2-2. 1 0 (m, IH) , 2. 3 
3 (dt, J = 7. 6Hz, 13. 9Hz, IH), 2. 55-2. 63 (m, 
IH) , 2. 7 5-2. 8 6 (m, 2H) , 2. 98 (dd, J = 5. 8Hz, 
10. 2Hz, IH), 3. 75 (d, J=13. 9Hz, IH), 3. 76 
(d, J = 13. 9 Hz, IH) , 4. 8 2-4. 8 8 (m, IH) , 6. 9 7 
(s, IH), 7. 02 (d, J = 9. OHz, IH), 7. 36 (d, J = 9. 
OHz, IH) , 7. 51 (t, J = 8. 8Hz, 2H) , 7. 93 (s, 1 
H) , 8. 1 5 (d, J = 8. 8Hz, 2H) . 
Mt»«ffii (ESI-MS, m/z) :3 3 9 (M*+1) 

mmmziz: i- (2-^pp^>':^;i/) ~3-)f^^)t^)v (ih-s-^o^^^ 
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3-tHD=^Syli-^Ui?> (61mg) ^^mm*^}^^ (165mg) 
)Vts)VAT^Y (1ml) iC^filU «Cl-^s 2-^DP-<VJ^;V^O^-fl' 
(97mg) CDT■fe^r:^U;^^^t (1ml) ^^^S-t^^iSTUfeo sjss^ti^^^a 

lH-5— f V'^V^--^^^--^!^ ('t'M^*^!) i^'JM) t^M^A. hU7x- 
(131mg) :&xb^tFP7^> (Iml) t:^g«P?U SM*C40^:; 
ai^;VT^>^i^pt7;V7j^:3e^>u-hCDb;vx>^?S (0.50ml) 4JD;lfeo MlB®-^ 
ti:&^MT-mm#bfe^> lafn^^^i^hU-^ATfc^S^ (1ml) *lID:t^ 
^op4>;i/A-:rp>'V-;i/ (3/1) -ettttibteo ;smB*«l7M^:^h U 

JgP8"rSHPLC(cJ;»5)^!KU ^Sfls^ (23m g) *#feo 
M^^lfffi (ES I-MS, m/z) :34 2 (M*+l) 

3-tKO=3fi/l^^Ui?> (61mg) ^SJiZJ^m^ O'i'A (165mg) ^i^^^ 
)Vi^s)\,h7XY (1ml) K:^§«»U 3-^PD-^>^^;V^P^'f ^* 

(97ing) iDTH2hrihu;vis?R (1ml) ^mwdwrhito mmtm-^^^ 

\B.-^-'-{y^'J-M'-)^ (c|'^#:l) (67iBg) fciffflfl^As 

(131mg) ^xh^tHn7^> (1ml) 13^«SU ^la^iOX^; 

l'^'^^^^^ (0.50ml) t»P;lfeo U.mU-^ 

>>DD7^;wA-7-P7V-;i/ (3/1) Tfiftfflbfeo «il«%«l*^!i^^:^^y^>A 

Jg||t-5HPLClcJ:D!liiibs ^@^b^^ (25 mg) •^m^c 

M^tt^fii (ESI-MS, m/z) :34 2 (M*+1) 

ggj ffimU: 1- (A-?7UU^:yV ^^^) -3-t^^U$?;i/ (lH-5--<>y-^ 
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K (1ml) K^MU A-i7tiu-<yV)V^X2^-( Y 

(97mg) h-hU;i/J§?S (1ml) ^&gfi-???giTtfeo SJiSig-^^^^^MM 

IH-S—T ('t'^^:!) (67mff) ^ct'^<*:Ax hU7x-;i/ 

3it:^7^> (131mg) <§cxh^tKD7^> (1ml) t^PU ^M"^40^:^x 
^;i/7'V^i?*;i/st?=^i'l/— h^l'^^^SIK (0.50ml) *JD;t;feo SJSS^^ 
*gMt?miS«l#tfe^> «Sl«^^*3!l:^hU'>A*«M (1ml) *^q^^ 
^rpD7t^;i/A--rD>'ty-;i. (3/1) 7?fflai/feo ^ V »>A 

JgP|-rSHPLClcJ:t)!|tiiU ^M'fb'&tl (27m g) ^feltfeo 
SI«^*ff«S (ES I-MS, m/z) :34 2 (M++1) 

vru;i/) x~y^;v 

3-t h'n:^ri^t:^Ui^> (61mg) :j3 J;tJfi^^* U A (165mg) 
;l/J^;^AT^ K (1ml) K:?§^SU ^ii^s 4-yMti^>i>)]y^ti^-( H 
(86mg) ©r-k h-hU;U^^ (1ml) ?£^^T-^Tbfeo HJ5S?g-^«^%^M 

lH-5— f >^\;-;V:t-;V (tfHf*^!) (67iBg) il4»K#:As hU7x- 
))/:^yky^> (131mg) ^7-h^yi\^r27^> (1ml) fc:^§fi?U ^m"C40XJ? 

3u'^)VT^Ji>ij)\^-!f^^i^U—h<Dh)i:j^>^^ (0.50ml) ^Mttzo SJS&iB-^ 

m^MutusmmmwiytcU^. mm^m^m-^ ^ j^^mm (imi) *jo;is 

^pp4^;i/A-rD;iy-;i/ (3/1) "CMmUfeo «^5&S«*E^:^hUe7A 

mm-r^mcii:.xm^h. mm^-^^ (umg) ^^^ifeo 

Wa^^lf^ (ES I -MS, m/z) :3 2 6 (M*+l) 

mmmzu: iH-5-^>y>;u;i/ri- (s-=.hu^>i;)]y ) -3-t^^»j^ 

3_t KDdp2/l^^US;> (6lmg) ^^V^mttiV^i^ (165mg) 5fe-:?p<^ 
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(103mg) CDT-feh-hU;vi^?S (1ml) *^mt?iiTbfeo 

(131ing) ^&5^h^tKD77> (1ml) «PU ^MT-40t:^ 
x^;VT\/S^*;i'>J^=^S^^— b-'l'^^^S^ (O.SOml) ^MXito RBU^ 

m^^mrtimmmnhms is«iftifc!K*:^hU'>A*is^« (imi) mt. 

Jg||"rSHPLClc:J:»)i^iiU ^'fb-^ (25mg) ^mtzo 
»H-NMR (CDCls, 4 0 0MHz) : 1 . 4 6 - 1 . 5 7 (m, 1 H) , 1 . 
57-1. 70 (m, IH), 1. 73-1. 88 (m, IH), 2. 05-2. 
15 (m, IH) , 2. 15-2. 3 4 (m, 2H) , 2. 6 3-2. 6 8 (m, 
IH) , 2. 3. 04 (m, 2H) , 3. 63 (s, IH) , 4. 32-4. 3 
8 (m, IH) , 7. 05 (d, J = 9. OHz, 1 H) , 7. 14 (s, 1 
H) , 7. 36 (d, J = 9. OHz, IH) , 7. 43 (t, J = 7. 8Hz, 
IH) , 7. 62 (d, J = 7. 8Hz, IH) , 7. 93 (s. 1 H) , 8. 
07 (d, J = 8. OHz, 2H) , 8. 21 (s, IH) . 

3-t lfp=3^^>>li^Ue^> (61mg) ^iiXJ^mkitJ^)^l< (165mg) ^S^^^ 
;v4k;WAT^ ( Iml) ti§«¥U (1-:/pm^;W ^>^> 

(lllmg) ©T-bb^bU;v^^^dE (Iml) *^M"etgTbfeo RmU-^^^ 

lH-5-^>^\/-;i/^~>'V (+^<*^l) (QlJas) tmi^As hU7x- 
JVsl^X^^V (131mg) ?&7^h^t FP^?^' (1ml) Ic^^U ^MtW:^ 

h;i/x>^§l8[ (0.50ml) ^lattco Ml&^B-^ 
tI^^M^?mS8l#bfe^^ fiajfiJ^®*lS:^hU'>A7jc^?«i (1ml) 
ij7PP3}N;i/A-rp;v-;i/ (3/1) TJfltBbfeo W^M^toiSfemr^h Ue^A 
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mmt^mcicxmmu mmit-^m (23m g) ^mito 

Sfi^^ffll (ESI-MS, m/z) :3 2 2 (M*+1) 

^^^J218:N- (lH-5-^>^vrij;i,) -N-Fl- ( 1 -73iiz;t/3:^ 

K>i^^jglzKlDi^ (77mg) *Jj;i;^^:i7 U "^A (138mg) 
j^^Jl^MAT^ K (1ml) fc^gMU ^ci-N, (l-:/D^x^;p) 
> (93mg) 07'-fehrihU;V^ (1 ml) *^MT??gTbfeo RiiS^^* 

il0»t«^<|:Aa:5-7^y-f >i5^\;-;i/ (52mg) s i^^ (0.02ml) 

(1ml) (ci^^U m.Ul^^-^>-ii^)i>>mi^ (0.07ml) ^mTb 

tzo Rmm-^m^^m.-^iBf^mmniytcm. mn^m^iKmi- h v ^ A^i^mm (i 

mil) ^MX. ^mviMJ^-rvn^-jv (3/1) Tfttffitfeo ^*ftji*^lll* 

M^b-^tl (14m g) 2a^©^^M<4<*: (itSISSO ; 50) ^UTlifeo 
'H-NMR (CDCU, 400MHz) as a mixture of 2 diastereoiers : 1 . 
4 0-1. 7 5 (m, lOH) , 1. 9 8-2. 2 8 (m, 8H) , 2. 80-2. 
9 5 (m, 2 H) , 3 . 0 0-3. 15 (m, 2 H) , 3 . 2 0-3. 3 2 (m, 
2H) , 3. 5 0-3. 6 3 (m, 2 H) , 6. 7 3-6. 7 8 (m, 4H) , 
7. 2 3-7. 2 8 (m, 6H) , 7. 3 0-7. 3 4 (m, 6H) , 7. 84 
(s, 2H) . 

Sg^*f^ii (E S I-MS, m/z) :32 1 (M++1) 
mmm219:}i- (lH-5-^>^y>;;i/) -N-ri- (l-7x-;i.x^ 
)V) T^h^b KP - lH-3-tfDUs;;t/lT$> 
^^?|J179 (TOOmg) ^j57DPs^;i/A (3ml) HzmMU 95%hU7;i/ 

:tumm (3ml) ^^ut!mrbtco R^m-^^mmr^2mmmni.tz0'bs 

WmLtco mtiJV^A (690iiig) ti^y^'^)V^^)VAT5. K (3ml) ^iB^mn 
U ^(D^m-^^^s (l-:/n^x^;i/) ^>Hf> (408mg) ©T-feh-h 
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^))mm (2ml) mri^tzo mm^n^u-^mmmi^m^ mmm 
7K^:^^ue7^7Jc^?^ (3mi) mn^^ -i7PD4^;i/A--7-p>'V-;i/ (3/i) 

•H-NMR (CDCls, 400MHz) asa mixture of 2 diastereomers : 1 . 
3 0- 1. 3 9 (m, 6H) , 1. 54-1. 7 2 (m, IH) , 2. 17-2. 
2 8 (m, 2H) , 2. 2 8-2. 4 5 (m, 3H) , 2. 5 3-2. 6 1 (m, 
IH) , 2. 6 5-2. 7 0 (m, 2H) , 2. 7 0-2. 7 7 (m, 2H) , 
3. 17-3. 25 (m, 2H) ,3. 88-3. 98 (m, 2 H), 6. 63 
-6. 7 3 (m, 4H) , 7. 10-7. 3 0 (m, 12H) , 7. 8 0 (s, 
IH) , 7. 82 (s, IH) . 

»i9-«fffi (ES I-MS, m/25) : 3 0 7 (M*+1) 

^as^J220 :N- (lH-5— rv-yv^U;^) -N-ri- (l-7xr:;Vx^ 

mSmiSl (700jiig) *^PPJ^;i/A (3ml) {;i^«?U •eei'Ns 95%hU7;i/ 
:^vimm (3ml) :&M*e«iTbfeo SJ©®^?S£^m-C2I^Ba0l#bfe®-fes 

tgiSbfeo mkij^)^^ (fisoig) F (3ml) ^m^»n 

U ^©SJS&^i^i^fcls ( 1 -:^M3^^^^) ^^"K^ (408mg) ©T-fe h 

^))mm (2ml) ^^STbfeo sii&s^ti^^M-ew^M^um laiuj^^ 

7K^:^^U'i?A2KS^«c (3ml) ^JP^> ^Dn!j^;i/A-rD>'iy-;v (3/1) 
^Dp"*;i/A/-j<^>'-;v*eJilPB"rSHPLCK:J;*)*SMU mMh-^ 

tl^l85mgs mmo^m^i^ (itS«50 : 50) ilbT^feo 
'H-NMR (CDCls, 400MHz) as a mixture of 2 diastereomers : 1 . 
2 8-1. 34 (m, 6H) , 1.40- 1. 5 5 (m, 4H) , 1. 55-1. 
70 (m, 4H) , 2. 18-2. 45 (m, 3H) , 2. 64-2. 74 (m, 
2H) , 3. 41-3. 54 (m, 4H) , 6. 6 6-6. 7 8 (m, 4H) , 
7. 12-7. 2 6 (m, 12H) , 7.8 0 (s, 2H) . 
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M^Hf^i (ES I-MS, in/z) :32 1(M*+1) 
mmmZZl: :^^J]/ 2-\3- (lH-5->f 

3-h^U^i^\f^Vi?> (1.41g) :feJ:VMKAU»>A (2.76g) 

F (20ml) (C^fi^U ^C^s a -yp^7 xr:;VT-fe 

(3.23g) (DT'^h=^hV)mm (20 ml) &^iaT?JSTbfeo SliS^^ 

ilOitiK{$:A^ h U3^^;i/7'^> (3ml) *M7K5^;>«^;l/::^;^5^=^'y•'f K (5 
ml) tcJ§j!i¥U T;i/d^>#HmTs • h Up{^;PT^ 

(3.69g) ^iP^feo SJ®S^tl^^Mt?m^^i«|ibfe^> la^^^^rhh 
';e?A7jC^?gi (10ml) ^»P;ts ;57DD7j>;i.A-t?»mbfeo «Wi4^i7k«iE^± 

CL<Dt^mi^Bt5-TK^-(>ir^J'-'}\^ (1.33g) (0. 2ml) 

(20ml) fc:^fl¥U U (1.5ml) ^mTVtzo 

mm^m^Mut!iBmmmn\.rzm. ^mmmyi^mi-vv^ATi^mm (20m 
1) mux. ^DD3^;i/A-rD;v-;i/ (3/1) -ettttiufeo ^mm^MM 

^^y-;i/"ejg§i^S^i;*-y;i/A^A^D"^h^"77^-l;:J:DMSiU mM 
ih^m (3.55g) 2aii«D^ISMtt#: (itwrn-.m bhxmzo 
*H-NMR (CDCI3, 4 0 OMH z) as a mixture of 2 diastereomers : 1 . 

4 4- 1. 6 2 (m, 4H) , 1. 64- 1. 7 8 (m, 4H) , 2. 18-2. 

5 2 (m, 6H) , 2. 6 7-2. 8 8 (m, 2H) , 3. 4 6-3. 5 6 (m, 
2H) , 3. 60 (s, IH) , 3. 62 (s, IH) , 4. 06-4. 10 
(m, 2H) , 6 . 6 5-6. 81 (m, 4 H) , 7 . 18-7. 38 (m, 12 

H) , 7. 79 (s, 2H) . 

«*^^<fi(ESI-MS,m/z) :3 6 5 (M*+1) 

mmmzzz: 2 -[3- (iE-5—f>y'j^))\^y^^) i^^u$^y^]-2-7x 

m^mzzi (500mg) ^ji^^-Jl^ (1ml) 1 3 N7kK{b:M^ U e?A7jc^^^ 
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(1ml) mmi^. m.'^mmmnx^tco^^ imm-^ ph = ? n^s-i^^m 

M*i^«f^i (ESI-MS, m/z) :349 (M*-1) 

(30ing) 43a:tK^0!l222 (88mg) K (1 

ml) ic^^u ^3^> i-x^;p-3- (3-e;^^;i/T^yrpi^;i/) * 
;i/3t?s;^ ^ mmm. (seig) s i - 1 ho^j^-^vv^ b utv^-;i/ (TTmg) :feJ; 
t5s^p«^;i'7'5 t: u s;>(5i«g)^£lin^feo sjsfcS-^ti^E^ia-eisi^^m^bfe® 
mimWbi^mi-hV^^:^mm (iml) *in^s ^od3^;va-:7-o>^v 

(3/1) /CtttBUfeo :t«Ul*^RI*a^:^^U•>A15lg«U *ftflET«ii* 
W^bT^t^nfe^^^s V2U^.)VA/M- ^ y ~;i/tfSlg1-SHPLCk:i: 
U ^-(b-^tl^BEmgx 2«m^Dl^^m«^ (ItitSi^BO : 50) J:bT#feo 
'H-NMR (CDCls, 4 0 0 MH z ) as a mixture of 2 diastereomers : 1 . 
33-1. 50 (m, 2H) . 1. 5 5-1. 69 (m, 2H) , 1. 70-1. 
9 5 (m, 4H) . 2. 1 2 - 2 . 4 2 (m, 3H) , 2 . 4 2 - 2 . 5 5 (m, 
IH) , 2. 5 8-2. 6 7 (m, 3H) , 2. 7 6 (s, 3H) , 2. 7 7 

(s, 3H) , 3. 4 8-3. 5 8 (m, 2H) , 3. 89 (s, IH) , 3. 
94 (s. IH) , 6. 7 2-6. 8 3 (m, 4H) . 7. 20-7. 3 8 (m, 

1 2H) , 7. 83 (s, 2H) . 

Sti^^f-li (ESI-MS, m/z) : 364 (M*+l) 

»i;y1-2-'7 3i-.>l/y-b hT^ K 
7-DVi;V7^> (SOmg) ii^XJPm&mZZZ (88mg) ^P?^f-M)l2xT^ K 

(1ml) mmu ^---s i-:^'f-)V'-3- {3-t>^^Jvrxyrti\^ 

JV) ^ mmm (Semg) . l -t KD=¥^>'<>V^ b (771 
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nhtccD-^. f^mmi^mi-hv^j^7i(.mm (imi) ^mt, ^uaMi^- 
T-vny-jv (3/1) -effttBufeo ^mM^m7i(-mmi-vv^j:<'^%mL. me 

<fct)5!iiiU mmit-^^mmg, 2mMOii^Mi4#^ (ibtaf^SO : 50) 

* H-NMR (CDCls, 400MHz) asa mixture of 2 diastereomers : 0 . 
79 (t, J=7. 3, 3H), 0. 82 (t, J = 7. 6, 3H), 1. 25 
-1. 5 0 (m, 6H) , 1. 5 2-1. 6 5 (m, 2H) , 1. 65-1. 7 
8 (m, 2H) , 1. 7 8-1. 9 4 (m, 2H) , 2. 0 0-2. 2 0 (m, 2 
H) , 2. 2 2-2. 3 3 (m, IH) . 2. 4 0-2. 5 5 (m, 2H) , 2. 
7 0-2. 8 7 (m, 3H) , 2. 90-3. 03 (m, IH) , 3. 10-3. 
19 (m, 4H) , 3. 4 5-3. 54 (m, 2H) , 3. 83 (s, IH) , 
3. 8 6 (s, IH) , 6. 6 5-6. 7 6 (m, 4H) , 7. 15-7. 27 
(m, 1 2H) , 7. 7 8 (s, 2H) . 
MStS-^^l (E S I-MS, m/z) :39 1(M^+1) 
^«Sg!l225 :Nl— >^P7'Pt^;i/- 2 -[3-^ (IK'-b—O^'JVJVT^ 

^^D7'Dlf;VT^> iZOag) HS^XFmmmZZZ (SSmg) ^&S^p«^;i/:^^;i/AT 

^ K (1ml) (c^PU ^c:^^ i-x^;v-3- (3-^:?^f-;v7'^y 
tf;i/) ^ YMBM (86ig) s 1 - fc ^t3^i/^>'J h ur^;-;^ (77 

mg) :i3J:tJfs^p«^;i/T^>'t:uj^>(5mg)*AD^feo s^&^B^^fe^M-eisi^^^ 
fiajW^^^:^-hU'>A7fclS* (Iml) *in^x ;J^pD7|x;1/A- 

rD/v-;v (3/1) -ettajbfeo ^mm^m^mm')-h')^M.i^t^mL. m£ 
rmm bT^#^)nfc^^<&^ ^ut2t^)iA/^^^ -)]^t^mmt^mc\z 

'H-NMR (CDCls, 400MHz) asa mixture of 2 diastereomers : -0. 
50-0. 06 (m, 4H), 0. 16-0. 34 (m, 4H), 1. 10-1. 
2 3 (m, 2H) , 1. 2 3-1. 3 5 (m, 2H) , 1. 40-1. 5 0 (m, 
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2H) , 1. 5 5- 1. 7 5 (m, 3H) , 1. 8 0-1. 9 0 (m, IH) , 1. 
98-2. 10 (m, 2H) , 2. 12-2. 18 (m, IH) , 2. 18-2. 
28 (m, IH) , 2. 3 0-2. 3 9 (m. IH) , 2. 4 0-2. 50 (m, 
IH) , 3. 00-3. 10 (m, 2H) , 3. 40 (s. 1 H) , 3. 41 
(s, IH) , 6. 2 5-6. 3 5 (m, 4H) , 6. 7 5-6. 8 7 (m, 12 
H) . 7. 39 (s, IH) , 7. 40 (s, IH) . 
S^^mm (ESI -MS, m/z) : 39 0 (M*+l) 

^mm.9.fi:Nu N i--^^-^^!^- 2-r3- (iH-5-^><y-.;u;vy^ 

t;x.^)VT^> (35]»g) ^XXJ^mmZ22 (88mg) ^t^^^M)Vl^T^ K 
(iml) fc^»U l-x^;i.-3- (3-y^^;vr^yrni^ 

;p) ^ (86mg) . 1 }^ti^i^^>^J h UT^-;!/ (77m 

(3/1) -eJAmufeo mmm^^Mm-^ ^ ix'^m.mx^s m. 

J;DlfilSlU ^Mfti^*58mg> lsm©MlfeMt4<4ti:l^t^#feo 
'H-NMR (CDCla, 4 0 0MHz) one diastereoner : 0 . 9 5 (t, J = 7. 
1, 3H) , 1. 0 1 (t, J = 7. 1. 3H) , 1. 42-1. 58 (m. 2 
H) , 1. 6 0- 1. 7 5 (m, 2H) , 2. 3 5-2. 50 (m, 2H) . 2. 
58-2. 6 8 (m. IH) , 2. 74-2. 8 2 (m, IH) . 3. 02-3. 
32 (m, 6H) , 3. 3 5-3. 5 3 (m, 2H) . 4. 3 1 (s, IH) , 
6. 68 (s, IH) , 6. 72 (t, J = 8. 8, IH) . 7. 15-7. 3 
0 (m, 4H) , 7. 30--7. 37 (m, 2H) .7.76 (s, 2H) . 
«a^&«f^a(ESI-MS,m/z) :4 0 6 (M*+l) 

: N 1 - ^9.--7Jb:^PX^>V) - 2-[3- (1H-5->f>yVU 

l-vmxi:x,^)\^rxy'm^ (SOng) ^iaX^mmm (SSmg) 

M^)\,hyx\^ (imi) tc^fi?u i-x^;v-3- (.3->:^^5^;i/ 
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T^jrtJ\^)]^) >b;i/5}^^^^^ (86ing) . l-\i\(n^t/^>'Jfh^)T 

rmmmnhtcco-b. mam^mi- h ^) ^ i^Ti^^mm. (imi) mu^s 

tmiCtzXm^l^s M<b^^39mgs 2Sm®li^Mt4#: (iti5J3e50 : 5 

0) tvxmtco 

'H-NMR (CDCls, 4 0 OMH z) as a mixture of 2 diastereomers : 1 . 

2 7-1. 4 0 (m, 2H) , 1. 5 5-1. 6 8 (m, 2H) , 1. 68-1. 

8 0 (m, 2H) , 1, 8 0-1. 9 2 (m, 2 H) , 1. 95-2. 15 (m, 

2H) , 2. 24-2. 3 5 (m, 2H) , 2. 4 5-2. 6 0 (m, 2H) , 2. 

7 5-2. 8 5 (m, 2H) , 3 . 2 5-3. 45 (m, 2 H) , 3 . 45-3. 
-62 (m, 2H) , 3. 90 (s, 2H) , 4. 27-4. 40 (m, 2H) , 

4. 4 0-4. 5 5 (m, 2H) , 6. 6 7-6. 7 3 (m, 4H) , 7. 15 

-7. 3 0 (m, 1 2H) , 7. 7 9 (s, 1 H) , 7. 8 0 (s, IH) . 
mm^mm (E S I -MS, m/z) .-3 9 6 (M^+ 1 ) 

mmmzzsiNi. Ni-$^7t^;i/- 2-[3- (iH-5-^>yvyu;i/y^ 

J) t^^U$;y1-2-7xn;i/T-fe K 

(100ii«) ^^XJ^mmmZZZ OSOmg) ^t^;<^)\^^^)VAT^ H 
(5ml) (c:^«¥U ^d'x l-x^;v-3- (3-S?p<^;i/7^ yrPK;v) 
ii3)l^^i>-( ^ l^mmi^ (257iiig) ^ 1 - 1 h U (227iiig) 

:j3<ktf ^ / »; >(5iiig) ^mxtco m^m^m^^ux'^snmmn t 

tz(Ot>. mi^m^^i-h^J^l^J^mm (Sml) ^&jiO;lN ^uut^jVA-ru/^ 

^-;K3/i) T?iiiimbfeo w^*ii*aK:^hy'>A'c$fe«u mht^js 

Mu sm^b^^^feisomg^ zmmommm^i^ (jtjaj^so : 5o) iiUTtifeo 

'H-NMR (CDCls, 400MHz) as a mixture of 2 diastereomers : 1 . 
4 0- 1. 6 0 (m, 4H) , 1. 6 0-1.7 7 (m, 4H) , 2. 22-2. 
52 (m, 4H) , 2. 5 2-2. 6 5 (m, 2H) , 2. 7 0-3. 0 3 (m, 
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2H) , 2. 86 (s, 6H) , 3. 44-3. 54 (m, 4H) , 4. 32- 
4. 45 (m, 2H), 6. 65-6. 79 (m, 4H), 7. 15-7. 40 
(m, 12H) , 7. 7 5-7. 8 0 (m, 2H) . 
M^lfffi (ESI -MS, m/z) .: 3 7 8 (M++1) 
mmmZZ9: 2- (4-7;V:tP7x ^;i/^ -2 -[3- (IH-S—O 

^^J U )VT 5 J ) fc:^ u 1 - 2 - 7 X r.^yy-b y— h 

4-7;i/:tD7x-;Hf^p<^;i/ (252iig) , N-:/a^c:tt<m-f ^ H (354 
mg) ^JiVTV^bTX-f V:/^D-hy-^V (lOmg) ^BMitMM (3ml) 

:rDf^^ (3ml) ^mMrt^mrvtco Rmm^^^ut:2mmmwh-k:<ot>s 

««gUfeo j^m*U';7A (mg) (3ml) *ip^a#u 

c)3^<$:A©T'feb-bU;V«S«E (2ml) SilTbfeo SiSS 

■^tt^^fi-cisi^^igjf bfe^s f^mmm:^M±v^)^^7i(.mm (3mi) ^bad^s 

MMf 5HPLC{3J:D«I®U M^-^li 4370m g> 2ffim0«S«IIH4^ (tbSiS 

50 : 50) thxntco 

'H-NMR (CDCla, 4 0 OMH z) as a mixture of E diastereomers : 1 . 
5 2-1. 7 0 (m, 4H) , 1. 7 0-1. 9 0 (m, 4H) , 2. 32-2. 
64 (m, 6H) , 2. 7 5-2. 9 5 (m, 2H) , 3. 5 5-3. 6 5 (m, 
2H) , 3. 65 (s, 3H) . 3. 66 (s, 3H) , 4. 12-4. 28 
(m, 2H) , 6. 9 0-7. 0 4 (m, 8H) , 7. 3 4-7. 4 8 (m, 6 
H) , 7. 83 (s, 2H) . 

5tfi^*T^i(ESI-MS, m/z) :3 8 3 (M^+1) 
^Mfiai230 ;pt^;i/ 2- (4-->pp7x^; 1/) -2-[3- (lH-5— 
'J^))\/T^J) tf^U$^y1-2-7xr:;i/y-tey— h 
4-^PP7x^;i/fi^m^f-;i/ (276]ng) , N-:/P^ iia:<^^' ^ K (354ii 



wo 01/56988 



207 



PCT/JPOl/00721 



S) ^XUT'J\^X-(v:^^i&='YO)]y (lOmg) ^BM^mm (3ml) icmm 
^5S^J180 (407mg) <£i^DD4^;i/A (3ml) H^^iU 95% h U 

Dg^^ (3ml) <&^M-e^STu;feo m^m^<^^MM'G2mmmn\^tc<o*,. ^s. 

iiibfeo mtitjV*^A (mg) i:5^^^;i/5^;i/AT$ H (3ml) ^m^mWVs ^ 
©SlSS^fciN f|5^<*:ACDT-lr hr:hU;P^?«[ (2ml) ^&?iSiTbfeo RmU^ 

m^^mr^immmni^tc^. mmm:^^i- v v ^ Ajiamm (smi) 

^DD:tc;VA->^D;V-;i/ (3/1) tf^Btfeo ^:^S^7KJi^:>- h U A 

Jlll"rSBPLCt:J:t)Ji®iU ^^li^<fe420mg^ 2ll^©M^M<4<t: (JtlSJ^ 
50 : 50) tbt^feo 

• H -NMR (CDCls, 4 0 0 MH z ) as a mixture of 2 diastereomers : 1 . 

5 2- 1. 7 0 (m, 4H) , 1. 6 8- 1. 9 0 (m, 4H) , 2. 32-2. 

6 0 (m, 6H) , 2 . 7 5-2. 9 3 (m, 2 H) , 3 . 5 3-3. 6 5 (m, 
2H), 3. 65 (s, 3H), 3. 66 (s, 3H), 4. 10-4. 22 
(m, 2H) , 6 . 8 0-6. 9 7 (m, 4 H) , 7 . 22-7. 40 (m, 12 

H) , 7. 84 (s, 2H) . 

M^«ffit (ESI-MS, m/z) :3 9 9 (M++1) 

^^J231 : Nl - (2-7;i/:tPx^;i/) - 2 - (4-7;i/:;>-P7xr:;i/) - 

2-[3- (lH-5-W>j^vyu;i/T$y) fc:^U^y]-2-7xr:;i/y-fe h 

^1600229 (192m g) ^ ( 1 m 1 ) 3 N7Ki^^:^ h U »> 

(1ml) fc:^fi$u ^w^mmmniytciO^, inj^^t ph = 7 itj&K^m 

2-7;i/;^-DJi^;i/5'^>ig^ji (99iBg) :iS^X^f^mi^A^i^;<^)l^^)]/AT 
^ K (2ml) tM«IU ^CL^s l-x^;i/-3- (3-i?p<^;i/7'^y7'Dt 
;i/) *;i/^J?'f ^ mmM (191iDg) . 1 - 1 KD^^^V^^V^ h VT'J-)]y (153 

mg) 43J;tjfs^^^;i/7^y'tfyj:>>(5iDg)^in;tfeo mm-^m^^m.i!ismmmi 
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p/v-;i/ (3/1) -^mmlko ^mM^mMMi-hv^j^-^nmu m&y 

Ho 

*H-NMR (CDCh, 4 0 OMH z) as a lixture of 2 diastereomers : 1 . 
25-1. 42 (m, 2H) , 1. 45-1, 67 (m, 2H) , 1. 68-1. 
77 (m, 2H) , 1. 8 0-1. 9 2 (m. 2H) , 2. 00-2. 20 (m, 
2H) , 2. 2 4-2. 3 5 (m, 2H) , 2. 4 0-2. 5 5 (m, 2H) , 2. 
7 0-2. 8 0 (m, 2H) , 3. 2 5-3. 6 3 (m, 6H) , 3. 8 9 (s, 
IH) . 3. 92 (s, IH), 4. 27-4. 38 (m, 2H), 4. 40- 
4. 55 (m, 2H) , 6. 63-6. 77 (m, 4H) , 6. 85-6. 97 
(m, 4H) , 7. 10-7. 2 5 (n, 4H) , 7. 5 0-7. 6 5 (m, 2 
H) , 7. 79 (s, IH) ,7.80 (s, IH) . 
MMtS-^f^ (ES I-MS, m/z) :414(M++1) 
^fflilgi232 ;Nl - (2-7;i/:^Px^;i/) - 2- (4-^PP7x::^;i/) -2 
-r3- (lE-5-^>V'J^])VT^y) b:'^U$^y>]-2-7x:^;vy-tehy 

iJi 

m&mZ^Q (200m g) ilml) t3 N^K-fb:^ b U ^J^^mm 

(1ml) izmmv. Mu-T^mmmniyfco*,. iNmrn-^ ph = 7 ^jfitcft^^ 

2-yMu:E.^)VTK>mmM (99iig) :j3J:V*MfltA*S?plf-;Vs^;VAr 
(2ml) l-xf-;i/-3- (3-J^;><^;i'T^>'rDlf 

;!/) ^ h*^^^ (I9img) s i -\i y^n^t/^y^ (153 

mg) ^^V^P^ ^ y U >(5iDg)^in^feo Sji&^g^ti^^MT-mm 
nhrc0t>. ma^Wb^m^hV^J^Tkmi (2ml) tJ'PP*;!/^-:?' 
D7V-;V (3/1) -eJAmbfeo :»*»^?fe«l2K«S^:M^U'>Al?$S*IU 

^m^^^ vxw^ntzB^ *s p p ^ -;i/'esi^t ^HPLct j; 

Dlll^bs ^<b^tl?fel09mgx mm<Dm^m^i^ (JttJJSSO : 50) i:bT# 
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'H-NMR (CDCls, 4 0 oMii 2) as a mixte of 2 diastereomers : 1 . 
25-1. 40 (m, 2H), 1. 50-1. 67 (m, 2H) , 1. 6 8-1. 
7 7 (m, :2H) , 1 . 7 7- 1 . 9 2 (m, 2 H) , 2 . 00- 2 . 2 0 (m, 
2H) , 2. 2 4-2. 3 5 (m, 2H) , 2. 4 0-2. 5 7 (m, 2H) , 2. 
7 0-2. 9 0 (m, 2H) , 3. 2 5-3. 6 5 (m, 6H) , 3. 89 (s, 
IH) , 3. 92 (s, IH) , 4. 2 7-4. 40 (m, 2H) , 4. 40- 
4. 55 (m, 2H) , 6. 63-6. 7 7 (m, 4H) , 7. 10-7. 25 
(m, 1 OH) , 7. 5 0-7. 7 0 (m, 2H) , 7. 7 9 (s, IH) , 7. 
80 (s, IH) . 

®S^9-«f^i (ES I-MS, m/z) :43 0 (M*+1) 
liai^J233: Nl- (0-pt^;i/bKP^$/Jl/) -2-F3- (lH-5-^>^ 
^}^))\/7XJ^ t^^U^yl-2-7x;i;i/y-fehy$ K 
^^J222 (175mg) (1ml) 3 N2Ki^'^b:^ h U A*|§^ft 

(1ml) fcJSIPU ^Mt?18fiFKIt#Ufe©^. 1 N*l^tf PH = 7 f*7£tc:tf«I 

0-^^;i/h KP^r^;i/T^>Jtg^Jg (84iiig) *5J;tjt4'^<*:A?&S^^^;i/7|^;i/A 
h- (2ml) td^filU l-3:^;i/-3- K^-V^^)\^7KJru 

li;i/) *;i/3|^S^-f ^ Kig^ig (263mg) s l-\LYxx^'t/^y^) h UT^-;!/ (2 
25ing) :feJ:yfS?^^;i/:r^>'lfUS^>(5]iig)?S&Jpitfeo HJ^»^B-&tl&m-ei8i^^ 

mmuwm-f\^)t>himm. (2mi) ^jn^s i^DP:^;i.A- 

rp^V-;!^ (3/1) TJllimbfeo W«^*^i«^:^hU'>A-C'^^U MJE 

T^*I^S*bTl#^nfeB^?feN ^ P P3^;i/'a/^ ^y'-;i/i?MII-r5HPLCK: 
<l:b:^mu ^'fb^^202mgs 2@m(DM^^1^#: (JtiSI^SO : SO) £:UT 

'H-NMR (CDCls, 400MHz) as a mixture of 2 diastereomers : 1 . 
32-1. 50 (m, 2H), 1. 55-1. 70 (m, 2H),1. 72-1. 
94 (m, 4H) , 2. 0 0-2. 4 5 (m, 4H) , 2. 5 0-2. 6 5 (m, 
2H) , 2. 7 3-2. 9 5 (m, 2H) , 3. 2 5-3. 4 5 (m, 2H) , 3. 
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4 5-3. 6 2 (m, 2H) , 3. 64 (s, 6H) , 4. 00-4. 15 (m, 
2H) , 6. 7 2-6. 83 (m, 4H) , 7. 2 5-7. 3 5 (m, 1 2H) , 
7. 8 3 (s, 2H) . 

^fiB^J234:Nl- (0-x^;i/ti KP^->;V) -2-r3- (lH-5->f>y 
mi&m2Z2 (175mg) ^^^y'-;!/ (1ml) i: 3 NTK^jb:^ h U '^A2k^$S 

(1ml) ifimmiy. ^mismmmnvtz(o-b. iNJg^-e ph = 7 msifcr^m 

0-x.'^)V\i\iU^^>)VT5.>mmM (98ig) :33J;tJf*^ft:A%2;p<^;WI/A 

r^K (2ml) c^^iU -^ci^s i-x^;i/-3- ( 3 ^ ^ 

t:;i/) *;i'5t?i?>f ^ Ymm. (263mg) ^ 1 - t HDdpi/^>vr ^ ))T'J-)V (2 
25Big) :feJ;VS?;p«^;VT^yiiUS^i'(5ing)*lia^feo HliBJg^?fe^M*Cl8I^K 

mnvtzcD^. mimm^mi-hv^A^mwL (2mi) ^nn^s ^^Ds^^;^A~ 

JlDI^MU am^b^tl^204mg> 2SM©mPi4<^ (Jtiat^BO : 50) iibt 

'H-NMR (CDCls, 4 0 0 MH z ) as a mixture of 2 diastereomers : 1 . 
11 (t, J = 7. 1, 6H) , 1. 3 0-1. 45 (m, 2H) , 1. 55-1. 
65 (m, 2H) , 1. 68-1. 8 8 (m, 4H) , 2. 15-2. 40 (m, 
4H) , 2. 4 5-2. 60 (m, 2H) , 2. 73-2. 8 5 (m, 2H) , 3. 
4 5-3. 5 5 (m, 2H) , 3. 7 0-3. 88 (m, 4H) , 3. 96-4. 
15 (m, 2H) , 6. 7 0-6. 7 7 (m, 4H) , 7. 2 0-7. 2 7 (m, 
1 2H) , 7. 7 8 (s, 2H) . 

^M^J235 :N1- (0-^^;i/b Kp »->;!/) -N 1 2 -F 3 - (1 

mmm (175m g ) ^ ( l m l ) 3 N2KK^:^ h U 
(1ml) Sa-CmSMif bfeO'fe> INSKT? PH = 7 ftSttjfD 
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N, Q-9p^^)l\L\iu^P)]yT^>M^m (98nig) *5J:tJfit'Si*:A<fee^pt 
(2ml) K:«§«?U *i:-N> l-xf-;i/-3- (3 
y ra t:;v) ^ Ki^KM (263iiig) > 1 - 1 H d ^i/^>'J h U T'J- 

;i/ (225mg) i3<J;tKS^^^;VT^y tfUi^>(5mg)M^feo Sii&S-^#l*^M'?? 

ismmmnbrc(D-^. mi^mymi-hv^i^Ti^mm (2m d ^ddt^ 

;i/A-rp;V-;i/ (3/1) fWltiibfeo b U -^AT-lg^U 

»iET^ii*e^ hxm intern ^^ ^ o o A/pt ^ -)itimmt shp 
Lctcj:Diiii!iu ^^-^smmgs mm(ommmiif^ {&m\m:m t 

*H-NMR (CDGls, 400MHz) as a mixture of 2 diastereomers ; 1 . 
45-2. 05 (m, 8H), 2. 33-3. 05 (m, 8H), 3. 15 (s, 
6H) , 3. 42 (s, 6H) , 3. 5 5-3. 7 3 (m, 2H) , 4. 76 
(s, IH) , 4. 87 (s, IH) , 6. 7 6-6. 8 5 (m* 4H) , 7. 
23-7. 38 (b, 8H), 7. 38-7. 48 (m, 4H), 7. 79 (s, 
2H) . 

%lflS^236 :N- ( 1 H- 5 ><yyU;i/) -N-Tl- ( 1 -7 x:i;i/7'P 

;v) -3-tf^u^;Hy^> 

(llOiiig) , N-5^D^ill±<K-f ^ K (267iBg) iS^XTT^Jli 

>^-f vr^p^hu;!/ (lomg) ^mm^h)^0i^ (3mi) tzmmv^ aov-cm 

mmnvtzo mui^^m^^ at-x;v*sp;t> -fe^-r bi^ii:fea:tj«ii«su 

mS&miSO (252iiig) S^PPJ^;i/A (3ml) iC^«?U ^il^s 95% h »; 

:tp»@^ (3ml) :&^fiT!«iiTbfeo Rj^u^^^mrt: 2nmmnhitot>s 

mmhito i^^5bUe^A (276ig) i:S^^^;i/3jx;PAr^ K (3ml) ^iD^Si* 

U ^©KliStg'&tllCs itiP^i^^AOT-fe h- h (2ml) ^T^TUfeo s 

^&^i^tl^^M"t!l8I^M#Lfe#^ fiaiPi^^7j<^:^hUe7A2K?§^S (3ml) t 

iin^^ :^^ppjj>;i/A-7'P>'ty-;i/ (3/1) -nmtaiytco ^^m^MMWti-h 
~;i/Tiiii"rsHPLC{cj:D*iMu ^fti^;&l30mg^ mmimmmm 
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»H - NMR (CDCls , 4 0 0 MH z ) as a mixture of 2 diastereoners : 0 . 
73 (q, J = 7. 3Hz, 6H) . 1. 3 5- 1. 9 0 (m. 8H) . 2. 2 
0-2. 75 (m, 2H) , 2. 2 0-2. 4 5 (m, 4H) , 3. 20-3. 3 
0 (m, 2H) , 3. 3 8-3, 5 8 (m, 2H) , 6. 6 6-6. 76 (m, 
4H) , 7. 0 7-7. 27 (i, 12H) , 7. 80 (s, 2H) . 

nm^mm CEsi-Ms, m/z) isss (m*+i) 

^«B^I237:N- (iE''B-^y ^^J'i)i^) -N-fl - (l-7x^;i/:;^^ 

yxiMis^^y^y (lEOmg) , N-:/D^ii{i<it^ ^ (267]iig) ^i^'dr-) 

(lOmg) ^BMitm (3ml) t^MU 8 O'Cei 

smmmnv^o mm\fim^. x-x;^*^p^^ vnm^^rfm&Vs 

mrnmm (zszmg) :fe^^pp>^;i/A (3mi) izmmhs ^^^^^ 95%hU7;i/ 
:tumm (3ml) ^mmxmrvtco Rmm^^MM.X'2mmmni'rz0t>. 

anfibfeo ^®3t?U«>A (276ig) K (3ml) 

^ss^!^*^M•^l8l^^«^^l-fe^^ Omi) ^ 

jjQX. ^DD>^;i/A-rp;v-;u (3/1) t?«rmtfeo w^*^R*^s««:^^ 

-;vT?jiiP8'rsHPLct3j;Dmu> ms^^ife*i25mgs mmmmmBi^ 

(Jtei^50 : 50) kbt^fco 

*H-NMR (CDCls, 4 0 OMH z) as a mixture of 2 diastereomers : 0 . 
37 (q, J = 7. 3Hz, 6H) , 0 . 6 0 - 0 . 8 5 (m, 4H) , 0 . 8 
5-1. 46 (m, 8H) , 1. 7 0-2. 0 0 (m, 6H) , 2. 05-2. 
4 0 (m. 2H) , 2.8 5-2. 9 7 (m, 2H) , 2. 97-3. 15 (m, 
2H) , 6. 2 5-6. 33 (mi 4H) , 6. 6 5-6. 8 5 (m, 12H) , 
7. 3 8 (s, 2H) . 

Sg^«fi[ (ESI-MS, m/z) :3 4 9 (M*+1) 
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mmmZZS: 2-\3- (lE'-5-^>-$r-JVJVT^y) t^^'JS;>>l--2-7x 

7Klll^bUf-'^AT;i/^r:e7i^ (50mg) JfeTHF (2ml) (ilSlilU -'fil^ 
Kil6245 ( 364Dig) OTHF^^^ (2ml) >fe 0"C-eTiSTbfeo RmU^^^m. 
-CI 8«M#bfc©*.^ O-Clii^^iPU 2k (0.5ml) ^rSTbfeo JKE^r^ h U 

(3ooig) ^ifl;?.s s.a&nmi^^m.'^smmmnxytcm. hz^^ htjiiTiu 

50 : 50) tVXmtc. 

'H-NMR (CDCh, 4 0 OMH z) as a mixture of 2 diastereoiers : 1 . 

4 0-1. 8 0 (m, 8H), 2. 40-2. 55 (m, 2H) , 2. 55-2. 

7 5 (m, 2H) , 2. 7 5-3. 0 5 (m, 2H) , 3. 4 0-3. 8 0 (m, 

6 H) , 3 . 9 0-4. 1 0 (m, 2 H) , 6 . 71-6. 7 9 (m, 4 H) , 

7. 15-7. 35 (m, 12 H), 7. 80 (s, 2H). 
S«^*fffl (ES I-MS, m/z) :3 3 7 (M*+1) 
m&m239:Nl- (3. 4-t^:<h^i/^>t^)V) -2- \3- (lH-5-^ 
>y VJ]/T^J) U ] - 2 - 7 :c=^)]/T^ VT^Y 
'^^hU;i/T^> (257iig) :fej:t;f|lilll«a|222 (350mg) ^ 

K (2ml) tC^«¥U ^Cl^s l-a^^^lz-S- ( 3 7 rotf 
;i/) Pb;!/^}?^^-^ ^ h'ii^Jl (256iBg) ^ 1-t KDdr^>'^>\/ h UT^^-;!/ (227 
mg) :}3J;tfe^^^;i/T^>'t:Ui^>(10ig)»;?.feo ^^s^tf'&^M-ew^ 

M#bfe<z)-fes fialPJ^lK2Km:^^ue/A*^^3^ (2mi) -^mx^ i^DDJ^;i/A- 

rp;v-;|/ (3/l) -tfWifcBbfeo W*Mi^&«l7fc15iEiS:^hU«>A7?Sg«U «E 

<tD!^ii{u mmih^m oiomg) ^if^o 

IC*^«f1il (ES I-MS, m/z) :50 0 (M^+1) 

mmmm-.i^- (iH-5-^>^vyu;i/) -N-n- (2-;>t^;i/-i-7 

-rvy^;i'^>'i?> (20lDig) , N->^n^Ctt<^-i'^ K (354iDg) :feitJf7' 
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^J)^X^V:/^t!=^hV)]y (lOmg) ^Mibj^lS (3ml) KmMLs S OVT! 
18^^^#bfeo x-5^;i/^iin^s -fe-^-f h«il5i:j3J:t;iiSSU 

^JK^JISO (407iig) :fe^D03^;i/A (3ml) l::^IIU ^C-^^ 95%h';7;i/:t 

Df^K (3ml) ^^unmri^tco Rj^m-mi'^^M.'^2mmmnhrz(o-^s m 

Bhtco mWtitjV^M. (414iiig) K (3ml) ^JP^8I#U 

^(DRmm^^i^^ t|3^{*:A0T-te h-h (2ml) ^ilTbfeo S/i&^B 

•^tlt^^-ei8^KM#Ufe^s ia^m7lc^:^hU'>A7K^^ (3ml) ^&iPAs 
^DD7t^;i/A-7'P;V-;V (3/1) -^JAmUfeo W^®<S&^lfe?ka^:^hU«>A 

JIIII1-SHPLCtc:i:DM®U ^Sfli-^seZmgx 2a!li(Z)liltMtt<* (ibaj^5 

^H-NMR (CDCla, 4 0 OMH z) as a mixture of 2 diastereomers : 0 . 

62 (d, J = 6. 6Hz, 3H) , 0. 63 (d, J = 6. 6Hz, 3H) , 1. 

02 (d, J = 6. OHz, 3H) , 1. 07 (d, J = 6. 4Hz, 3H) , 

1 . 3 0-1. 7 2 (m, 1 0 H) , 2 . 00-2. 32 (m, 6 H) , 2 . 3 

2-2. 60 (m, 2H) , 2. 93 (d, J=10. OHz, IH) , 2. 9 

6 (d, J = 1 1. 2Hz, IH) , 3. 4 2-3. 5 7 (m, 2H) , 6. 7 

0-6. 7 7 (m, 4H) , 7. 0 0-7. 0 6 (m, 4H) , 7. 15-7. 2 

8 (m, 8H) ,7.81 (s, 2H) . 

!R«^«fffl (ESI-MS, m/z) :3 49 (M++1) 

^m#ij241 :N1 -^>$^;V-N4- ( IH- 5 ->f >W U JP) - Ix 4-$/»P 

4- (lH-5-'r >i$^i?y;i'T^y) -l-S^t^D^:3pl^-y> (cfi^#:3) 
(57mg) s ^>t^)VT^> (53mg) (1ml) t^jiSU 

•^Hi^^^<b3}^'>i^ (io5mg) ^'j>\y'^'om^tco m^m^^^^u.-msmm 
0.5% h u yMtimmymm/T^ h~ h v)\^'(;mmt^mcfzi.y)muu ^ 
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^Dut^jvA-yti^ij-jv (3/1) T'lAiBbfeb ^mm^mymmi-hv^h 
-nt^mu ms.Tmt^^^^\yXT>^i^ (umg) s t/yi^ (24 mg) -e^feo 

•H-NMR (CDCI3, 4 00MHz) : 1. 0 5-1. 3 2 (m, 4H) , 1. 
9 5-2. 0 3 (m, 2H) , 2. 0 5-2. 2 0 (m, 2H) , 2. 52 (tt, 
J = 3. 9Hz, 11. OHz, IH), 3. 20 (tt, J = 3. 7Hz, 1 
1. OHz, IH) , 3. 70 (s, 2H) , 6. 6 8-6. 7 7 (m, 2H) , 
7. 22 (d, J = 8. 8Hz, IH) , 7. 2 5-7. 30 (m, 5H) , 7. 
8 1 (s, IH) . 

m*:^*f® (ESI-MS, m/z) :32 1 (M^+1) 

•H-NMR (CDCh, 400MHz) : 1. 50-1. 8 2 (m, 8H) , 2. 

6B (tt, J = 3. 9Hz, 7. 6Hz, IH), 3. 44-3. 52 (m, 

IH) , 3. 90 (s, 2H) , 6. 7 0-6. 7 7 (m, 2H) , 7. 20- 

7. 3 2 (m, 6H) , 7. 8 0 (s, IH) . 

M^S-^ff^i (E S I -MS, m/z) :32 1(M*+1) 

mmmmiJil- (lH-5-^>yvru;ix) -N4-pt^;i.-l. 4-->^P^ 

4- (lH-5->r>yi?U;i/7'$>') - l-S/^D^#i^"y> (tfKff:3) 
(57mg) s (20mg) (1ml) tc^HU ^M"? 

=.mm7Km<t^^^m (losmg) ^{}>\y'^-om^rco Kmm^m^Mu-^ismmm 

0.5X h u y)V7tumm^mi/T-^ h=-h vjvsmmt^mc^x mmu * 
MtKDiii^^^ts.^mii^mm^m^mi' h »; azk*^?^ ( 2 m i ) ^m^s 
^uvtsjpA-yvA^-jv (3/1) T-jftttibfeo was^^Tka^r^hue^A 

-C^^U mET^Ifi£^@5febTT>^{^ (Img) > ^>>#: (1 mg) T#feo 
(T>^#:) 

M^*ffii (ESI-MS, m/z) :24 5 (M++1) 
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nM-^mmiESl-US, m/z) :24 5 (M*+l) 

^jife^J243:Nl- ( IH- 5 >^V^ -N 4 -7°P bVl/ - K 4-->^P 

(57mg) s yr3\£)VTK> (30mg) (1ml) tc^^Sbs 

THB^^^<b4^e7?e? (105mg) S'^b-rJoJp^feo SJi6S^^^M*Cl8l$li 

0. 5U U7;i/;ro|^^^^8t/T-fe i;;i/-^MII-r^HPLCfcJ:t))lMU ^ 
ti^tiCD^'^'fe^'il^lBfcfia^Blj^i^^:^ h 'J A*^?« ( 2 ml ) 
^DD3^;VA-rD>'V-;V (3/1) -^ttiiibfeo W^P*«8!L^:^ h U e^A 
•CSgAUU J^T^*@*bT7>^f*: (5mg) x (5 ng) -^^tfeo 

(T>^f*:) 

'H-NMR (CDCla, 400MHz) :0. 87 (t, J = 7. 3Hz, 3H), 

1. 0 4-1. 3 2 (m, 4H) , 1. 42-1. 5 3 (m, 2 H) , 1. 91 
-2. 03(m,2H), 2. 10-2. 20 (m, 2H), 2. 42-2. 53 
(m, IH) , 2. 58 (t, J = 7. 4Hz, 2H) , 3. 19 (tt, J = 
3. 4Hz, 10. 5Hz, IH), 6. 68-6. 77 (m, 2H), 7. 2 
2 (d, J = 8. 5Hz, IH), 7. 81 (s, IH). 

W^*r«i (ES I-MS, m/z) :27 3 (M++1) 

'H-NMR (CDCh, 400MHz) : 0. 87 (t, J = 7. 4Hz, 3H) , 
1. 5 0-1. 9 5 (m, lOH) , 2. 7 6-2. 9 0 (m, 2H) , 2. 9 
5-3. 08 (m, IH) , 3. 5 3-3. 6 0 (m, 1 H) , 6. 69 (s, 
IH) , 6. 7 2 (d, J = 9. OHz, IH) , 7. 16 (d, J = 8. 8H 
z, IH) ,7.75 (s, IH) . 
MtS-^flil (ESI-MS, m/z) :2 7 3 (M*+l) 
^«5#iJ244 : N 1 - ( IH- 5 --f >y^>y U;i/) -N4- ( 1 - 7x-;i/x^;i/) - 
1. 4-e^^P^=^-9->S^7'$> 
4- (lH-5-'f >^i?U;i/T^^) (ft»^#3) 
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(57mg) V 1-y sL-jlJ^tJi'TKy (61mg) ^?^^^-)]/ (Iml) iz^ 
fl$U ^mtHSPiiTK^'fbs^e?^ (105mg) ^fph-^-om^tco SjiS^fe^tl*^ 

fitzm^^. 0.5X h u yjv^i-timmymn/T-k h=^h v?\^'(!mmt^mciz^ 
t)3iisiu ^fi^Mih'^^tts^mfizi^mmm^mi-h^)^i^7mm. (2m 

1) ^itt^s ^'D0 3jN;i/A-rD;v-;i/ (3/i) t?jtfimbfeo ^^^li^Km 

Ue^A-CSSiiU «BET^ii^&®*bTT>^#: (20mg) s (15 
mg) •el#:feo 
(T>5^^) 

'H-NMR (CDCI3, 400 MHz) :0. 90-1. 30 (m, 4H), 1. 
30 (d, J = 2. 6Hz, 3H), 1. 70-1. 80 (m, 2H), 2. 0 
0-2. 15 (m, 2H) , 2. 91 (tt, J = 3. 7Hz, 11. OHz, 
2H), 3. 14 (tt, J = 3. 6Hz, 10. 7Hz, IH), 3. 90 
(s, IH) , 6, 6 6-6. 7 6 (m, 2H) , 7. 15-7. 3 0 (m, 6 
H) , 7. 8 0 (s, IH) . 

!am^|ff<i (ES I-MS, m/z) :3 3 5 (M*+1) 
('»#:) 

•H-NMR (CDCls, 400MHz) : 1. 3 1 (d, J = 6. 6Hz, 3H) , 
1. 4 8-1. 7 8 (m, 8H) , 2. 40-2. 50 (m, IH) , 3. 40 
-3. 48 (m, IH) , 3. 8 5-3. 9 2 (m, IH) , 6. 70-6. 7 
7 (m, 2H) , 7. 15-7. 30 (m, 6H) , 7. 79 (s, IH) . 
H«^«fli (ES I-MS, m/z) :33 5 (M*+l) 

ggasgi24S ;Ni- (4-7;i/:tp^>$>;i/) -N4- ( IH- 5 ->r >yvr u;i/) 

-1, 4-iy^ti^^V->t^T$.> 

4- (lH-5->f >^i^U;i/T^y) - l-ty^u^^'^^y (*^#:3) 
(57mg) s 4-y)V:tti^>t^}\/T^y (70mg) (1ml) {d 

^MT?i8i^^^#bfe^s ii^-^^>'-;^*^p;?.^ JiHIUfeo # 
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ml) ^nP7h;i/A-7'D>'V-;i/ (3/1) -??ttmu/cc 

(12 mg) "t^feo 

«H-NMR (CDCls, 4 0 0MHz) : 1. 0 1-1. 3 0 (m, 4H) , 1. 
9 2-2. 04 (m, 2H) , 2. 08-2. 18 (m, 2H) , 2. 49 (t 
t. J = 3. 6Hz, 10. 7Hz, IH). 3. 19 (tt, J = 3. 7Hz, 
10. 8Hz, IH) , 3. 74 (s, 2H) , 6. 6 8-6. 7 6 (m, 2 
H) , 6. 94 (t, J = 8. 8Hz. 2H) , 7. 16-7. 28 (m, 3 
H) , 7. 8 1 (s, IH) . 

mM'^mm iESl-MS, m/z) :3 3 9 (M*+1) 

»H-NMR (CDCh, 4 0 0MHz) : 1 , 4 5 - 1 . 6 0 (m, 2 H) , 1 . 
60-1. 71 (m, 4H), 1. 71-1. 82 (m, 2H), 2. 62-2. 
70 (m, IH) , 3. 43-3. 50 (m. IH) , 3. 72 (s, 2H) , 
6. 7 0-6. 7 7 (m, 2H) , 6. 93 (t, J = 8. 8Hz. 2H) , 7. 
16-7. 28 (m, 3H) , 7. 81 (s, 1 H) . 
mm^^m {ESI-US, m/z) :3 3 9 (M+H-1) 

1. 4-->j^p^»»>':^y^> 

4- (lH-5— f V^yU;i/T^>') (*^^fr3) 
(57mg) s 2'-yMX33:^)]/rK>imm (50mg) (Im 

1) m.U'^BmmTi^mih^-'^m (losmg) ^'ph-^-omtito 
fzo n^n^tmt:. o.5UU7;i/:tDi^^7jc^^s/T-feh-h'J;^-eiiii-re 
m (2ml) ^^p^^ ^do3^;i/A-7'd;v-;i/ (3/1) T?Jftttlbfeo 

:&«i«itt hue^A-cisMu m.-rmm:m^\yXTy^w (i2mg) > ^> 
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(12 mg) -efffeo 

•H-NMR (CDCh, 4 00MHz) : 1. 0 0-1. 40 (m, 4H) , 1. 

91-2. 00 (m,2H), 2. 10-2. 20 (m, 2H), 2. 49 (tt, 

J = 7. 4Hz, 10. 7Hz, IH) , 2. 85 (t, J = 4. 9Hz, 1 

H), 2. 92 (t, J = 4. 9Hz, IH), 3. 19 (tt, J = 3. 7H 

z, 10. 6Hz, IH), 4. 43 (t, J = 4. 8Hz, IH), 4. 55 
(t, J = 4. 8Hz, IH) 6. 6 8-6. 7 7 (m, 2H) , 7. 22 (d, 
J = 8. 8Hz, IH) , 7. 82 (s, 1 H) . 
SfitS>*ffft (ESI-MS, m/z) :2 7 7 (M*+1) 

'H-NMR (CDCh, 400MHz) : 1. 4 5-1. 5 6 (m, 2H) ,1. 
5 8-1. 70 (m, 4H) , 1. 7 0- 1. 8 2 (m, 2H) , 2. 60 (m, 
IH) , 2. 84 (t, J = 4. 9Hz, 1 H) , 2. 9 1 (t, J = 4. 9H 
z, IH) , 3. 4 5-3. 5 3 (m, IH) , 4. 4 4 (t, J = 4. 9 Hz, 
IH), 4. 56 (t, J = 4. 9Hz, IH), 6. 68-6. 75 (m, 2 
H) , 7. 22 (d, J = 9. 5Hz, 1 H) , 7. 80 (s, IH) . 
W«^#fli (ESI-MS, m/z) : 2 7 7 (M++1) 
^«Sg!l247:Nl -->^yP7'Pb:Jl/-N4- ( IH- 5 — Y U;i/) -1, 4- 

4- ( lH-5-^>^i^>;;i/T$>') - l-i'^D^^-t^yV (tt'^#3) 
(57mg) > t/i7vyii\^}VT^> (30mg) ^A^y-)]^ (1ml) tci^^SU 
^Urt^BW^Wbi^Mitt^^^ (105mg) ^fph-^-oM^tco HJit>m^ti*^Ml?18 

0.5U 'J y)v:^timm7mm/T-^ ^- b 'j;i/t?jiii81"shplc6:j: ?))»i8i 

jpits t5'DD!j^;i/A-rp;v-;i/ (3/1) -tfiAaibfeo W«SI«^^i2Ka^:^ h 

y^A-elgjiU MET^^^SibTT^^i*: (5mg) s t/>i^ (12 ig) 
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'H-NMR (CDCla, 40 0MHz) :-0. 13 0. 07 (m, 2H) , 

-0. 03-0. 02 (m, 2H), 0. 65-0. 85 (m, 4H), 1. 6 
0-1. 7 5 (m, 5H) , 2. 12-2. 2 1 (m, IH) , 2. 7 2-2. 

8 1 (m, IH) , 6. 2 8-6. 3 3 (m, 2H) , 6. 8 0 (d, J = 8. 
6Hz, IH) ,7.40 (s, IH) . 

M^«ffil (ESI-MS, m/z) :27 1(M++1) 

•H-NMR (CDCls, 400MHz) :-0. 13 0. 07 (m, 2H) , 

-0. 0 4-0. 0 2 (m, 2H) , 1. 02-1. 16 (m, 2H) , 1. 1 
8-1. 38 (m, 6H), 1. 64 (tt, J = 3. 7Hz, 6. 6Hz, 1 
H) , 2. 2 8-2. 3 8 (m, IH) , 3. 0 4-3. 10 (m, IH) , 6. 
2 8-6.3 5 (m, 2H) , 6. 80 (d, J = 9. 5 Hz, IH) , 7. 3 

9 (s, IH) . 

KStS'i^fli (ES I-MS, m/z) :27 1(M-'+l) 
ig ^<a!248 : N 1 - n H- 5 >y -1. 4-'y^r2-^^^>PT^> 

4- (lE-5-^>^i^^>J^T^^) -l-i/i^u^^'ii-^y (tt'K^3) 
(57ing) N WFmry=^=^^^ (lOOmg) (1ml) K:?S«?U ^ 

W^=Mm^Mii^^^^M (105mg) ^fP\y^'om^tco SlRtB'&«^&^M-Cl8l^ 

ry'f-i^ (lOmg) s (12 mg) ft^ifeo 
®«^*ff^ (ES I-MS, m/z) :23 1 (M*+l) 

M^«f<ii (ES I-MS, m/z) :231(M*+1) 

^; ^ffil249 :Nl-^^'»P^=^'>> >^^^^»^-N4- ( IH- 5 -Y U;i/) -1> 

4- (lH-5-^ >^^^U;i/r^>') -l-^>^D^=3pf-^> {f^^P^Z) 
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(57mg) s e/^P^^1^-»<^;VT^ > (57mg) Spi^J^^-;!/ (1ml) 1Z 

^«?u ^m.-QE.mmykmitt^^m (losmg) ^fj>L-^-Dm^tzo sji&m'^^ 

^fitzn^^s 0.5X h U 7;i/:tDB^m7K^S^«/:?'-b b U;i/'CMII1"SHPLCfc: 

ml) *ioits :^^PD:!^;i/A-rp/^ (3/i) ijjftmbfeo ^UM^m^ 

(35 mg) -eltfeo 
(T^^flt) 

'H-NMR (CDCI3, 4 0 OMHz) : 0. 7 8-0. 9 2 (m, 2H) , 1. 
06-1. 28 (m. 7H), 1. 30-1. 45 (m, IH), 1. 55-1. 
8 0 (m, 5H) , 1. 9 0-2. 0 0 (m, 2H) , 2.10-2. 20 (m, 
2 H) , 2 . 3 8-2. 51 (m, 3 H). , 3 . 15-3. 25 (m, 1 H) , 
6. 71-6. 77 (m, 2H) , 7. 22 (d, J = 8. 3Hz, IH) , 7. 
8 1 (s, IH) . 

!i«^«fffl (ES I-MS, m/z) :3 2 7 (M*+l) 

'H-NMR (CDCla, 400MHz) ;0. 76-0. 90 (m, 2H), 1. 
0 5-1. 2 5 (m, 4H) , 1. 3 5-1. 45 (m, IH) , 1. 45-1. 
82 (m, 12H) , 2. 41 (d, J = 6. 6Hz, IH) , 2. 56 (tt, 
J = 3. 9Hz, 8. 3Hz, IH) , 3. 90-4. 10 (m, 2H) , 6. 
6 7-6. 7 5 (m, 2H) , 7. 21 (d, J = 9. 5Hz, IH) , 7. 8 
0 (s, IH) . 

Wfi^^ffii (ES I-MS, m/z) :3 2 7 (M*+1) 

iljiSM250 : Ni -->^7Prpt^;M^;v-N4- ( iH-5->f >yv^u;i/) -1, 

4-->^P^^ij->-:^T^> 
4- illl-5-^>^i^^))\^T^>f) - l-i/i7n^^1f^> (ft'K#3) 
(57mg) s i/^prPt:;M^;i/T^> (54mg) J^^^/'-;!/ (1ml) HZ 

mm^s MWTSBmm^mitt^^m (losmg) ^fpiy^'omttzo Rmm^^^ 
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^fitzm^. 0.5% h u yMmwtTi^^m/r^ h - ^ ^v-cmh-tshplck: 

ml) ^jdntx e7DD7^;i/A-:rp>'V-;i/ (3/i) -cittmufeo ^«MI«JiffeK 

«j5^:hbu»>AT-fg^su m&-rmm^'M^vxr>^ii^ (i3mg) s 

(7 mg) T?#feo 

^«^«f^t (ES I-MS, m/z) :28 5 (M*+1) 

»H-NMR (CDCls, 400MHz) :-0. 0 9-0. 04 (m, 2H) , 0. 
30-0. 40 (m, 2H) , 0. 8 2-0. 8 8 (m, 2H) , 1. 42-1. 
80 (m, 8H) , 2. 39 (d, J = 6. 8Hz. 2H) , 2. 55-2. 6 
3 (m, IH) , 3. 40-3. 50 (m, 1 H) , 6. 6 2-6. 68 (m, 
2H) , 7. 12 (d, J = 9. 8Hz, 1 H) , 7. 70 (s, IH) . 
«^«ffit (E SI-MS, m/z) :2 8 5 (M:^+1) 
^ ^ftil251:Nl-^^>»a^^->; ^ --^4- (lH-5— f >y^>^V^l^) -li 4- 

4- (lH-5->f v^5^u;i/T^>') -i-t/i^}^^^'9-^> (mi^3) 
(57mg) s i/^D^^$^;VT^> (50mg) *;j<^^-;V (1ml) ^^Mhs 

mmrc^MMTi^mit^^^m (losmg) '^'}>\y-^-on^fco H^&?B^^^mtfi8 

^ it. 0. 5X h U 7 ;V:4-p|f®*^?K/:?'-fe b - ^ 'J ^^-^MIB-r SHPLCt J; D l^Si 
U ^Mn(0^^^^t5m^m\m:mi-Y')'^2^ii^^^ (2nil) ^ 

ibn^s ^PD>^;i/A-7-P>'^y-;v (s/i) t?«iffitfe6 ^«IS*«I*«IE®:^ h 

y i>A-e|gigU MET^i£^@*l^"t^>^^ (22mg) s t^y^ (23 mg) t? 
(T^^^f:) 

^H-NMR (CDCla, 4 0 0MHz) : 1 . 0 1 - 1 . 3 8 (m, 1 0 H) , 1 . 
61-1. 74 (m, 2H) , 1. 8 2-1. 9 2 (m, 2H) , 1. 92-2. 
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04 (m, 2H) , 2. 08,-2. 18 (m, 2H)., 2. 5 5-2. 7 5 (m, 
2H) , 3. 12-3. 2 5 (m, IH) , 6. 6 6-6. 7 7 (m, 2H) , 
7. 22 (d, J = 8. 6Hz, IH) , 7. 8 1 (s, IH) . 
W^*f<ii (ESI-MS, m/z) :3 13(M-^+l) 

'H-NMR (CDCh, 400MHz) : 1. 0 2- 1. 2 5 (m, 4H) , 1. 
35-1. 58 (m, 4H), 1. 58-1. 75 (m, 2H), 1. 77-2. 
10 (m, 8H) , 2. 85-2. 9 8 (m, IH) , 3. 01-3. 1 4 (m, 
IH) , 3. 5 0-3. 6 1 (m, 1 H) , 6. 7 0 (m, IH) , 6. 7 5 
(d, J = 8. 8Hz, IH) , 7. 14 (d, J = 8. 8Hz, 1 H) , 7. 
73 (s, IH) . 

H«^*fiii (ESI-MS, m/z) :3 13(M*+1) 

^Mlg!1252 ;Nl-^'^P^r^;i^-N4- ( IH- 5 ->r > j^vT U;i/) -1, 4- 

4- (lE-5-^yVVV)VT^^) - l-i^^D^dp-y-y> (tf^<*:3) 
(57mg) ^ >>^D^r^;V7'^> (57mg) (1ml) tci^iPU 

Mw^Bmm^mit^^^M (losmg) ^fph-^^m^tzo Rmm-^^^^ur^i^ 

*«is 0.6X h y yMnmd^m^/T^ V:^ Y u;v'e®l§"rsHPLCK:<t mm. 

u ^n^fi(oih^m-^^ts^mKmi^mm-)-Y')^j^ii^^m. (2mi) * 
ue^A-eiSjsu wsrrmk^'^iiX^xTy^^ (20ing) > i^x*: (si m) t? 

•H-NMR (CDCla, 40 0MHz) : 1. 0 3- 1. 2 8 (m, 4H) ,1. 
3 0-1. 3 9 (m, 4H) , 1. 3 9-1. 5 4 (m, 4H) , 1. 55-1. 
6 7 (m, 2H) , 1. 7 2-1. 8 6 (m. 2H) , 1. 9 0-2. 0 0 (m, 
2H), 2. 10-2. 20 (m, 2H), 2. 56 (tt, J = 3. 6Hz, 
10. 5Hz, IH) , 2, 7 0-2. 8 2 (m, IH) , 3. 17 (tt, J 
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= 3. 6Hz, 10. 7Hz;, IH) , 6. 6 7-6. 7 5 (m, 2 H) , 7. 
2 2 (d, J = 8. 8 Hz, IH) , 7. 8 1 (s, IH) . 
Wa^^/f^ (ESI-MS, m/z) :32 7 (M++1) 

•H-NMR (GDCls, 4 0 0MHz) : 1. 2 3-1. 6 9 (m, 14H) , 1. 
7 2-1. 8 8 (m, 4H) , 1. 8 8-2. 0 5 (m, 2H) , 2. 84-3. 
0 4 (m, 2H) . 3. 5 0-3. 6 0 (m, IH) , 6. 7 1 (s, IH) , 
6. 75 (d, J=:8. 8Hz, IH) 7. 17 (d, J = 9. OHz, IH) , 
7.7 5 (s, IH) . 

»^«f« (ESI-MS, m/z) :3 2 7 (M*+1) 

mmm2^2:^l- P.- .S-^b KP- 1 H-Y ^t':::;!/) -N4- (lH-5- 

>^VWJ;1/) -1. 4— > ^n^»-»>'^y^> 

(57iiig) s i-r^y^>^y (67mg) ilml) fclUflU 

mu-t^^mm^m^^n-s^m (losmg) ^'ph-^-om^tco mm-^m^^u-^iB 

^t. 0.5U u yMnmm:^mm/7^ b u^iz-eMH-rsHPLctu: 
u ^MMitm^^ts^mn^^fmrn^mi-vv^^a^^m (2mi) t 
jn^, >^DD3j.;vA-rD;v-;i/ (3/i) 7?}ftmbfeo ^^m^mmm^h 
u<7A-e|g*feu m.-rm^'M^i^try^i^ (i7mg) > (18 «g) 

»H-NMR (CDCla, 4 0 0MHz) : 1. 0 6-1. 2 3 (m, 2H) , 1. 
24-1. 40 (m, 2H) , 1. 7 0-1. 8 2 (m, IH) . 1. 94-2. 
0 9 (m, 2H) , 2. 11-2. 2 0 (m, 2H) , 2. 3 2-2. 4 2 (m, 
IH) , 2. 6 7-2. .8 0 (m, 2H) , 2. 9 0-3. 0 0 (m, IH) , 
3. 2 2 (tt. J = 3. 9 Hz, 11. OHz, 1 H) , 4. 3 1 (t. J = 
6. 6Hz, IH) . 6. 7 0-6. 7 7 (m, 2H) , 7. 10-7. 19 
(m, 3H) , 7. 22 (d, J = 8. 8Hz, 1 H) . 7. 29 (d, J = 4. 
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4Hz, IH) , 7. 8 1 (S, IH) . 

gft^^ffil (ES I-MS, m/z) :34 7 (M*+1) 

'H-NMR (CDCla, 4bOMHz) : 1. 5 0-1. 8 9 (m, 9H) , 2. 
3 2-2. 4 3 (m, IH) , 2. 6 8-2. 7 9 (m, IH) , 2. 82-3, 
00 (m, 2H) , 3. 4 5-3. 54 (m, 1 H) , 4. 28 (t, J = 6. 
6Hz, IH), 6. 71-6. 77 (m, 2H), 7. 08-7. 15 (m, 
3H) , 7. 19 (d, J = 9. 5Hz, 1 H) 7. 31 (d, J = 3. 7Hz, 
IH) , 7. 8 0 (s, IH) . 

MA^mm iESI-MSy m/z) :34 7 (M++1) 

^g!l254:Nl- ( lYL- 5 >V'J V )V) -N4-[ (IS) -1, 2. 3. 

4y h7bKP-l-:^7^Ur:;i/1-l. 4-S/^P^=»»>i^r^ > 

4- (lH-5— f vyj^y^Vr^y') - l-S/^n'v^lJ-y^^ (f^mi^S) 
(57mg) > (S) -1, 2, 3, 47^h9A-f HP- 1 -:^7^;VT^ > (74 
mg) ^^^y— ;i/ (1ml) {3^§^U mWnBmWt^^it't^t^m (105mg) 

«J^^3R:^^ U'J'A^im (2ml) *in;tN ^PP^^;^A-7•P/V 

(3/1) TftttHbfco y^mm^m^mmi'h^)tfA'7:nmu msrrmm^^^ 

hxry^a^ (9mg) s t/y^ (14 mg) -^ntco 

*H-NMR (CDCla, 4 0 0MHz) : 1. 0 8- 1. 3 8 (m, 4H) , 1. 
57-1. 95 (m, 5H), 2. 04-2. 21 (m, 3H), 2. 58-2. 
70 (m, 3H) , 3. 22 (tt, J = 3. 7Hz, 10. 7Hz, 1 H) , 
3. 8 2 (t, J = 4. 4Hz, 1H), 6. 71-6. 77 (m, 2H), 6. 
9 7-7. 0 4 (m, IH) , 7. 04-7. 2 5 (m, 2H) , 7. 22 (d, 
J = 8. 6Hz, IH), 7. 26-7. 32 (m, IH), 7. 81 (s, 1 
H) . 
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(ESI-MS,:m/z) :36 1 

'H-NMR (CDCls, 400MHz) : 1. 5 2-2. 04 (m, 12H) , 2. 
6 4 (dt, J = 8. 3Hz, 16. 8 Hz, IH) . 2. 7 7 (dt, J = 5. 
4Hz. 17. IHz. IH) . 2. 8 6-2. 9 5 (m, IH) , 3. 45- 
3. 54 (m, IH) , 3. 7 8-3. 9 3 (a, IH) , 6. 75 (s, 1 H) , 
6. 7 8 (d, J = 8. 8Hz, IH) , 7. 3 3-7. 4 1 (m, IH) , 7. 
78 (s, IH) . 

!eS:S>«f*i (ESI-MS, m/z) :361 (M^+1) 

rpb:;v) -1. 4-f/^vi^ ^'^>-:^y^> 
4- (iH-5->f >^5;y;i/r^>') -x-'i/^vi^^^>^> i^mi^s) 

(57mg) > (2-T^^-3, S-V^^JV^fi^^ (Simg) ^/^f'J-Jl 
(1ml) }::^l?bs ^^HS^^^^b^^-^* (105mg) ^dl>bt5ojp^feo 

J.^mm (2ml) %llD)Ls i^DD7i.;i/A->^D7t>'-;i/ (3/1) ^mmhtco 

mm^m^mmi-v^)^2.-T!^mu WBymm^^^\^rr>^i^ (smg) s 

(5 mg) t!#feo 

»H-NMR ((JDCls, 400MHz) :0. 89 (s, 9H), 1. 01-1. 
20 (m, 5H) . 1. 93-2. 21 (m, 3H) . 2. 2 6-2. 7 5 (m, 
IH) , 3. 15-3. 2 5 (m, IH) , 6. 6 6-6. 7 5 (m, 2H) , 
7. 22 (d, J = 8. 8Hz, IH) , 7. 79 (s, 1 H) . 
St«i9'«f« (ESI-MS, m/z) :3 15(M*+1) 

^H-NMR (CDCls, 400MHz) :0. 85 (s, 9H), 0. 91-1. 
05 (m, 3H) , 1. 40-1. 8 3 (m, 8H) , 2. 20-2. 3 7 (m. 
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IH) , 2. 5 7-2. 7 5 (m, 1 H) , 3. 3 8 -3. 5 0 (m, 1 H) , 

6. 73 (s, IH) , 6. 76 (d, J = 8. 8Hz, IH) , 7. 22 (d, 
J = 8. 8Hz, IH) ,7.79 (s, IH) . 

!Sm^«fll (ES I-MS, m/z) :315(M++1) 

glM^J256 ;Nl- (lH-5->r>yyU;i/) -N4-ri- ( lH-3-^>H 

4- (iH-5->f >ys^u;i/5'^>') -i-i^^ti^^'^^^^ i^mi^s) 

(57mg) > hUr^^> (80mg) ^fept^y'-;!/ ( 1ml) fc^SfilU ^Mt? 
0.5% h y 7;j/:tPfi^^^^S/T-fe b - h y;i/T?Jg|g-rSHPLClcJ; D)^MU ^ 

n^no^b^t»*^tf^ii»ifiajfPjsm2Km:^ h u ATk^gm ( 2 m i ) *ijp^> 

2?DP7i>;i/A-7*P/V-;i/ (3/1) -e^Ami/feo W*!Ui*M2k«IK:^ h U e^A 

-^^mu mmrmm^m^vxT>^i^ (zemg) s (24 mg) -r^mto 

^H-NMR (CDCI3, 4 0 0MHz) :1. 0 2-1, 2 5 (m, 4H), 1. 
85-1. 95 (m, 2H), 2. 05-2. 17 (m, 2H), 2. 44 (t 
t, J = 3. 9Hz, 10. 8Hz, IH), 2. 86-2. 97 (m, 4H), 
3. 16 (tt, J = 3. 6Hz, 10. 8Hz, IH), 6. 67-6. 73 
(m, 2H) , 6. 98 (s, IH) , 7. 05 (t. J = 7. 8Hz, 1 H) , 

7. 13 (t, J = 8. OHz, IH), 7. 20 (d, J = 9. 8Hz, 1 
H) , 7. 29 (t, J = 8. IHz, IH) , 7. 56 (t, J = 8. OHz, 
IH) , 7. 8 1 (s, IH) ,8.02 (s, 1 H) . 

M^a-^f^i (ES I-MS, m/z) :3 74 (M*+1) 

'H-NMR (CDCls, 4 0 0MHz) : 1. 3 8- 1. 5 2 (m, 2H) , 1. 
5 3-1. 7 6 (m, 9H) , 2. 59 (tt, J = 3. 9Hz, 8. 3H2, 
IH), 2. 93 (s, IH), 3. 43-3. 51 (m, IH), 6. 65- 
6. 73 (m, 2H) , 6. 97 (s, IH) , 7. 05 (t, J = 8. IHz, 
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IH) , 7. 13 (t, J = 8. 3Hz, IH) , 7. 18 (d, J = 8. 6H 
z, IH) , 7. 28 (t, J = 8. OHz. IH)., 7. 56 (t, J = 7. 
BHz, IH) , 7. 79 (s, 1 H) , 8. 05 (s, IH) . 
gS^^fflS (ES I-MS, m/z) :3 7 4 (M*+1) 
^fiai257 :Wl-r2- (1 H- R ->f ^ U; v^ 3i^;vl-N4- (lH-5- 

4- (lH-5--f >^S^U-'V:?'^>') -l-^^O^^i^^'^ (»l»IIBf4^3) 
(57mg) s tJJ^iS'^^m^JS (92mg) ^^^y'-^V (1ml) ^ 
U-dEMmkM^^-'^M (105mg) -^'PXy-^-oli^Xfco mM-^m-^^Ur^^-^^ 

*s 0.5X h ^)yMmWb^mm/T'^ h~ b u;v-eMII'r SHPLCfc J: DJ^SiU 

-^DP^;i/A-7-D>'w-;v (3/1) 'cmmi^^o^mm^m^tmi'V^)^!^ 
-^t&mhs mBrmi^^^*^'CT>^i^ (img) s ^yyi^ (2]iig) t^itfeo 

(TV^i*:) 

»^«ffit (ES I-MS, m/z) :3 74 (M*+1) 
(^»<*:) 

!H«^9^$ffii (ES I-MS, m/z) :374 (M++1) 
g^«g<gil258 :Nl- MH-5-^ V>y^/U;i/) -N4-r2- (3 x 
»;i/1-l, 4-i/^P^=»»>$^T^> 
4- (lH-5— f >^i^U;i'r^^) -l-i/^ti^^'*^^> (4*^^*3) 
(57mg) s 2-^:t7x>x^;i/r^> (64mg) ^^^^^—JV (1ml) t: 

^m.t!BmmMmi\it^^M (losmg) 4ij>b-:5ojp;ifeo 

ml) *SDit> ^X2VMA-yxn;^^-)V (3/1) -eftlWUfeo :t^*#S7K 

i5K^:hhU'>A-esgisu mmrmm^mLXT^^ii^ (3omg) s 

(23 mg) t^mco 



wo 01/56988 



229 



PCT/JPOl/00721 



'H-NMR (CDCls, 4 00MHz) : 1. 0 5-1. 2 8 (m, 4H) , 1. 
9 0-2. 0 0 (m, 2H) , 2. 0 8-2. 2 0 (m, 2 H) , 2. 46 (t 
t, J = 3. 6Hz, 10. 5Hz. IH) , 2. 90 (t. J = 5. 6H2, 
2H), 2. 96 (t, J = 8. OHz, IH), 3. 16 (tt, J = 3. 7 
Hz, 10. 7Hz, IH) . 6. 6 7-6. 7 5 (m, 2H) , 6. 77 (d, 
J=:3. 4Hz, IH) , 6. 86 (dd, J = 3. 4Hz, 5. IHz, 1 
H) , 7. 07 (d, J = 5. IHz, IH) , 7. 21 (d, J = 8. 6Hz, 
IH) , 7. 8 1 (s, IH) . 

«»^«f^ (ESI-MS, m/z) :34 1 (M^+1) 

'H-NMR (CDCI3, 4 0 0MHz) : 1 . 4 2 - 1 . 5 4 (m, 2 H) , 1 . 

5 8-1. 78 (m, 6H), 2. 64 (tt, J = 3. 9Hz, 8. 0Hz, 

IH) , 2. 89 (t, J = 6. 8Hz, IH) , 2. 99 (t, J = 6. 4H 

z, 2H), (s, IH), 3. 43-3. 51 (m, IH), 6. 67-6. 

7 4 (m, 2 H) , 6 . 7 5-6. 7 8 (m, 1 H) , 6 . 8 3-6. 8 8 (m, 

IH) , 7. 07 (d, J = 5. IHz, IH) , 7. 20 (d, J = 9. 3H 

z, IH) , 7. 79 (s, IH) . 

Jgm^*ffi (ES I-MS, m/z) :34 1 (M*+l) 

mmm259:^X- (lH-5->f >yVU;i^) -N4-7x^ ;1/x^;1/-1, 4- 

4- (lH-5— f >yi?u;i'7'^^) -i-t^^u^^^>^> {fpmi^s) 
(57mg) ^ 2-7x:?^^;VT^> (Blmg) ^^^^J-)]^ (1ml) t^gfilU 
^Mt?H»m2K^'fb3i^'>^ (105mg) *'J>b":5"Qjn^feo mM-^'^^MU'^lS 

u ^n^n(Di\j'^^t;ts^m^m\^mj^Mi-\^^)'^^^^^ (2 mi) ^ 
Jpit^ ^PD!^;!/^-^^^^-;^ (3/1) i?jftmbfeo ^mm^M^mwti-h 

y <;At?l£igU W,Br^m^1S*\yXT>^i^ (30mg) X ^>><4t (24 ng) 
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'H-NMR (CDCls, 4 0 0MHz) : 1. 0 2- 1. 2 5 (m, 4H) , 1. 
8 8- 1. 9 6 (m, 2H) , 2. 07-2. 16 (m, 2H) , 2. 45 (t 
t, J = 3. 7 Hz, 10. 5Hz, IH) , 2. 7 5 (t, J = 7. IHz, 
2H) , 2. 87 (t, J = 6. 8Hz. 2H) , 3. 17 (tt, J = 3. 7 
Hz, 10. 5Hz, IH) , 6. 6 7-6. 7 5 (m, 2H) , 7. 10-7. 
17 (m, 3H) , 7. 17-7. 2 5 (m, 3H) , 7. 8 1 (s, 1 H) , . 
M»^9>*fli (ESI-MS, m/z) :3 3 5 (M*+1) 

•H-NMR (CDCls, 4 0 0MHz) : 1 . 5 0 - 1 . 6 5 (m, 2 H) , 1 . 
6 5-1. 8 8 (m, 6H) , 2. 7 6-2. 8 8 (m, IH) , 2. 97(s, 
4H) , 3. 4 5-3. 5 5 (m, IH) , 6. 6 5-6. 7 0 (m, 2H) , 
7. 0 7-7. 19 (m, 6H) , 7. 74 (s, IH) . 
M^«fil (ESI-MS, m/z) :3 3 5 (M*+1) 

^mmivi- fR-^v:3Fyuji v) -N4-:rpt^/v-i, 4— >^p^^ 

4_ (5->f Vd^y U;i/T^^) (^mi$-4) (60m 

g) , •:rti\^)VTK> (30mg) ftpi^^-;^ (1ml) K:^§«IU MUiiBm 

m7mi\it^^m (losmg) ^'Ph^-Dmttco mm-^^^mmmmmni. 
fe^x M®-pt^>'-^v*»p^> m^bfe^s mmiytco n^fitcm^^s 0.5% 
b u yMummji^m^/y-^ ^- ^ u^v-cMH-rsHPLCfc j; dmmu 

n®>fb-^*^tt^iat^<a«l^®Wc3R:^b';'>A*«^«(2ml) &Jn^s 
D3^;i/A-rD;i^-;i/ (3/1) -ertittiufeo ;t«|ji§^z[caK:^b ue^A"??^ 

JiU MJET^i^=&®*k'C^^^<*^ (18mg) x i^yHf^ (22 mg) -^^feo 

»H-NMR (CDCh, 4 0 0MHz) :0.87(t, J = 7.4Hz, 3H), 
1. 18-1. 33 (m, 4H) , 1. 41-1. 52 (m, 2H) , 1. 94 
-2. 06 (m, 2H) . 2. 14-2. 26 (m, 2H) . 2. 44-2. 5 
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8 (m, IH) , 2. 57 (t, J = 7. 5Hz, 2H) , 3. 31-3. 44 
(m, IH) , 4. 0 6-4. 2 0 (m, IH) , 6. 70 (d, J = 7. 6H 
z, IH), 7. 21 (d, J = 8. OHz, 1 H) , 7. 38 (t, J = 7. 
8Hz, IH), 7. 44 (d, J = 6. IHz, IH), 8. 38 (d, J = 

5. 9Hz, IH) , 9. 0 7 (s, IH) . 
M^«f^t (ES I-MS, m/z) :2 8 4 (M*+1) 

»H-NMR (CDCla, 400MHz) : 0. 86 (t, J = 7. 3Hz, 3H) , 
1. 40-1. 50 (m, 2H), 1. 50-1. 60 (m, 2H), 1. 68 
-1. 7 6 (m, 4H) , 1. 8 0- 1. 9 0 (m, 2H) , 2. 57 (t, J 
= 7. 3Hz, 2H), 2. 58-2. 68 (m, IH), 3. 60-3. 70 
(m, IH) , 4. 33-4. 45 (m, IH) , 6. 68 (d, J = 7. 8H 
z, IH) , 7. 20 (d, J = 7. 6Hz, 1 H) , 7. 36 (t, J = 7. 
7Hz, IH) , 7. 47 (d, J = 5. 8Hz, 1 H) , 8. 37 (d, J = 

6. IHz, IH) , 9. 0 7 (s, IH) . 
HM^Q'Wtt (ES I-MS, m/z) :2 8 4 (M-'+l) 

mmmmifil- (2-7;i/:tP3:^;i/) -n4- (5->fv^yu;i/) -i, 

4-$/^P^=»»>S^y^> 

4- (5-'f V=3lr^y;i/r^y) -l-i^^u^^'^^> (t^mi^4) (60m 
g) s 2-7)V:ttij^^)]yT5.>mmM (50mg) ^^^^y-JV (1ml) K:^ 

mu Mmr^^wm^miht^^m (losmg) t'pL':^-om^tzo m^m-^m^^ 
mmu^ ^n^fKDit^^^ts^ma^fm^mimi- h .u ^t; M^Tkmm ( 2 m 

1) ma^s ^j^DD3^;i/A-rp/v-;i/ (3/1) nmmhtco ^mM^U:^B, 
K:^^U'i7A•t?^^u mzrmi^^mm\^rT>^i^ (ismg) ^ s/>'«^ (12 

ng) "t?#feo 

•H-NMR (CDCI3, 4 0 OMHz) : 1. 18-1. 34 (m, 4H) , 1. 



wo 01/56988 



232 



PCT/JPOl/00721 



9 5-2. 0 5 (m, 2H) i 2. 16-2. 30 (m, 2H) , 2. 45-2. 
60 (m, IH), 2. 86 (t, J = 4. 9Hz, IH), 2. 93 (t, J 
= 4. 9Hz, IH) , 3. 3 3-3. 4 5 (m, 1 H) , 4. 07-4. 21 
(m, IH) , 4. 44 (t, J = 4. 8Hz, IH) , 4. 56 (t, J = 4. 
7Hz, IH) , 6. 71 (d, J = 7. 8Hz, 1 H) , 7. 22 (d, J- 
8. IHz. IH), 7. 38 (t. J = 8. OHz. 1 H) , 7. 45 (d, 
J = 6. IHz, IH), 8. 38 (d, J-6. IHz, IH). 9. 07 
(s, IH) . 

»^*ffii (ESI-MS, m/z) :2 8 8 (M*+1) 

»H-NMR (CDCh, 400MHz) : 1. 50-1. 6 2 (m, 2H) , 1. 
6 3-1. 78 (m, 4H) , 1. 80-1. 90 (m. 2H) , 2. 69 (t 
t, J = 3. 9Hz, 7. 8Hz, 1 H) , 2. 84 (t. J = 4. GHz. 1 
H) , 2. 91 (t, J = 4. 7HZ, IH) , 3. 6 0-3. 70 (m. 1 
H) , 4. 31-4. 41 (m. IH) , 4. 44 (t, J-5. OHz, 1 
H) . 4. 56 (t. J = 5. OHz. IH) , 6. 69 (d, J = 7. 6Hz. 

IH) , 7. 21 (d, J = 8. OHZ. IH) , 7. 36 (t, J-7. 9H 

z, IH) . 7. 46 (d, J = 6. IHZ, IH) , 8. 38 (d, J = 6. 

IHz, IH) ,9.07 (s, IH) . 

»^9*3&fffi (ESI-MS, m/z) :2 84 (M*+1) 



4- (5-^v3e^u;wr^y) -i-i^^n^^^^y (*®fl^4) (eom 
g) e.e.nrni^;vr^> (30mg)^p<3'>^-^^ ^^^^^ 

Mnoitm^^tsmKfmMmmf-y')^^^^^ (2 mi) m^. 
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•e^^^u mBymm^'s^\yXT>^i^ (iimg) ^ i/>i;^ (12 mg) -^mco 

'H-NMR (GDCI3, 400MHz) :-0. 16 0. 09 (m, 2H) , 

-0. 04-0. 2 0 (m, 2H) , 0. 7 5-0. 9 3 (m, 4H) , 1. 5 
8-1. 72 (m, 3H), 1. 75-1. 85 (m, 2H), 2: 16-2. 
2 7 (m, IH) , 2. 8 7-3. 0 3 (m, IH) , 3. 6 0-3. 8 5 (m, 
IH) , 6. 29 (d, J = 7. 6Hz, IH) , 6. 79 (d, J = 8. IH 
z, 1H), 7. 00 (t, J = 8. OHz, IH), 7. 02 (d, J = 6. 
OHz, IH), 7. 96 (d, J = 6. IHz, IH), 8. 65 (s, 1 
H) . 

M»i0>«fM (ESI-MS, m/z) :2 8 2 (M*+1) 

'H-NMR (CDCh, 4 0 0MHz) : - 0. 0 4-0. 0 2 (m, 2H) , 0. 
07-0. 13 (m, 2H), 0. 90-1. 58 (m, 8H), 1. 68-1. 

7 8 (m, IH), 2. 48 (tt, J = 3. 9Hz, 7. 8Hz, IH), 3. 
28-3. 4 0 (m, 1 H) , 3. 9 5-4. 13 (m, 1 H) , 6. 39 (d, 
J=7. 6Hz, IH), 6. 89 (d, J = 8. 8Hz, IH), 7. 06 

(t, J = 8. OHz, IH) , 7. 16 (t, J = 6. IHz, IH) , 8. 

08 (d, J = 5. 8Hz, IH) , 8. 76 (s, IH) . 
M^^ffi (ES I-MS, m/z) :2 8 2 (M*+1) 

ilM^J263 :Nl- (5-W'V^>> U;i/) -N 4 -7 xr.;i/j:^;i/- 1 . A-i/if 

4- y^l/T^y') -\-i/^X2^^^^> i^mWA) (GOm 

e) s 2-7x-;i/3:^;i/7'^> (61mg) (1ml) ^mMhs 

^«H«7K^<b7^'i^m (io5mg) -^'Ph-^-rDrnxt^o mm-^-^^w^m 

u ^fi^n<o^^^'^^m\i:.maimimi-Y^)^himwL (2mi) ^ 
mx. ^DP!iK;i/A-7'Dyv-;^ (3/1) T^mtfeo mmi^mMWii-v 
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i;e7A-e|g«iu MET^ii=^@*i--CT>^# (24mg) s i^y^ (u n) t 

»H-NMR (CDCh, 4 0 0MHz) : 1. 1 5-1. 30 (m, 4H) , 1. 

9 2-2. 03 (m. 2H) . 2. 12-2. 25 (m, 2H) , 2. 45-2. 

55 (m, IH) , 2. 76 (t, J = 7. IHz. 2H) . 2. 88 (t, J 

= 7. IHZ. 2H) , 3. 29-3. 42 (m. 1 H) , 4. 05-4. 18 
(m. IH) , 6. 6 9 (d, J = 7. 6Hz, IH) , 7. 12-7. 2 6 
(m, 6H) ,7.37 (d, J = 7. 9Hz, IH) . 7. 43 (t, J = 6. 
IHz, IH) , 8. 37 (d. J = 6. IHz, 1 H) , 9. 06 (s, 1 

H) . 

lgS^«fit (ESI-MS. m/z) :346 (M*+l) 

^H-NMR (CDGls, 4 0 0MHz) : 1. 4 6-1. 5 8 (m, 2 H) , 1. 
64-1. 74 (m, 4H) , 1. 7 6-1. 8 6 (m, 2H) , 2. 65 (tt. 
J = 3. 7Hz. 8. IHz, IH) , 2. 7 6 (tt, J = 6. 8Hz, 7. 
3Hz, 2H) , 2. 86 (tt, J = 6. 8Hz, 7. IHz, 2H) , 3. 
60-3. 70 (m, IH) , 4. 28-4. 42 (m. IH) , 6. 69 (d, 
J = 7. 6Hz, IH) , 7. 10-7. 26 (m, 6H) , 7. 37 (t. J 
= 7. 9Hz. IH) , 7. 46 (d, J = 6. IHz, IH) , 8. 38 (d, 
J = 6. IHz, IH) . 9. 07 (s, IH) . 
»^«f«i (E SI-MS, m/z) :346 (M*+l) 

.xri- MH-R-^>> y>^'ni^) -N4-^vrpe;i/-i, 4-> 



4- (lH-5-^>i5^^^'-^^^^^^) ~l-i/^X2-.^^^> i^m^S) 
(57mg) s 2-^:^-7x>'X^;VT^> (64mg) ^^^y-;Klml) Ic 

mmv. m-t^mmmit^^^m (losmg) :feiJ>ut5ojp;ifec mmm^ 
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cfcOlli^U (21mg) s i^yi^ iUmg) ^ntzo 

Mt^^ffii (ESI-MS, m/z) :27 3 (M*+1) 

^»^*f^i (ES I-MS, m/z) :27 3 (M*+1) 

^ilB^J265 :Nl-- ( lH- 5 —f >V'J ~N4 V:/^;V- 1 . 4-$/^ 

(57mg) > y:/^;i/T^> (37mg) ^&^^5^y-;v (1ml) (c^l^U ^ 

m-^Hi^^x^-rbJ^e?^ (io5mg) ^{i>h-:3'Dmtrco sji&s-^t)<^^Mi?m 
0.5X h u 7}i:tumm7i^mm/r^ v- h vji^'T^mmt^BPicicxm^u 

WM^mm {ESI-MS, m/z) :2 8 7 (M*+1) 

M^*f«l (ES I-MS, m/z) :28 7 (M*+1) 
|gM^266 ;Nl-x^;V-N4- ( IH- 5 -W" >y\; U;i/) -1. 

(57m g) ^ x^;i/T^> (23m g) ^^^y^-))/ (1ml) ic^^U ^mt* 
=S^^^^bJi^<7^ (lOSmg) ?&il>U^oJnitfeo ^^&M-&tl^^MT'18^^M 

0.5X h U yMnmrn^m^/T-k h U;i/TJSM'rSHPLCi^ J; »)3RIS{U r 
y^i^ (10m g) s i'^'f*: (10 fflg) ^ntco 

Kfi^^flii (ES I-MS, m/z) :2 5 9 (M*+1) 

M^^ffil (ESI-MS, m/z) :2 5 9 (M*+1) 
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4- (lH-5-i'>^i^';;VT^y) -i-i^^i^^^^^y (*SI#3) 
(57mg) > TKJVT5.> (44mg) (1ml) fi^^U 

Bmmmitn^^m (io5mg) ^'Ph-^-om^tco msm-^m-t^w^^mmm 

(lOmg) s (10 mg) *#feo 

W^^ffil (ESI-MS, m/z) :30 1 (M*+l) 
M^«fli (ESI~MS, m/jz) : 3 0 1 (M*+l) 

4- (lH-5— f -l-i^^^D^^^-y-y^ (f^'^i^S) 

(57ing) H N-7x-;vx^l/>5?T^> (68mg) (1ml) 

ii^«iu ^m-cHi^®2Ki8<b'^'>^ (io5mg) ^'px.'^'^mxfzo BMm^ 

lc:J;DM^U (51mg) s (45 ag) ?fe#:feo 

(rv^flt) 

»^«ffll (ESI-MS, m/z) :3 5 0 (M*+1) 

Kfi^M (ES I -MS, m/z) :3 50 (M*+1) 

3_t FD^i/ir-^'^:^^ (ig) ^j;t;^^^>«jU'>A (2. 76g) ^«n. 

N-i^^f-^V'^^A:?'^ P (10ml) fc^jHU ^ci-sl-:/a^-4-^f- 

;i/^v>5^v (1. 6 5g) itmmm-r\.fzo m-mmuw^m^mnhit 
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c:cDt1'^#:J: h Ux^;i/T$> (2.01g) ^m:i(>t>?^^)V7.)]/^^^^^ K (10. 
2ml) Ic^j^U 7;i/rf>#HmTs ^MT*H^M^ • V') ^^)lTK>miif^ 
.(2.78g) <&iJP^feo SjiS?g^!i^<^mt?18I^KM#b}fe^^ iajpn^^^:^h 

J10+^f*;(76Omg)i:5-T^y^ V^^ y > (473ing) 5^^-e7Axh 

t;:^t$?>'-;K3.8ml)i:zkm^b5^<7^i-hUe7A (77.6mg) ^M^mnLfto 1 
8«F^^s (4 0ml) mu^xi^JSiVitm. ^J>a©zk*i»l;?. 

A/p< ^ -;VT-JIII01-S 5^ y * ^ A p h 7 ^ -fe: J: t) 
U^m<b^tl^l7.4mgs lR^1.36%T-^ifeo 

*H-NMR (CDCls, 400 MHz) :0. 91 (dd, J = 2. 0, 6. 6H 
z , 6 H) , 1 . 2 2-1. 2 8 (m, 2 H) , 1 . 48-1. 61 (m, 4 
H) , 1. 7 3- 1. 7 8 (m, 2H) , 2. 29-2. 41 (m, 4H) , 2. 
47-2. 5 9 (m, 1 H) , 2. 6 6-2. 7 5 (m, IH) , 3. 74-3. 
84 (m, IH) , 6. 77 (d, J-7. 6Hz, IH) , 7. 5 (d, J = 
6. 6Hz, IH) , 7. 27 (s, 1 H) , 7. 44 (t, J = 7..8Hz, 
IH) , 7. 57 (d, J = 5. 9Hz, IH) , 8. 45 (d, J = 6. IH 
z, IH) . 

3ta;^*f^i (ES I-MS, m/z) :3 12(M++1) 

^Ifi6g!i270 ; N-(lH-5->r y^V^ U;P)-N-ri-(4-p{^;i/^>^;i/)-3-tf^U 

!>. 

mv^Ltzf¥mmn0jag)t5-TKJ-(y'$r^J-)]^ (43 7mg) 
Axh7-<vrD3j<:^i'F(3.8ml)fc^)?fb^M*??JI#tfeo 1 SKf^^s COS 
^S^^$^^:^^5'^-;W3.8]Dl)l:7K^fb7l^•>|^:^^U'>A (77.6mg) *Jn^li*^L 
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»H-NMR (CDGh. 4 0 0MHz) :0. 88 (d, J=6. 6Hz, 6H) , 
1. 14-1. 2 0 (m,2H) , 1. 4 5-1. 5 9 (m.lH) , 1. 7 2-1. 8 
3 (m,2H) , 2. 2 7-2. 3 5 (ii,4H) , 2. 4 5-2. 5 5 (ffl,lH) , 2. 
7 2-2. 8 2 (in,lH) , 3. 54-3. 6 6 (m, 1 H) , 6. 82-6. 8 
5 (m, 2H) , 7. 2 8-7. 30 (m, 1 H) , 7. 87 (s. IH) . 
«i9-«ffii (ESI-MS, m/z) :30 1 (M^+1) 



5 ^ 



4-^y^^} Y^mm-^mm (7 6 8mg) ^x-c^m*')^^ (1- 3 8 

g) %«7jcN, N-e^/^^V'^^l'A^^ J* (10ml) fclgfiiu ^ci-Ni-:^ 

p^-4-^^;i/^>^> (6 0 3mg) :^Mu^m-rhrzo mmm^mu-Q 

3©4»^{*:(7 6 6mg) h^-f V7-p*-=^f H(3.8ml){c^«? 

U 5-r5^'f>^vr-;P (4'4 5mg) Mtii^bfeo ISI^S^. 

C©R^S«t:;>^^^-M3.8ml)^:7KI^^'^^•>f^:^^y'>^ (79mg) *1H1^ 

mn\-tco mm^. mmm^k:^^)^ (4 0mi) m^xmx-it^^ 'J> 
ass b ^ D D A/>i y * ^ A o -7 h 7 w 

-tlJ^DJ^iiU ^@^^*2 0 0mgx JR^13. 3%-e#feo 
>H-NMR (CDCla, 400MHz) : 0. 8 9 (d, J = 6. 6Hz, 6H) , 
1. 15-1. 2 6 (m, 2H) , 1. 4 9-1. 5 9 (m, 5H) . 2. 07 
-2. 23 (m. IH) , 2. 3 5-2. 3 9 (m, 2H) , 2. 90-3. 0 
0 (m, 2H) , 3. 2 9-3. 38 (m, IH) , 6. 8 0-6. 8 2 (m, 
2H) .7.26 (s, IH) , 7. 88 (s. IH) . 
g«^W<g(ESI-MS, m/z) :301 (M*+l).2 9 9 (M^-l) 
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KD^:^t:^';>>-> (Ig) ifeiti^^^pb U •> A (2.76g) h-h 
y;i/ (lOml) l3^fi?U ■?^:^l-^D^-4,4,4- h U7;i/:tD:/^> (1. 
9 1 g) <fe^M-ei^Tbfeo SJ5S^B^<^^M'Cm^M#bfeOt.s Hz^^ h 

h U3^f-;i/T5> (1.78g) ^m7i(.i^:<^)l7.)V^^^V--( K (7.5 

5ml) izmmu y)izi>mmnrs mu-^^mMn- hup<f-;^7^^>ii# 

(2.45g) ^^Hn^feo Sii6^■^t^*^^a•?!18I^^M#Lfe^^ ISW-K^^:^ h 
il^fJ'Mf*: (8 0 Omg) i! 5-:P^^>f y^5^\;-;i/ (4 0 3mg) §s 

r:e7A7^h^^v7-D4<:^$/K (3. 2g) i:immh^ux'mnLtzo isi^^^, 

£®HjiS^?S{ca>»®^i5'>'-;i/J:7k^'fb5^e7^:^ h U'>A (7 1mg) ^Jp;t 
mnvtdo rnw^x MJ5S^lKfc:il^^3l^;^ (4 0inl) ^ip^T#«ilbfeax ii> 

-fc<fct)i(i^U ^M'fb-^*! 2 5mgs iR^S. 8 3%t?f#feo 
»H-NMR (CDCla, 4 0 0MHz) :1. 5 6- 1. 5 8 (m, 1 H) , 1. 
70-1. 78 (m, 5H), 2. 09-2. 21 (m, 2H) , 2. 37-2. 
4 2 (m, 5H) , 2. 7 0-2. 8 0 (m, IH) , 3. 5 4-3. 6 4 (m, 
IH) , 6. 8 1-6. 8 5 (m. 2H) , 7. 2 9-7. 3 2 (m, 1 H) , 
7. 8 8 (s, IH) . 

mm^mm (esi-ms, m/z) : 327 (m*+i) ,325 (m*-i) 

mmmziZ : N-(5-^ V^^y 'J;i/)-N-rH4,4,4- h U :^5^;i/)-3-t^^U 
KfiEbfetfi^i*: (8 0 Omg) J: 5 -T^ V^x' U > (4 3 3mg) 

^^-i>Axh7>f v7-D;}?:^rsyhM3. 2g) izmmL^uxmnLtzo ism 
m^s ^(DRmmmi::'pm(Dp^^ y^-)vt7mitt^^m')'V^)^M. (7img) 
mn^mn\yito ismm^. s.i^^mmm:r.^)i (4 0mi) ^m^x^^Ltz 
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ET-eaM b ^ n D a/t^ ^ ^ -j^^-^mmt^i^ ^ A ^ p V h tJ^ 

^H-NMR (CDCh, 40 0MHz) : 1. 6 0-1. 8 3 (m, 8H) , 2. 
42-2. 52 (m, 2H) , 3. 7 5-3. 84 (m, IH) , 4. 85-5. 
GO (m, IH) , 6. 7 6-6. 7 8 (d, J = 7. 6Hz, IH) , 7. 2 
8 (d. J = 8. OHz. IH) , 7. 45 (t, J = 7. 8Hz, IH), 7. 
52 (d. J-6. IHz, IH) , 8. 46 (d, J = 6. IHz. IH) . 
!eS^«f«l(ESI-MS, m/z) :3 3 8 (M^+D. 3 3 6 (M-1) 

3-fcFD^s^i^^yj^> (is) ^xxjFmm^)^J- (2.76g) 

.;;M10ml) K:^MU ^ec-sl -^pp- 3-pt^;i.::^^ V ( 1 . 07 
CCD4.S<*:J:bU^^^V7^> (1.78g) ^»$>P^^;v:^^^W'f F (7.5 

5ml) mmL. r;i.=fv#H^Ts ^mt?H^^b«^M- hU.i^;^r^>m 

(2.45 g) mttco mu'^^^u-^immmi^t^m. mim^mi-h 
ue7A7K^?$(7.55mi) ^sp^x ^iPuMJ^t^mhtco MmmTi^mmi' 

;ia>*Si^(7 7 5mg) fc5-T^y^>^^^->'W482ing) ^> 

-e^A^^h^'fvr/p^'^^vb- (3. 8g) mmh^mt^mnvt^o imm^. 
^<DR,^m^ii>mo^i^^-)vtii^m^^^Mi-v^y^^ (s 5ing) 
3t#ufeo m^^x Mis^Kis^®^^^^ (4oini) m^x^^\.m. 

P D A/;>^ ^ > -^V-CSH-r S U * ^ 13 ^ 7 
-K:J:D)liiiU ^-fb^^ 1 0 5mgs JR^3. 6 7%"e^ifeo 
'H-NMR (CDCls, 400MHz) : 0. 89-0. 91 (m, 6H) , 1. 
3 5-1. 4 1 (m, 3H) , 1. 54-1. 7 6 (m. 6H) , 2. 32-2. 
37 (m, 3H) , 2. 45-2. 5 0 (m, IH) . 3. 5 5-3. 63 (m. 
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IH) 6. 8 2-6. 9 7 (m, 2H) , 7. 2g-7. 32 (m, IH) , 7. 

8 7 - 7 . 8 8 (m, 1 H) . 

WM^Ifig (ES I-MS, m/z) :2 7 8 (M^+1) 

mmmzn «-(i-^ v^>^;v-3-b:^u t;;i/)-N-(5->f v^y^ V)i)t^ > 

irMtfe*®^*: (7 7 5mg) t5~T^y^V^yV> (5 2 3mg) 

^tJ^-e^Axh^'fVT-psK^e/H (3. 8g) izmmiy^m-cmi^biio ism 

ffl^s C.(OS.]l^mmi:.!i>M<D;i^J-)VtJkm^^^^m±h^)^A (8 5ing) 

^m^mniyfco ismmm. R^mmm^i^^j^^ (4 0mi) »^T#«5ufe 

'H-NMR (CDCls, 4 0 0MHz) : 0. 9 4 (dd, J = 4. 6, 6. 6H 
z', 6H) , 1. 3 9-1. 4 5 (m, 2H) , 1. 5 1-1. 7 3 (m, 6 
H) , 2. 3 6-2. 7 0 (m, 5H) , 4. 2 1 (m, IH) , 6. 9 4-6. 

9 8 (m, IH) , 7. 2 5-7. 2 7 (m, IH) . 7. 3 8-7. 4 6 (m, 
IH) , 7. 5 2-7. 58 (m, IH) , 8. 44-8. 50 (m. 1 H) , 
9. 13-9. 18 (m, IH) . 

3S«^«f^S (ES I-MS, m/z) : 29 7 (M++1) 

»g!l276 : N-(5-r V^J U;i/)-N-[l-(2,4,6- h U y )\/i^Xi^yV)\/Vl-\l-\^) 

3-h KP^i/t:^Ui^> (Ig) ^feiW^AUe^A (2.76 g) ^fer-feh-h 
(lOml) Kl^gflU -^^1^2, 4, 6-h'j7;i/:tP^>2^;i/>^PV>r 
K (2. 2 5g) *^MT?^iaTUfeo 

CCcf'^^^ai M;:n^;i/:p^> (1.78g) ^;i/X;i/J^^1^-r h* (7.5 

5ml) {C^«IU r;i/dr>#H^Tx h Up<9^;1/7^ >m 

(2.45g) ^initfeo S*&ii^*g[?aT?mKffi#Ufe^s fiSSl^^l!l:^h 
U'^A*^?S(7.55ml) ^EilDit^ i'PP7jT;i/A1?jftffibfeo ^«81^j|Rzlc«Ri^:^ 
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Z(D^m^ (7 6 6mg) Sf-^-ii;A5^b^>fV:/o:^^t^M2. 3g)K: 
5-T^^^V^^U> (3 0 4mg) ^M^m^bfeo 18 

mg) *jp^Ji#bfe« mmm. Rmmm^^)\^ (4 0mi) ^*p^t^ 

»H-NMR (CDCls, 400MHz) : 1. 5 2-1. 8 0 (m, 6H) , 2. 
61-2. 71 (m. 2H) , 3. 68 (s, 2H) , 3. 7 6-3. 8 4 (m. 
IH) . 5. 06-5. 19 (m. IH) , 6. 6 3-6. 7 2 (m, 3H) , 
7. 24 (s, IH) . 7. 42 (t, J = 7. 8Hz. IH) , 7. 52-7. 
53 (d, J = 6. OHz. IH) , 8. 47 (d, J=6. OHz, IH) . 
»^«ffit(ESI-MS, m/z) :3 7 2 (M^+1) ,3 70 (M^-D 

3-\^YQ^->\i^^)i^> (Ig) ^^xrmmH')^^ (2.76g) ^T-feh-h 
(10ml) Km\^. ;eci-^l-^Dn-3-pt^;v:^^> (1. 07 

5ml) \^mm\^. 7)v:s>mmmr. mu-^Bmit.mn' bu^^^vr^vii^^: 
(2.45g) M^feo Rism^^^^a-cisi^M^^^fe^^ mim^mi-h 
•je;A;!K^m(7.55mi) ^^pn*;vAt?jftifjbfeo ^m^m^mmi- 

CS<D4»^# ( 723mg) i:5-r$^'f>^^>^->'^ (450mg) «s ^^^^^-^ 

A5^h7^vrD7t<:3(^i'K (3. 6g) ^mhMmimvtco ismmm. - 
osii&^§?KK:dj>m(07?^^-^vii2kfS^b>^'>mt-by'>A (80mg) ^mun 

Ufeo m^^N K}i&?KfclS^^3:^;V (4 0ml) m^X^^Ltz^-^ 'PAO 
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J:t))^iiU ^MYb-^i^^l 6 2mg. W5. 66%T-t#feo 
'H-NMR (CDCla, 400 MHz) :0. 86-0. 92 (m, 6H), 1. 
04-1. 17 (m, IH), 1. 37-1. 65 (m, 7H), 2. 01-2. 
7 1 (m, 1 H) , 2 . 12-2. 19 (m, 1 H) , 2 . 3 0-2. 40 (m, 
2H) , 2. 5 0-2. 6 6 (m, IH) , 3. 5 5-3. 64 (m, 1 H) , 
6. 83 (s, IH), 6. 84 (d, J = 5. IHz, IH), 7. 30 (d, 
J = 9.3Hz, 1H),7. 8 7(s, IH). 

M^«f<t (ESI-MS, m/z) : 2 8 7 (M*+l) , 28 5 (M*- 1) 

gifflsms : N-(5->f v^r>> u;i/)-N-ri-(2-j><^;i/y^;i/)-3-t^^u-:^;i/ly $ > 

3-h KD#->lf^iJS;> (Ig) ^^Xy^miJV^M. (2.76g) ^T-kh=-V 

(1 0ml) fc^^su ^ii^i-^vn-3-?^^)]/y^> (1.07 

ei0*t»M<*:i: hUxf-;i/T^> (1.78g) «£^i*i?p^^;w:J^;i/5l^^rt?:-r K (7.5 
5ml) {CSS»U t;1/:J>#K^Ts ^W^^Mimn' hV;^^)VT^>mHf. 

(2.45g) ^ejp^fco j^j^m-^m^^m.-r^ismmmwhit^s tm^m^mi-h 

U«>A;?K^?«(7.55ml) muXs ^DD5^;^AT?ambfeo W^«^&l8l7K?ilS5®:^ 

c:©t*iK«: (723mg) il5-T^y'-f V^^y' U> (4 8 7mg) ^i^- 
<7A5^h7>f vrDJ|?^$/H (3. 6g) C«§«?b^Mt?!i#Ufeo 1 8«fM^. 

:i<DR}^mi^^pm0;i^.f'-')\^t:;i^mitn^^mi-hv^A (80mg) ^m^m 
nvtzo imm^s msmi^mm^:-^)^ (4 0mi) m^i^n^^htzms {i>m. 

m U ^ D p A/jjt -;i/t?Jg||t- S ^> U 3b -y;!/* 5 A ^ D V h 7 ^ ~ 
fc:J:DJiiiU mM<b^tl^l3 8mgs 1RJ|54. 6 4%7?l|feo 
'H-NMR (CDCh, 4 0 0MHz) : 0. 91-0. 98 (m, 6H) s 1. 
14-1. 26 (m, 8H), 2. 06-2. 25 (m, 2H), 2. 57-2. 
65 (m, 2H) , 3. 7 7-3. 8 5 (m, 1 H) , 6. 77 (d, J = 7. 
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6Hz, IH) , 7. 28 (d, J = 8. OHz, iH) , 7. 45 (t, J = 
7. 8Hz, IH) , 7. 53 (d, J = 6. IHz, IH) , 8. 46 (d, 
J = 6. IHz, IH) ,9.14 (s, IH) . 

^mmm (ESI-MS, m/z) : 2 9 8 (M*+l) , 2 9 6 (M^-1) 

4_t;^i; ^yMWm-7mm (7 6 8mg) :J3J;rJf^^* U A d- 3 8 
g) *«N, N-P>^^)\^-^-)\^^T^Y (10ml) fclSIIU ^^^1-^ 

tii3-4-^^)v:r^> (5 3 3ing) ^tMw^mriytco mmm^^M.'cis 

^(Dr^m^il. 2 5g) 5fe^^$^-'>A5^h^^vrP>i^dP'>K (6. 2 5 

g) izmmu s-T^^-f (6 6 6mg) *iD^s ^m*e«#bfeo 

mg) ^m^mnvtcc mm^s Rmwa^mm:^^)^ (4 0mi) «^"c# 

^,.^^7^__(cj;t))imU ll®^'&«a?S&2 0 0ings JlSt2^16.4%'Cl93&o 
^H-NMR (CDCls, 400 MHz) :0. 91 (d, J = 6. 6 Hz, 6H), 
1. 3 8-1. 6 3 (m, 5H) , 2. 10-2. 17 (m, 4H) . 2. 35 
-2. 39 (m, 2H) , 2. 8 9-2. 9 5 (m, 2H) , 3. 26-3. 3 
6 (m. IH) , 6. 7 9-6. 8 2 (m, 2H) , 7. 29 (d, J = 8. 5 
Hz, IH) , 7. 88 (d, J=l. GHz, IH) . 
^ft^^f-IS (ESI-MS, m/z) : 2 8 7 (M*+l) ,2 8 5 (M*-l) 

4-tf'^u \i ^mmm-Ti^m^ (7 68mg) ^ixfmi^v^^ i^- 38 

g) ^^iTKN, N-P^i-M^)^^^^^ (10ml) \:immhs Jec-^l-^ 
DP-2-p«^;v:^i5^> (5 3 3mg) ^S«?STbfeo ^^£i^^S^^fi•t?18 
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^(Df^ma^ (1. oog) ^i^^-<7A7^h7'f vrD7j^:3ir->h' (5g) 
mu 5-T$>'^>^j^v;-;K6 6 6mg) mux^mnvtzo ism 

m^s ^(D]^Ji^^^mffi;^^y^-MiM)t7i(.Mitt^^mi-h^)tfA (9 5mg) 
*iP^Ji#tfeo IS^^^s Rm^mm:i^^JV (4 0ml) m^Xi^^lytz 

^7-f-t:j;t)ijiMU M<b^tl?fe6 2 7mg^ 1R^4 3. SXxntzo 
'H-NMR (CDCla, 4 0 0MHz) : 0. 84 (m, 6H) , 1. 04-1. 
14 (m, IH), 1. 40-1. 61 (m, 4H), 2. 01-2. 11 (m, 
6H) , 2. 8 1-2. 8 6 (m, 2H) , 3. 2 8-3. 3 3 (m, 1 H) , 
6. 8 0-6. 8 2 (m, 2H) , 7. 29 (d, J = 8. 5Hz, 1 H) , 7. 
8 8 (s, 1 H) . 

MM^mm (ES I-MS, m/z) : 28 7 (M++1) ,2 8 5 (M"^-!) 

mmmzsi : n-(ih-5-^ >^^j u;i/)-N-ri-(2-pt^;i/^>^;i/)-3-t^^'j P)v^T 
Ik 

3-bKDd^i/t:^US^> (Ig) ^^Xf^miJV^A (2.76g) *rH2h-h 

y;i/ (iOmi) ic^fiiu ^!L^i-'!7titi-z-^^)\/^:/f>> (i. 21 
g) ^^lat^MTbfeo R}i^u^m^uxismmmnvtz<D*,s -t^^ hum 

^(Df^mi^t.h^)3^^)lTS,> (l.TSg) K (7.5 

(2.45g) ^M^tzo iRjm-^m^^uxmmmnLtzms mmmpmi-h 

CLOf^mi^ (1. Og) i:5-r^y^>^vr-;i/ (5 7 5mg) ^^r: 

«i;A^rh^^vrD5K:¥^>h' (5. Og) ncimmi^^uxmnvtzo i8i^^^s 

!l<Dm^mmz'pm<D}^^^^-)ltyi^m^h•t^^mi•VV^A (12 8mg) » 

xmwhtzo ismm^^ m^m^wm:^^))^ (4 0mi) tjp^T^fium 
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■eaiS b ^ p n ^ y ^ ^> U * ^ A ^ D -7 h y 7 7 

>H-NMR (CDGls, 400MHz) :0. 03-0. 93 (m, 6H), 1. 
04-1. 08 (m, IH) , 1. 19-1. 42 (m, 4H) , 2. 01-2. 
17 (m. 2H) , 2. 3 7-2. 6 0 (m, 3H) , 3. 5 6-3. 6 3 (m, 
IH) , 6. 8 2-6. 8 4 (m, 2H) , 7. 2 9 (d, J = 9. 5, IH) , 
7.8 7 (s, IH) . 

MiS'tffli (ESI-MS, m/z) :30 1(M*+1) 

at^»i<W12«2 : N-(1H-W V>y^/ UJt<^-N -ri-f 2.4.6- b U 7JI/:tP^>-:^;V)-3-l^^ 

3_t h'p^i/lf^Ue^> (130mg) :feJ;t)«i^®*U»>A (659iig) ^T-fe h- 
hU;i. (5ml) fc^MU ^^^2, 4, 6-h'J:7;i/:tP'<>S>;v:^0'^'< K 

^04i^^i:> i;a:^;i/r^> (275iig) ^mj^t^:!^'^JV^n^^^^'^^ H (1.7 

3ml) Ki^PU r;v2rvfiH^T> ^mT?HK<biSiliSt • bU^^;i/T^>0if^ 

(379ing) ^mXtco fiSfPi^^^^M* 

HOt^m^ (290mg) S^^-e^Axh^'fVT-DTi^dp^'Kd. 4 5g)i^^§ 
IIU 5-T^^W'>:$^vr-;»' (1 2 Img) ^at?it#bfeo 181^ 

m^^ ^<DEmmK^i'^-)^tyi^Mit^^'^mi'Vv^M. (2img) 

U ^M^b^tl^5 8mg> mmX2, 

>H-NMR (CDCh, 4 0 0MHz) : 1. 5 7-1. 7 4 (m, 5H) , 2. 
45 (m, 3H) , 2. 74-2. 7 7 (m, 1 H) , 3. 5 9-3. 6 5 (m, 
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3 H) , 6 . 6 1-6. 69 (m, 2 H) , 6 . 8 0-6. 8 3 (m, 2 H) , 
7. 27-7. 30 (m, IH), 7. 86 (s, IH). 
Mfii&«f^ii (ES I-MS, m/z) :36 1 (M++1) 

mmmzsz N-dH-s-f >^vy 'J;v)-n-[i-(2.4.6- h u 7;i/:tp^>-:;;i/)-4-tf ^ 
4-b:'^i; Y>mmM-'Ji^m<^ ( 1 9 sig) isxxrmstij u (esgng) ^ 

T'feh-hy;p (5ml) fc^«$u ^!i^2, 4, 6-hU7;i/;4-D^>s;;i/:/ 

Dv-Y K (290ig) ^^wnmyiyfzo Rmm^m^^M.'cismmmniyrz0t>s 
ci®4>^«:2i h (275iiig) siiR7K^p<^;i/;^;i/3j^=^i^'^ k (1.7 

3ml) t^g^su T;v=r>#BamTs ^mtf =i^^»5^ • hV;^^)V'r^>i§i^ 
(379iig) SJDitfeo HJ^iS^^fe^S-em^SJ^bfe^s 

^(Dfpmi!^ (2 9 2mg) ;^^^-e7A7^ h^-f yrD:i^^i/K(l. 4 5 g) 

iz.mmvs 5-T^^^>^'j-)i (i28mg) ^m^s ^m-^mnvtco i 

Sl^^^x ei©SJ®^fc;<a^>'-;i/i;*l^'fb5n'>m:^h y e^A (2 3mg) & 

D D A/;>{ ^ -;i/"rMli-r S y A -JT*;!/* ^ A D ^ h ^7 7 ^ — J; t) 
mSSlU ^fli'^tlJ&2 1 5mgx JR^4 6. 2%-Cl#feo 
^H-NMR (CDCh, 4 0 0MHz) : 1. 4 3-1. 6 2 (m, 2H) , 2. 
07-2. 11 (m, 2H), 2. 24-2. 30 (m, 2H), 2. 91-2. 
94 (m, 2H) , 3. 21-3. 29 (m, IH) , 6. 6 5-6. 7 2 (m, 
2H) , 6. 77-6. 81 (m, 2H) , 7. 2 8-7. 3 0 (m, IH) , 
7. 86 (s, IH) . 

M«^*f*i (ESI-MS, m/z) :36 1(M*+1) 

mmmzsA : n-(ih-5-^ y^^J y ;i/)-N-(i-^»;v-4-t::^y > 

l-p<^;i/-4-l^^y K> (3 0 Omg) ^g^iJ^-e^Axh^-Y vrojj?:^ 
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5g){3^«PU >t5^V^-^ (2 8 2mg) ^Mts ^M. 

(5 0mg) ^mmnhtco mmu. mMmm:^f-)vmtx^mhrc 

*H-NMR (CDCh, 4 0 0MHz) : 1. 4 7-1. 5 7 (m, 2H) , 2. 
10-2. 18 (m, 4H) , 2. 30 (s, 3H) , 2. 83-2. 8 6 (m, 
2H) , 3. 2 8-3. 33 (m, IH) , 6. 8 0-6. 82 (m, 2H) , 
7. 28-7. 31 (m, 1 H) , 7. 88 (s, 1 H) . 
!^M^«flfi (ESI-MS, m/z) :230 (M*+1) 

3-_t Kn^e/tf^i;s^> (l.OOg) iSXXfimiJV^J^ (2.76g) ^fer-fe h 
-Y')))^ (10ml) izmmhs ^c-n3-:^d^:7-p;i> (1. 2 3g) 

C6D*K'»iihUx^;VT^> (1.78g) S«fe?KS^P«^->l':^>^=^1^-'< ^* (7.5 

5ml) n^immx.. 7)v:i>mm%r. ^ux^ma^mn - 
(2.45g) m^^tco mM^m^^uxismmmnLtc^s mmmm^mi-v 

iKOfpm^hQ-'TS.yf^Oir^J-))^ (2 0 0mg) *s ^^'-»>Axh^'f 

vrxn^^^i^}^ (1. og) mmi^^mrcmy^tco tsmm^. c:<DmmL 
fc:/J>»©^^5'y'-;l/^:zK^'^b^»>^:^^ue7A (loomg) ^mmniytco 
mm^s (4omi) ^m^x^^hm. 'J>*®7Jcm 

D A/;^ ^ ^ ~;v'eJiM t s u * ^ A ^ o ^ ^ ^ 

ISU ^M-fb-^tl^l 0 Orngs iR^3. 8 7%T?#feo 

'H-NMR (CDCls, 400MHz) : 0. 90 (t, J = 7. 6Hz, 3H) , 
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1. 51-2. 07 (m, 4H), 2. 07-2. 21 (in, 4H), 2. 36 

-2. 40 (m, 2H), 2. 96-2. 99 (m, 2H), 3. 29-3. 3 

6 (m, IH) , 6. 7 5-6. 81 (m, 2H) , 7. 25 (d, J = 1 2. 

OHz, IH) ,7.88 (s, IH) . 

M^^il (ESI-MS, m/z) :2 5 9 (M++1) 

1111^286 : W-dH-S-f y^^) U;i/)-N-(l-7'P br;i/-4-t^^'J VJV\7X > 

A-\^^^)YymMU-:kmm {1. 53g) :feJ:V^^AU'>A (2. 76 
g) *m:?KN, N-i^y^;i/3iN;i/AT^ Htc^HU ^ec:^ 1 - >^P^7-D>>t> 
(1. 2 9g) ^^M-e^^TUfeo SiiS^^t^^S-eW^^l^bfe^s 

(1. 0 3g) ^'^i'=-tPlxy'Y^^vyXiii^^i/Y (5. 5g) 
(3«§«¥U 5-T^y''r>i5^V^-;i/ (9 7 1mg) ^M-eJt#b;feo 1 

8^TOs il©Sir.^^Sfcp<^>'-;^^:;?K^^b5^'>^:^^Ue7A (2 7 6mg) 
^lia^^#bfeo 18I^H^> SJ565^g{ci^^x^;i/ (4 0ml) *iO^T#f^bfe 

ffiT-e «i8i b D D jj>;v A/pt -;i/*ejsiBt* s y A y ;v A ^ A D V h ^ 

■5 7>f--fcJ;t))lil!iU ^^3-^*1. 3g^ IR^5 0. 3%t?|#feo 
•H-NMR (CDCls, 400 MHz) :0. 91 (t, J = 7. 3Hz, 3H), 
1. 48-1. 59 (m, 4H), 2. 10-2. 18 (m, 4H), 2. 33 
-2. 37 (m, 2H), 2. 92-2. 95 (m, 2H), 3. 30-3. 3 
6 (m, IH) , 6. 7 8-6. 82 (m, 2H) , 7. 2 7-7. 29 (d, 
J = 8. 8Hz, IH) , 7. 88 (d, J = l. OHz, IH) . 
Wfi^9-*lf^ (ESI-MS, m/z) :2 5 9 (M*+l) 

mmmz^i N-ri-($/>> pt-p ^;i/)-4-fcf^u $^;i^]-n-(1H-s->^V u;!/) 

4-b^^y K>^^m-7K«Itl (1. 14g) :feJ;VJ^KAUe^A (1. 38 
g) *M7fc7-fe hnh»;;i/K:SlPU ^z.^ (:^p^p<^;I/) $/^p7'p>'1> 
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iKD^K-Hwt^^j^^e^i^T^b^^vT-D^i^d^i/K (4. 3g) ^mmu 5- 

r^y^>V^J—)V (60 0mg) <S&ilJ^> MU'tiMWVtzo 1 Sl^W^s 
Mli&?§^St:p«^>'->'^^i*5llfll*</^:^hU»>A (170mg) ^mmnhfto 

mmm. mmmm:^^)^ (40mi) *jin^T^&»ebfe^s /i>s®zK*in 

>H-NMR (CDCh, 40 OMHz) : 0. 1 1-0. 1 3 (m, 2H) , 0. 
4 9-0. 5 7 (m, 2H) , 0. 8 6-0. 9 3 (m, 1 H) , 1.50-1. 
59 (m, 2H) . 2. 1 1-2. 22 (m, 4H) , 2. 29-2. 31 (m, 
2H) , 3. 04-3. 0 7 (m, 2 H) , 3. 29^3. 35 (m, 1 H) , 
6. 79-6. 8 2 (m, 2H) , 7. 28-7. 31 (m, 1 H) . 7. 88 
(s, IH) . 

Sl«^9'«f^i (ESI-MS, m/z) :27 1(M*+1) 

mmm\z8s : N-ri-r2-7;i/;tP3:»)u^-4-if^u$?;i/1-N-(.iH-s-^ >y^;u ;v)y 

4-\^^t)}tyimm-^mm (i^ 53g) ^XmmiJV^A (2. 76 
g) ^m:kT^V=^Y'))i^mmiy. ^^^l->^P^-2-7;v:i-P3^^> 

(1. 2 7g) ^^wnmyi^fto RmmL^m&timmm\^m. mm^:^ 

:L(D^mi^ (2 5 7mg) ^t^^^^^hv'Vy^vytiy^^^'y]^ (1. 2g) 
fc^PU 5-TKJ^>^^/-)^ (188mg) ^JP^s ^MT!tl#bfco 1 
S^m^. c:cDS^S^^SJ;:^^>'-;i/fc2K^^b>^'>^':^hU'i7A (3 3mg) ^ 

mxmwLfz. mm% mmmm:^^)\^ (4 0mi) m^x^^vm. 

Xm\y^ D C A/P< ^ -^I'-ejg^t S ^> y * ^Ai57DThi5^^7 
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'H-NMR (CDCla, 4 0 0MHz) : 1. 5 0- 1. 5 9 (m, 2H) , 2. 
10-2. 14 (m, 2H) , 2. 2 6-2. 3 2 (m, 2H) , 2. 7 1 (t, 
J = 4. 9Hz, IH) , 2. 79 (t, J = 4. 9Hz, IH) , 2. 96- 
2. 99 (m, 2H) , 3. 30-3. 3 7 (m, 1 H) , 4, 53 (t, J = 
4. 9Hz, IH) , 4. 65 (t, J = 4. 9Hz, IH) 6. 79-6. 8 
2 (m, 2H) , 7. 30 (d, J = 8. 3Hz, IH) , 7. 89 (s, 1 
H) . 

M*^^lf^i(ESI-MS, m/z) :2 6 3 (M*+l) 

4-lf^U K>«i^ig-2k«[«3 (7 6 8mg) :feJ;iri^^A U e^A (1. 38 
(7 0 5mg) *^Mt??^Tbfec KJ^%^^0t^^?at-mmi$bm 1^^:^ 

^O^W^ (5 1 Omg) *^^-e/A7^h^>rv7-DJK#S/|? (2. 6 g) 
tlig^PPU S-T^y^f (464mg) ^MT?ii#bfeo 1 

8Kf^^> iiCDSii&^^St:^^y~;i'a:2k^^b5^»>m:^hU'>A (6 6mg) ^ 
llP^ii#bfco m^^s KJfc^SKiB^^a:^;!/ (4 0ml) »;lT#)^bfe^s 

>f-K:J;t)«igbs ^e^b'&i|&3&7 10mgs JtX^Sl. 4%t?^feo 
'H-NMR (CDCls, 4 0 0MHz) : 1. 4 6-1. 5 5 (m, 2H) , 1. 
8 6- 1. 9 8 (m, 2H) , 2. 10-2. 20 (m, 4H) , 2. 51 (t, 
J = 7. IHz, 2H) , 2. 9 0-2. 9 2 (m, 2H) , 3. 29-3. 3 
6 (m, IH) , 4. 46 (t, J = 6. IHz, 1 H) , 4. 57 (t, J = 
6. IHz, IH) , 6. 7 9-6. 8 2 (m, 2H) , 7. 29 (d, J = 8. 
5Hz, IH) , 7. 8 9 (m, IH) . 
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M^lf'lii (ESI-MS, m/z) :2 7 7 (M*+1) 

4-.li^ij \tyimM-jii.mm (7 6 8mg) ^^XJ^m*')"^^ (l. 3 8 

g) s«i2Kr-feb-h»;;nc«i«iu ^c:^i-:3^o^-3, a, 3-hU7;i/ 
:tprP>'V^ (8 8 4mg) *^?aT?«ITbfeo His^s?s*^M-emK«j^u 

COf^mi^ (4 3 0mg) ^^>5^-e7A7^h^^vrD5j<:3pj.H (2. 6 g) 
Kmmv. 5-r^>^^>^V^-;^ (234mg) Icms ^M-cmi^bfco 1 

g) ^mxmni^tco ismm^. Rmmm=^'^)^ (40 mi) ^mxx^^ 

^^7^_t:j;t,j^|!iU ^@'fb-&®<l&16 0mg> WIO. 2%T'fffeo 
»H-NMR (CDCls, 4 0 OMHz) : 1. 44-1. 5 1 (m, 2H) , 2. 
05-2. 17 (m, 4H), 2. 24-2. 36 (m. 2H), 2. 59-2. 
6 2 (m, 2H) , 2. 8 2-2. 84 (m, 2H) , 3. 27 (m, 1 H) . 
6. 72 (d, J = 8. 8Hz, 1 H) , 6. 79 (s, IH) , 7. 17 (d, 
J = 8. 8Hz, IH) ,7.92 (s, IH) . 
»^«HI(ESI-MS, m/z) :3 13(M*+1) 

YyMWM-Mm (7 6 8mg) ^X.1fm.i3^)^ h (1. 3 8 
g) :&«l2KT-feh^hU;Vi3^^fU ^^'Nl-:/P^-4, 4, 4-bU7;i/ 
:i-p:/^> (9 5 5mg) ^^M-eJSITbfeo SiS^^fi<feS®'emm#bfe 

CCD^Si*: (6 8 4mg) ^S&^^^-e^Ax h^-Y vrP^J^^i^ F (3. 4 g) 
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5-T$y>r>^^/-;p (3 4 8mg) ^Mt?ji#Ufco 1 

Sl^^^s Ci0m^mmi^^^>^-)Vt:iiimtt^^mi-hOOA (12 4ing) 

mmnLtzo mm^s mwLmm:^i'jv (4 0mi) mufix^$ivtz 

ET^mM b ^ D p A/p< ^ y -;i/"t?Jgil t ^ ^> »; * y;i/;!7 ^ A ^> D T h i/" 
7 7^-{3<tt))|iMU M^b^tl<&5 2 2mg^ ]R^3 8. 3%i?^#fe„ 
'H-NMR (CDCls. 4 0 0MHz) : 1. 4 5-1. 5 2 (m, 2H) , 1. 
71-1. 78 (m. 2H) , 2. 08-2. 16 (m, 6H) , 2. 38-2. 
4 1 (m, 2H) , 2. 8 5-2. 8 8 (m, 2H) , 3. 2 8-3. 3 3 (m, 
IH) , 6. 76 (d, J = 8. 8Hz, IH) , 6. 81 (s, 1 H) , 7. 
23 (d, J = 8. 5Hz, IH), 7. 91 (s. IH). 

^m^mm {Esi-us, m/z) -.273 (m*+i) 

^ ^^292 ; N-ri-(3-7;i/a>-pyp K;i/)-3-K^iJ >:?;i/1-N-(lH-5-Y 1] ji^) 

3-b Kn:^r5^l^-i'Ji^> (7 1 8mg) ^^X^mmtiV^A (1. 9 6 g) 
^r-th-hVJUiz^miy^ ^c^l-yr3^-3-yMayx3Ay (i. o 

h»;3:^;i/T^> (l.78g) <fel8i2lcs^^^;i/;^;i'j^^^i?-^ K (7.5 

5ml) Ki^fiiu T)]/::i>mm%'r. ^ux=m<mn - hu^5^;i/T^>m 
(2.45g) mn^tzo RmM-^<\id^^uxi8mmmni^tcm. f^mmm^m±h 

c©it»^i*:t5-T^>^-0^\;-;i/ (1 5 Omg) ^^-e/AT^h^^' 
Vrpr^^d^j/K (7 5 Omg) tc^^PPb^M-eJii^bfeo 1 8^P^^. 

WL^{i>m<D^^^-j]/t7Kmih-t^^m-^hv^M. (loomg) 4in^ti#bfeo 

M^^^fcS^^x^;!/ (4 0ml) m^xmil^it^s if>*CD7jc*AD 
pj^;i/A/p<^>'~;i/-??jg||tS^y*^;i/A7Ai5^Pv hi7^7^-K:j; t)3li 
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'H-NMR (CDCls, 40 0MHz) : 1. 59 (m, 2H) , 1. 75-1. 
77 (m, 2H) , 1. 8 3-1. 9 6 (m, 2H) , 2. 3 7-2. 54 (m, 
4H) , 2. 7 5 (m, 2H) , 3. 6 1 (m, IH) , 4. 4 6 (t , J=5. 
9HZs IH) , 4. 58 (t, J = 6. IHz^ IH) 6. 82-6. 85 
(m, 2H) , 7. 29-7. 31 (m, IH) , 7. 88 (s, IH) . 
M^*f<ii (ESI-MS, m/z) :27 7 (M*+1) 
mmm29Z N-ri-(2-^P P-4-7;t/;^P^>S^;V)-3-t^^'J S^;i/1-M-(lH-5-f > 

3-t l«D=^E^2/^^^yS?> (ig) :j3J;t5J^^*U</A (2.76g) ^T-feh-h 

y;i/ (lOmi) Jci^gfiiu jec^2-^PD-4-7;v:to^>5^;j/::^o*^'< 

K (2. 2 3g) ^^aT?«Tbfeo ^j(Sti^i[»*^St5miiS»#Ufe©-fe> 

c:©(t'^<*:J: b U (1.78g) ■^mA^V)f^^))/7.)\yits^^^ K (7.5 

5ml) fc^Mu r)\y-d>mm%y.^^'^=M.\m.n' hy;<f-;vT^>m 
(2.46g) 5S&jD^feo u.^m-^m^^U'^immmnhtc^s tmrnk^mi-v 
y »> A*^^ia^s p p 4^;i'At5»aibfeo #^^^^R7fc^^^^K:^ h y »> A-e 

lL(0^m^ (3 1 7mg) ii5-r^y^>'yv^-;i/ (13 9mg) ^iJ' 
r:e7A5^h7^vrPJj^=3pe/F (1. 6g) tc^^St^M-e^i^Ufeo 18I^^^s 
c:®^ji&^«c:/J>*®^^>'-;i/i:2k^ftisJ^»>^:^hU'>A (lOOmg) 
itH^Ufeo mm HI&?SK:B^K3:^;V (4 0ml) ^m^X^^iX^fc^s 

b ^ p p A ^ ^ -;i/T'M^-r s y * * ^ a ^ p t h v 7 

-f-lcj^biii^U ^S'fb-^tl^l 5 0mgs W4. 18%t?^#teo 
*H-NMR (CDCls, 4 0 0MHz) : 1. 5 6-1. 7 4 (m, 5 H) , 2. 
42-2. 49 (m, 2H) , 2. 73-2. 76 (m, 1 H) , 3. 56 (s, 
2H) , 3. 5 9-3. 6 2 (m, 1 H) , 6. 7 9-6. 8 3 (m, 1 H) , 
6. 94 (dt, J = 2. 7, 8. 3Hz, 1 H) , 7. 12 (dd, J = 2. 



wo 01/56988 



255 



PCT/JPOl/00721 



7, 8. 5Hz, 2H) , 7. 2 7-7. 3 0 (m, IH) , 7. 3 9-7. 4 
2 (m, IH) , 7. 86 (d, J = l. OHz, 1 H) . 
M^*fiil (ES I-MS, m/z) :35 9 (M*+l) 

3, 4-pyjl:ttiy::L-)mm (3. 4 2g) tmBitiV^M. (2.76g) 
T-te (10ml) ifimmu -^d^ai^fls^^;!/ (2. 8 2g) 

^(D^mi^ (2. 0 2g) <^0Ji^^^{::^|?u ^cfc:N-:/D^;:^^s/> 

-f ^ H (2. 8 8 g) ^jq^feo ismmMrnvfcot). •fe^-r h«3i;fe<fcyt|igg 

c©tf»Bg<[^ ( 1 . 60g) i:^^:i7U»>A (1. 73g) ^^T'-b h u;i/ 
(10ml) fc^JjlU *CL^3-t KD:^>>t:^i;^;;> (6 3 1mg) «^ 

(2. 0 2g) l&ii;dci^p<^;i/;;^;i/j^i|r-»J--f Kfc^fiibfeo-fes r 
;i/rr>#H^T> h Ux^;i/75 > ( 5 5 2 mg) tBmitmn • h Up«^;1/T 

^>mi^ (7 5 8mg) *jq^fco }^}i&m^m^mu'7:iBmmmnhtz^s ma 

COtfi^^^ (7 6 3mg) ilS-T^^-O^y-;!/ (2 8 7mg) 

-<>A7^h7'fvrD7K:¥$/K (3. 8 7g) mmi^mmr^imhtco ismm 

^iatmwxytco isTO^s Kmmi^mm:^^)v (4 0mi) ^m^x^^vtc 

B.yt!mm u ^ n d ^ y -;w-eMl9'r s >> U * -J;^;!/* ^ A ^ n T h e'' 

77^-fcJ;t)Jlt®iU ^flj^tl*345mgs IR^O. 43%T?llfeo 
'H-NMR (a)Cl3, 4 0 0MHz) : 1. 5 9-1. 6 3 (m, 2H) , 1. 
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76-1. 78 (m, 2H), 2. 31-2. 49 (m, 4H), 3. 69 (d, 
J = 6. 4Hz, 2H) , 6. 7 6-6. 84 (m, 2H) , 7. 07-7. 1 
3 (m, 2H) , 7. 2 8-7. 3 7 (m, IH) , 7. 8 6 (s, IH) . 

Il*:9'«ft[ (ES I-MS, m/z) :3 9 9 (M*-1) 

g|jHi^J295 : K-(lH-5-f >yVU;i/)-N-{l-[(2S)-2-^^;i/:/^;i/]-3-tf^U 

3-t l<Di|r->lf^ys?> (Ig) ^XXJ^!m*^)t^^ (2.76g) 5&TH2h-h 

u;i/ (1 Oml) \zmmu ^^-^ (S) - (+) -1-:/p^-2-^^;i/:/ 
^>(1. 5 1g) CD7-feh-h';;i/^^ (15. 1ml) ^^^TJJSTbfeo S 

eiCDtf^i: h Ux^;i/T^> (1.78g) h* (7.5 

5ml) \zmm\^s Tjvdtymm^y^ mM-^^mitrnM' hu^^;vr^>m 
(2.45g) ^iinitfeo sufes-^'^^^M-cmMm^um «Sl^PiKifc^cm:^ h 

U'>A7K^§^(7.55ml) *Sn^> ^pn7tx;i/AT"ambfeo 

c:©tfPi*:i:5-T^>''f >^''V^— (939m g) hv'V'y^vy 
nif^^^^ Y (4.7g) ^^m\^WS>xmn\^fco IS^M^s ^:(OS*&«^fc:p<^ 
(0.94ml) ti^m^^^ni-V'}^A {13 4mg) *jP^^#Lfeo 
W^^x ^j5S?g[t:S^^3i^;i/ (4 0ml) -^M^X^hlt^^ '>«CD2K*JD 

I^U ^^^5fe2 5 3mgs JR2f58. 8%-el#:fe:o 
'H-NMR (CDCh, 4 0 0MHz) :0. 89 (dd, J = 7. 3, 13. 9 
Hz, 3H), 0. 89 (d, J = 5. 8Hz, 3H), 1. 06-1. 15 
(m, IH) , 1. 3 7-1. 7 9 (m, 6H) , 2. 0 1-2. 0 8 (m, 2 
H) 2. 12-2. 19 (m, 2H) , 2. 5 2-2. 6 9 (m, IH) , 3. 
5 6-3. 6 2 (m, 1 H) 6. 83 (s,,lH) , 6. 84 (dd, J = 2. 
2, 6. 6Hz, IH) , 7. 29 (d, J = 9. 5Hz, IH) , 7. 87 
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(S, IH) . 

W«^*fi[ (ES I-MS, m/z) :2 7 8 (M++1) 

ll»J296:N- (l-^>i^)V-3-^^Jl-4-\^^Ut?)\/) -N- (lH-5-^ 

l-^>i>)V 3-;>t^;i/ 4-lf^UK> (152.7mg) t5-T^^ -i >ir^J 
-JV (100 mg) ,B^^ (0.02ml) SjptjJ^y-;!/ (10 ml) t:?§fi¥U If^ 
(SJg) *lin^fe^> ^3i"esl?7>-lfU$^>m (0.06ml) &«ITbfeo SIS 

95.3mgs JR4S65%t?#jfe„ 
'H-NMR (CDCls, 4 0 0MHz) : 1. 4 5- 1. 6 0 (m, 2H) , 2. 
0 7-2. 15 (m, 2H) , 2. 18-2. 32 (m, 2H) , 2. 82-2. 
92 (m, 2H) , 3. 3 0-3. 4 0 (m, IH) , 3. 63 (s, 2H) , 6. 
7 9-6. 84 (m, 2H), 7. 31 (d, J = 9. 8Hz, IH), 7. 4 
9 (d, J = 7. 8Hz, IH) , 7. 68 (d, J = 7. IHz, IH) , 7. 
88 (s, IH) , 8. 12 (d, J = 6. 9Hz, IH) , 8. 23 (s, 1 
H) . 

Hfi^*f^l (ESI-MS, m/z) :3 2 0 (M*+1) 

ll«g^297 ; N-r 1 - (4-7;i/:tP^>S?;i/) - 3 - If^ U s;;i/1-W- ( 5 -W" V 

3-bKo^^i/tf^U$?> (200mg) :feJ;V^®5!7 U >>A (327.8mg) 

K (lOml) jc^^i?u -eci^v 4-yjv:tu^>i;jvi7u^ 

K (312.2mg) ®TH2 h^hU;i/^^8i (10ml) ^^Utmrhtco J^mU-^ 

c:©(^'H<*:Ai: hUx^;!/^' ^ (0.55ml) <£il7K5^p^f-;l/;^;l/7h:^p1:^>f K 
(10ml) fc^PU :?';i/::f>#H^Ts mm-^Bmimn - hU^^;i/T^> 
(550.3mg) ^jD^fco SiSii^tlS^MT-W^M^um ISHJ^^ 
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lL0r^mi^Bt5-TK^^V^^V> (210.5mg) l3f-^->J;A>f vrn4< 

*H-NMR (CDCI3, 4 0 0MHz) :1. 70-1. 82 (1 H, m),l. 
85-2. 00 (IH, m), 2. 00-2. 10 (IH, m), 2. 97 (2 
H, q, J=l 1. 7Hz) , 3. 3 9 (IH, d, J=12. 2Hz) , 3. 
65 (IH, d, J = ll. 7Hz), 4. 15-4. 30 (IH, m), 4. 
2 5-4. 4 2 (2H, m) , 7. 02-7. 17 (3H. m) , 7. 36 (1 
H, d, J=8. IHz) , 7. 59-7. 6 5 (2H, m) , 7. 75 (IH, 
t, J = 8. IHz), 8. 37 (IH, d, J = 6. 8Hz), 8. 66 (1 
H, d, J=6. 8Hz) , 9. 49 (IH, s) . 
Kgd3'*f^a (ES I-MS, m/z) :335 (M++1) 

mmm29S:ii- (iE-5--^y>^'J'))\^) -N--fi-r4- ( MJ7;i/:fp^^ 

3-b FP^i^li^Ui^V (200m g) U e^A (327.8ing) 

^^;i/5i^;i/AT^ F (lOml) K:i§«¥U 4- b U7;i/:tn^f-;i/^> 

i^)V^u^^ F (421.4mg) ©r-feb-hU;V^ (10ml) ^^MT^TUfeo 

il©*S#:Ai: h Uj^^;1/T^> (0.55ml) <s»^:?^^;vx;i/3^^fl?''f H 

(10ml) ^mmv. 7;i/:J>^HmTs ^uxBmmn^ \>^)j^^)V7iy 
mi^ (55o.3mg) mnxtzo mm^^^Mm-ximmmnLrc^s mamci^ 

mthV^JxTicmW. (lOml) ^ifl^s ^DD4?;VA"Cj|liaibfeo ^WS^IfS^ 
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C.C[>fpmH^Bt5-T$,>fH>'$r'J-)V (210.5mg) K:^^-i>A^ v^D^K 

A-^^y'-;!/] ^Mfli^ (1 54Bg)?^|#feo 

'H-NMR (CDsOD, 4 0 0MHz) :1. 75-2. 00 (2H, m),2.0 

0-2. 23 (2H, m), 3. 00-3. 20 (IH, m), 3. 20-3. 

45 (2H, m), 3. 50-3. 60 (IH, m), 4. 09 (IH, s), 

4. 47 (IH, s) , 7. 42 (IH, d, J = 8. 5Hz) , 7. 6 1 (3 

H, d, J=8. IHz) , 7. 6 6-7. 7 5 (IH, m) , 7. 74 (2H, 

d, J = 7. IHz) , 8. 19 (IH, s) . 

M^tfflt (ES I-MS, m/z) :3 7 4 (M^+1) 

^M^299;N- (5-^ V^^y U;v) -N-{l-r4- ( hU 7;i/;tP^»;i/) ^ 

> t^ji]— 3 - tf ^ u $^;i/> y $ > 

3-t KD^$/t:^US;> (ZOOmg) ^i^umWti^V^A (327.8ing) 
p<f-;i/3^;i/AT^ H (10ml) fc:?if«?u ^c^> 4- h U7;i/5j-Dp<^;i/<>^> 
i?;i/iJ7D^^ H (421. 4mg) ©r-fe h-h U;i/^^gS (10ml) ^^M-e?jSTbfeo 

!l<Df^mi^AthV3u^)\^T^> (0.55ml) ^m^t^^i-;v:^)\/t^^^^ H 
(10ml) Ki^gjuu T;i/rf>iiHmTs ^M-eHii-fbii^ • hu^5=-;v:j'$> 
m (550.3m g) mn^tzo j^mM-^^^Mux-mmmnbtc^^ f^mmwk 

h U e^Azk^^ (10ml) ^M^^ ^DD3j^;i/A-Ciftmbfeo WMjl^*ft2fc 
a^:^hUe;A-e|gjiU ^bT*H<*:B*|#feo 
il©ft»^#:Bii5-T$^-< V^/";> (210.5mg) C^^i^e/A-f VT-p^ 

K^feiD^s ^M"e3 0^M#bfeo ^^^'-Jl/Kl^yfPU Tk^jb 
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k - p<^^-;n iTTJHim ^^b^*^ ( 1 6 3ttg)^mco 

'H-NMR (CBCls, 4 0 0MHz) : 1. 4 3-1. 5 6 (m, 2H) , 1. 

6 0-1. 7 3 (m. 2H) , 2. 23-2. 4 0 (m, 3H) ., 2. 61-2. 

8 0 (m, IH) , 3. 3 3-3. 4 7 (m, 2H) , 3. 4 8-3. 5 8 (m, 

IH) , 3. 72 (s, 3H) , 6. 74 (s, IH) , 6. 78 (d, J = 8. 8 

Hz, 2H) , 7. 16 (d, J = 8. 5Hz, 2H) , 7. 2 1 (d, J = 8. 

5Hz, IH) , 7. 7 9 (s, 1 H) . 

MM^mm (ESI -MS, m/z) :38 5 (M*+1) 

^^giJ300 :N-ri- (3, 4--:^7JU:^P^> -:?JV) -3 - bf^ij -N- (1 

2-\iYVi^i^\i^^)i^> (200m g) ^SJ^W^^U^^A (327.8m g) 

K (10ml) ic?§«¥U ^ii^s 3s A-i^y)\^-tti^>V)v 

-fvi^-i Y (448.4mg) ©r-feh-hU^V^^ft (ImD ?S&^^a"??^STUfeo S 

ntzo 

CCDtt'®#:Ai: h (0.55ml) 5&l^7Ki^^ ^-'l^^^^^^^i^"^ K 

(10ml) ^mmh. r;i/=f>#ffl^Ts w^ti^mmM' hUp<^;i/5'^> 
Hi*: (55o.3mg) itmxfc. siS^B^*^a7?mrasj#bfems fiain^^ 

iKO^f^WBh^-rKJ ^y^^J'-')\^ (210.5mg) C^iS^-e^A-f vrpjt^* 
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@*Ufeo ^t^nfeajS*:fe^A^DV hiJ^^7'f- li/Vti^Jl^ ^^DP3^;i/ 

•H-NMR (CDCh, 4 0 0MHz) :1. 30-1. 40 (IH, m), 1. 
59-1. 69 (IH, m), 1. 74-1. 80 (IH, m), 1. 91-1. 
94 (IH, m), 2. 00(1H, m), 2. 18 (IH, t, J = 7. OH 
z), 2. 63 (IH, m), 2. 93 (IH, d, J=10. OHz), 3. 
30-3. 3 2 (IH, m) , 3. 48 (IH, q, J = 8. OHz) , 6. 8 
5 (IH, d, J = l. 5Hz) , 6. 92 (IH, dd, J = 2. 2, 8. 8 
Hz), 7. 07-7. 10 (IH, m), 7. 14 (IH, dd, J = 8. 1, 
10. 2Hz), 7. 26 (IH, ddd, J = 2. 0, 8. 1, 11. 5H 
z) , 7. 31 (IH, d, J = 8. 8Hz) , 7. 77 (IH, d, J=l. 
OHz) . 

,HS^«ffii (ESI-MS, m/z) :342 (M*+l) 
HMMSOl : N-r 1 - (3. 4-Py)V:tu^>i^}]/) -3 -If ^'J $;;i/l-N- (5 

3-\i]iti^i/\^-<.Vi^> (200mg) ^JctW^AUe^A (327.8mg) 
p<^;v3^;i/A7'^ F (10ml) izmML. 3^ A-i^yMu^>t^)]/ 

^ti7^ K (448.4mff) (DT^ h^h VJl^mWi (10ml) ^mm.'t!mr Vfto R 

^<Df^mi^AthV:i^^)lT5.y (0.55ml) ^mii(.t^^^Jl^7.)V-t^^^^ K 

(10ml) izmmu T)]^zi>mm%'rs Mu-v^mitmn - v')?^^)vt5.> 
m (S5o.3mg) ^m^fco mm-^^^u-nimmmi^vtc^s miMmi<i 
M±hv^A^mm (lomi) ^mXs i^utit^fVA-cmrnvfto wms^it* 

!l(DfpmBt5-7^y^-(V^y^ (210.5mg) td^^^-e^ A^' vrD?!^ 
J^'>^::^hy'>A^AD;?.^fit:T3l^^m^l.fe« SjiSi^m Rmm^^^-iz^ 
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^::•C)ltM^^ ^M'fb-^'fe (1 5 6]ng)?&#feo 
'H-NMR (CDCls, 400MHz) : 1. 4 3-1. 5 6 (m, 2H) , 1. 
6 0-1. 7 3 (m, 2H) , 2 . 2 3-2. 40 (m, 3H) , 2 . 61-2. 
80 (m, IH) , 3. 33-3. 47 (m, 2H) , 3. 48-3. 58 (m, 
IH) , 3. 7 2 (s, 3H) , 6. 7 4 (s, IH) , 6. 7 8 (d, J = 8. 8 
Hz, 2H) , 7. 16 (d, J = 8. 5Hz, 2H) , 7. 21 (d, J = 8. 
5Hz, IH) , 7. 7 9 (s, IH) . 
!ga^*f^i (ES I-MS, m/z) :3 5 3 (M^+1) 

i^^o-:^;i/> -N- (iH-5->f T^y 

3_t |?p-j..>lf^i;s;> (200mg) ^^•C^mm-^^)'^^ (327.8ing) 

p<^;P7l^;i/AT^ H (10 ml) ic^PU ^ei-^s A-yMn 3-h'j7;v 
:tr3>^^?l/^>i^)V^r3^^ H (556.7mg) or-k h^^hVJmW. (10 ml) 

e!icD4'^#:At:hU3i5^;vr^> (0.55ml) :&»s^p<^;v;^;i/'^=3p-y->f K 
(10ml) ii^fiiu r;vrJ>#fflMT> MU-^Bmimn- bu^^;vT5> 
(550.3 mg) m^tco Ri&M^^^M.'nmmmwhms mim 
7iimi-h^)^j^ji^mm (imi) ^^PDsi^;vA'cjftmbfeo 

^(Dfpmi^Bt5-TKJ-(y^'J-)^ (210.5 mg) fc:^^-'>A^ VT^D 

r^^"^^ !'«>t^ g#-??3 0^^*^bfeo P<>5^y-;l/i^^^PU 7j<^ 

;vA-p(^5'>'-;v] t-oltSims ^^b^ (l6lllg)^^#feo 
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'H-NMR (CDiOD, 4 0 0MHz) :1.80-1.90 (1H, m),1.9 
0-2. 05 (IH, m), 2. 05-2. 11 (2H, m), 3. 00-3. 
10 (IH, m), 3. 10-3. 35 (IH, m), 3. 35-3. 50 (1 
H, m) , 3. 6 0-3. 7 0 (IH, m) , 4. 10-4. 20 (IH, m) , 
4. 51 (2H, q, J=13. 2Hz), 7. 43 (IH, t, J = 9. 3H 
z) , 7. 49 (IH, d, J = 9. OHz) , 7. 70 (2H, d, J = 9. 
OHz) , 7. 9 3-7. 9 8 (IH, m) , 8. 02 (IH, d, J=6. 3 
Hz) , 8. 3 3 ( 1 H, d, J = 0. 7Hz) . 

(E S I-MS, m/z) :39 2 (M"+1) 

mmmzos:^-\ 1- 4-j^^PP^>$>?;i/) -3-tr^u^;i/]-N- (ih- 

' 3-\i\fU^i^\f^Vi^> (2 0 0mg) iSXXTmtiJ V ^M. (3 2 7. 8 m 

g) 5^s^p<^;i/3^;i/AT^ K (iml) Kmmu 3. 

>P)]/^u^-f K (423.4mg) (DT^z h - h V (1ml) ^^^-eriTb 

nofpmi^AthV^i^jVT^y (0.55ml) ^&«i*s>-><^;i/:^;w*=¥i^--f K 

(10ml) fci^§«?u T)\^d[>mmn,rs ^m-c^Mimn^' hu^^;i/T^> 
mi^ (55o.3mg) muxtcc s.mm^m^^m.-^ismmmnvrcms mai^m^ 
mi-hv^M^Tkmm (lomi) ^m^. ^^DJi^;^A•e}ft^^ibfeo ^wm^m^ 

corpmi^BtS-T^^fH^y^J-}]^ (210.5mg) (c^^-'^A'f vrnsi? 

A - ^ ^ (^Tmm ^M{b^tl ( 1 3 3Eg)^mzo 

'H-NMR (CDCls, 40 0MHz) : 1. 7 0-2. 2 0 (4H, m) , 3. 
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0 0-3. 2 0 (IH, m) , .3. 4 0-3. 5 5 (IH, m) , 3. 40-3. 

5 5 (Ih, m) , 3. 6 5 (IH, bs) , 4. 1 5 (IH, bs) , 4. 4 

3 (2H, q, J=10. 5Hz) , 7. 51 (IH, d, J = 9. 27Hz) , 

7. 57 (IH, s), 7. 71 (IH, d, J = 9. OHz), 7. 85 (1 

H, s) , 8. 33 (IH, d, J = 0. 7Hz) . 

!St*^*f*i (ESI-MS, m/z) :37 5 (M*+l) 

^iifii^304 : N-r 1 - (4-^pp^>-:^;i^) - a-tf^'JS^;i/i-N- (lH-5-^ 

3-t KD^i/lf^'Ji^V (200 ms) ^Xn^Mti^)'!^^ (327.8 mg) ^ 
(10ml) fcs 4-i^tiu^>i^))/^ti^-( h* (318.3m 

C©it'^#Ai:hUx5^;VT^>' (0.50ml) t«5^^f-;vx;i/!^^i^'>f K 

(10ml) Kmmu T;i/rf>#fflmT> ^m'n=.mimn ' ;<^)iT^> 
(550.3 mg) ^&ip^feo Rj^m-^^^mw^mmmnvtc^. mmm 

y^mi-hV^J^y^^n (10ml) ^M^. ^rnuMAnmOih^o ^mM^ 
;i(D^mi^Bt5-TS,yf>(>'$r^J-)V (236.9 mg) lc^^-«>A>f vrn 

;i/A-pt^'>'-;v] {3T)liMms S^'fb^ti (17 1mg)^l#fco 
»H-NMR (CDCls, 4 0 0MHz) : 1 . 3 0 - 1 . 4 5 ( 1 H, m) , 1 . 
59-1. 70 (IH, m), 1. 75-1. 83 (IH, m), 1. 94-1. 
97 (IH, m) , 2. 00-2. 10 (IH, m) , 2. 24 (IH, t, J 
= 9. 3Hz), 2. 71 (IH, d, J=10. 7Hz), 3. 00 (IH, 
d, J = 9. 3Hz) , 3. 4 8-3. 52 (IH, m) , 3. 56 (2H, q. 
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J = 9. 3Hz) , 6. 84 (IH, d, J = 2. OHz) ,6.91 (IH, 
dd, J = 2. 0, 9. OHz), 7. 31 (IH, d, J = l. 7Hz), 7. 
77 (IH, d, J=l. OHz) . 
M^llfif (ESI-MS, m/z) :3 40 (M*+1) 

3-h KD=^5^tr'^';i^> (200 mg) h Ux^;i/!?'$> (0. 3 3 m 

1) *®T-fe h (2 0ml) t:^ ^>-l?>x;i/^-;i/^D^^ K 

(3 8 2. 8mg) ^^M-e^SiTU S^S?g^tl^^M"CmBam#bfc. 

^(Or^mi^At h Ux^;i/T^> (0.55ml) ^m:'^i>^^)V7.)l^^'\^^ K 
(10ml) ic^l^U T;ix=f>SHmTs ^ST-H^ibiSS^ • hU;<5^;i/T^> 
m (550.3 mg) ^m^tco SlSa^*^MT18I^M0l#Ufc^s ISflJiKK 

2K^:^^y^7A*^^g[ (1 0ml) ^mt^ ^^oD'^^i/A'ettwi/fco wtis^ 

Cl<D4'li8«:Bk5-7^y>f (236.9 mg) V^D 

^J^^l?--/ H^&fiP^s ^M-eS Oi0-jlfiitfco ^©^^ ;><^5^^-;i/t:^A^U tK^ 

;i/A-p{^y-;i/] {cTMM^s ^Jl^b^tJ (146. 7 mg)^mzo 
'H-NMR (CDCh, 400MHz) :1. 49-1. 56 (IH, m), 1. 
69-1. 75 (IH, m), 1. 83-1. 90 (2H, m), 2. 70 (1 
H, dd, J = 7. 3, 11. 2Hz), 2. 89 (IH, dd, J = 3. 7, 
8. 3Hz), 3. 23 (IH, dd, J = 6. 6, 10. 7Hz), 3. 54 
(IH, dd, J = 3. 7, 11. 5Hz), 3. 62(1 H, m), 6. 84 
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(IH, dd, J = 2. 2, 8. 8Hz), 6, 89 (IH, d, J = 2. 2H 
z) , 7. 35 (IH, d, J = 8. SHz) , 7. 53 (2H, t, J = 7. 
IHz), 7. 61 (IH, t, J = 7. 3Hz), 7. 76 (2H, d, J = 
7. IHz) , 7. 9 1 (IH, s) . 

(ES I-MS, m/z) :3 5 8 (M*+1) 
^^J306 : N-(lH-5->f >y\;u;i/)-N-{l-[(4-^^;i/7xr:;i/):^;i/:^r:;v]-3-b: 

S-t. KDdE^t/t:^i;i^> (200 mg) :}3J:UfhU^5";i/T^> (0. 3 3 m 
1) ^©T-b h U;i/^?gi (2 0ml) Ids p- h;i/x>:^;i/7i>r:;i/^D^-r 
(4 2 3. 3mg) <fe^M-CigTU aiSm-^^^m-ei8^^fiS#bife:. S 

e/Afct^g^ims mm^m&^^u ^mi^A^mzo 

il©4'^i*:Ai: h Uj^^;1/T^> (0. 5 5ml) ^m^i^^'^)\y:^)\^^^^ 
-TK (10ml) tc^gSIU t;1/:J>#H^T> ^MT-H^MM • hUp<^;VT 
(550.3 mg) «^feo KJiSB^^^M-em^S^bfe^s ISffl 
JKibdcm:^^U'>AzK^§m (10ml) SiPitN ^'DD3|N;i/A"CttHlbfeo W«l 

:i(Z)'t'^#:Bi:5-y^-/-Y>^5^V^— (236.9 mg) IC^tJ^-e^A-Y V^D 

'fb5t?»>i»i^hy<7A?feiiD^gst'C3^K8i#bfe« ^liSii^TmN Kmn-^^-^ 

mm^^ (212 ]iig)^^l;feo 

'H~NMR (CDGls, 40 0MHz) : 1. 40-1. 44 (IH, m) , 1. 
60-1. 70 (2H, m), 2. 36 (3H, s), 2. 61 (IH, dd, 
J = 7. 1, 11. 5Hz), 2. 80 (IH, t, J = 8. 5Hz), 3. 1 
2 (IH, dd, J = 7. 1, 8. SHz), 3. 43 (IH, d, J=ll. 
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5Hz) , 3. 54 (IH, m) , 6. 75 ( 1 H, dd, J = 2. 0, 8. 5 
Hz), 6. 78 (IH, s), 7. 24 (2H, d, J = 8. 5Hz), 7. 
25 (IH, d, J = 8. 3Hz), 7. 56 (2H, d, J = 8. 3Hz), 
7.8 3 (IH, s) . 

Ma:0>*f^i (ESI-MS, m/z) :3 7 0 (M++1) 

mmmm : N-I l-[(4-^ P p 7 xr:;i/);^;i/;^^;i/-3-t^^ U -:^;H-N-(lH-5-^ > 

3-t l«P^'>lf^US^> (200 mg) ^XUhVx.^)iy^> {0. 33 m 
1) hn h (2 Oml) {Cs 4 -7;i/>i-D^>-i?>:;^;i/7jxr:;i/ 

^P7>f K (4 2 3. 3mg) *m-c?iSTu RBm-^^^u-^ismmmn 

ciKDiti^fiJJAi: h Ux^;i/T^ > (0. 5 5ml) ^m7Kt^^^)i:7.jV!t-^^-^ 
■< h* (10ml) t:^g¥U T;i/rf>#ffl^Ts ^m-??HmMlt • 

(550.3 mg) ^jHl;l^« Hj&ti^^%^M-em^S|j$bm fiS^ 

j^K7KlR:^^u»>A:^K^SM (10ml) *^l^jt^ ^pp5^;i/A't?Mmbfeo 

^(D^mi^Bll5-TKy^y^'J-)\^ (236.9 mg) fc^^S^-e^A^r V^P 
r^^^^ ^?ai?3 0:9^»#bfeo *0^s ^^^-;i/tc^*>U ;?RII 

7^ hjeiibfe^^iiiaiu *«^iinbfe^s mm^^ji^nxmiBi^tco s^kj: 

;PA-p<^$^^-;i/] ^cTi^M^. ^M-fb^ (2 16. 2 ig)^£#feo 
'H-NMR (CDCI3, 4 0 0MHz) : 1. 4 0 - 1 . 51 ( 1 H, m) , 1. 6 
2-1. 75 (IH, m), 1. 89-1. 90 (2H, m), 1. 90-2. 05 
(IH, m), 2. 64 (IH, t, J=ll. OHz), 2. 84 (IH, t, 
J = 8. 5Hz), 3. 18-3. 25 (IH, m), 3. 52 (IH, d, J 
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= 11. OHz), 6. 79(1H, d, J = 8. 8Hz), 6. 83 (IH, 
s), 7. 15-7, 25 (2H, m), 7. 30 (IH, d, J = 8. 8H 
z), 7. 70-7. 80 (2H, m), 7. 89 (IH, s). 

^m^^m (ESI -MS, m/z) : 3 74 (M^+1) 

^«B^J308 N-(iH-5-^>j;^v^';ji/)-N-(l-{[4-( h 'J 7;i/:tPp<^;v)7 x^;i/];^ 

3-\i\^u^i/\^^^)t^y (200 mg) :feJ:tJf h Ux^;i^T^> (0. 3 3m 
1) ^©T-fe h-b (2 Oml) K:> 4 - h U 7;i/:tn^>^f 

-)l^ti^>i V (5 3 2mg) ^^MT?^iTU SJiSS-^tJ^^MT'W^SI^ 

(10ml) icmmi's T;i/rf>#H^Ts ^?a"t!HmM^ • hU;»^^;i/T^> 
(550.3 mg).»^feo SiJB?g'&t)^^?a7?18I^P^S#bfems ISSlJ^^ 

2lcl8:^^U'>A2K^&^& (lomi) ^initN ^^noTh^i/A-eiimbfeo 

^lOl4^lig<*:B^i5-r^>'•Y>^^/-;^ (236.9 mg) K:^^':^»>A-f vrn 

5t?^-y--f F^ip^s ^^-^3 o^mj^bfeo p«^>'-;i/j::is^pu tK^ 

IwTHm ^®<b^ (18 1. 2 iiig)^&^feo 
*H-NMR (CDCls, 40 0MHz) : 1. 40-1. 44 (IH, m) , 1. 
60-1. 70 (2H, m), 2. 36 (3H, s), 2. 61 (IH, dd, 
J = 7. 1, 11. 5Hz), 2. 80 (IH, t, J = 8. 5Hz), 3. 1 
2 (IH, dd, J = 7. 1, 8. 5Hz), 3. 43 (IH, d, J=ll. 
5Hz) , 3. 54 (IH, m) , 6. 75 (IH, dd, J = 2. OHz, 8. 
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5Hz), 6. 78 (IH, s), 7. 24 (2H, d, J = 8. 5Hz), 7. 
25 (IH, d, J = 8. 3Hz) , 7. 56 (2H, d, J = 8. 3Hz) , 
7. 8 3 (IH, s) . 

mm^mm (ESI-US, m/z) :424 (M*+1) 

mmmZOS N-(1H-5-^ U )l)-Mi-( 7 xr:;t/:;^;t/7|N h ^JU K P 

-lH-3-ePU;i/1y$> 

(R) - (-) -3-t?DU$^^-;i/ii^ig (200 mg) *5J;rJf h Ua^^;i/T 
^> (0. 3 3 ml) >fe©T-b h-hU;i/^^g[ (2 0ml) fc^ ^>-1?>:^;1/:;Jn 
:i;i/^D^>f K (0. 2ml) *^M7?^®TU ^J5&ii^?&^M-el8I^^S# 

COffJ^^^A^ h Ux^;VT$> (0. 4 5ml) ^m7ki>;^f-)l7.)V7i-^^'i^ 
-i Y (10ml) fc:^fi?U T;i/rf>#amTs ^Mi?=^<baM • h>;^^;i/T 
X>m^ (4 5 0. 5 mg) <feJfl;tfeo SJSS^^^^S-em^SJ^ bfe^. 

^g^PJ^^m:^ h y «>Azic^« (imi) ^^t^ :i7Dp;jx;i.Atiaaibfeo m 

7K^'fbJ^»>m:^hUe7A^ipjt^MfcT3l^@jS#bfeo ^ii&i^T^s 
*-fe7>r hai3ibfecD*i»|&U 2k&^iDbfe^s S^Six^;i/{c-Cj|l|iBbfeo 

Dii>;i/A-p<^J^y-;i/] fcTMM^s aM'ffa^tl (2 2 5. 0 iiig)^fffeo 
'H-NMR (CDCh, 400 MHz) :1. 75-1. 82 (IH, m), 2. 
00--2. 09 (IH, m), 3. 15-3. 27 (2H, m), 3. 30-3. 
38 (IH, m), 3. 43 (IH, dd, J = 5. 6, 10. 5Hz), 3. 
85-3. 88 (IH, m), 6. 51 (IH, dd, J = 2. 0, 8. 8H 
z) . 6. 56 (IH, d, J = l. 5Hz) , 7. 19 (IH, t, J = 3. 
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9Hz) , 7. 43 (2H, t, J = 7. 6Hz) , 7. 52 (IH, t, J = 
7. 3Hz) , 7. 73 (2H, d, J = 7; 6Hz) , 7. 80 (IH, s) . 
M^S-^lf^i (ESI-MS, m/z) :342 (M*+1) 

mmmm N-(m-5->f yjr^J u )v)-^-\\-\u-^ y.=:^)\/)7.)v^=-My' v 

=7)\'i h'P-lH-3-t::p «J;i/>T^ > 

(£) _ (_) -3-brnU5^y'-;i/SmM (200 mg) *J:tJf h U3:^;i/T 
^> (0. 3 3 ml) l&CDT-bh-hU;i/^?«i (2 0ml) fcs p-h;i/x>;^ 
;l/sl;r:;i/^p^-f K (3 0 8. 5mg) 5feSmi?iaiTU S/iS^-^'fe^STlS 

e:®Ft'H#AJ:hyxf-;i/7'^> (0. 4 5ml) ^m^i^;<^})/7s)\/it^^^ 
>f K (10ml) fc:iS«¥U 5';i/rf>#HMTs ^-eH^^bMM • hUpt^^PT 
(4 5 0. 5 mg) ^Sn^feo SliSig^«ia?S£^M*C18I^SS^bfe^s 
fS^^^^T^hUe^ATK^^S (1ml) 5feSP:iN ^ DD5^^;^A-eiftmbfeo * 

. C<Dtpmi^Bt5-TS,>^^>'$^'J-J\^ (19 3. 9 mg) \Z9-^:=.^A-(y 
*-fe^^ bMMbfeo-fe^iliU Tlc^aiPbfe^s g^^j:^;i/l::tii!ittib;feo 1^ 
Dst^;i/A-p<^5'>'-;i/] ^xm^^s mmih-^i^ (125. 9 fflg)^fifeo 

'H-NMR (CDCls, 40 0MHz) : 1. 8 5-1. 9 1 (IH, m) , 2. 
11-2. 2 1 (IH, m) , 2. 4 6 (3H, s) , 3. 2 7 (IH, dd, 
J = 3. 2, 10. 7Hz), 3. 31-3. 44(2H, m), 3. 52(1 
H, dd, J = 5. 6, 10. 5Hz) , 3. 9 6-4. 02 (IH, m) , 6. 
60 (IH, dd, J = 2. 2, 8. 8Hz), 6. 65 (IH, d, J = 2. 
OHz), 7. 30 (IH, d, J = 10. 7Hz), 7. 32 (2H, d, J 
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= 10. 5Hz) , 7. 71 (2H, d, J = 8. 3Hz), 7. 88 (IH, 
s) . 

Mi^-M (ES I-MS, m/z) :3 5 5 (M^+1) 

;i/}-N-(lH-5-^ > 

(R) - (-) -3-\fuVt^^-)imWtm. (200 mg) :j3J;tjfh»Jx^;i/T 
^> (0. 3 3 ml) *CDT-fe h-h U;V^?«[ (2 0ml) fc^ 4-^j7pD^y 
Hf>x;i/jJ^-;i/^P7-r K (3 4 1. 6mg) <fe^MT^TU Rfl^M^^^^ 

c:©tt>K<!(:A^ h U3:^;i/T$> (0. 4 5ml) *M7lci^^^;WI/5t^=^i^- 
-< K(10ml) iz^ML. T;^r^>#ffl^T^ ^?at?H^MM • hUp{^;i^T 

^>mi^ (4 5 0. 5 mg) ^«feo i^ji&m'^^^^m-Tusmmmnvt^. 
'fm^m^m±hv^A:^mm (lomi) ^m^. i^uv^^jvA-nmrnhtcio 

C<Z)4'K<t:Bil5-r^yW>^V^-;V (1 9 3. 9 mg) \Z^^-^A-fV 

*Mffim*bfeo #feiifcaaE**5A^P-^he^77^- [>>U*'y;K ^'P 
P7^;i/A-^^y-;i/] mm^^ (14 3. 2 iiig)*^l'feo 

'H-NMR (CDCls, 4 0 0MHz) : 1. 85-1. 9 1 (IH, m) , 2. 
11-2. 21 (IH, m), 2. 46 (3H, s), 3. 27 (IH, dd, 
J = 3. 2, 10. 7Hz) , 3. 31-3. 44 (2H, m) , 3. 52 (1 
H, dd, J = 5. 6, 10. 5Hz) , 3. 9 6-4. 0 2 (IH, m) , 6. 
60 (IH, dd, J = 2. 2, 8. 8Hz), 6. 65 (IH, d, J = 2. 
OHz), 7. 30 (IH, d, J = 10. 7Hz), 7. 32 (2H, d. 
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J=10. 5Hz) , 7. 71 (2H, d, J = 8. 3Hz) , 7. 88 (IH, 
s) . 

MAmm (ESI -MS, m/z) : 3 7 8 (M++1) 

^M^i3i2 : N-r .1 - (2. 6->:^^ uu^yi;)i) -3-fc:^'Ji^;]/3-N- (IH- 

3-b l«D:^$/tr^US^> (200 mg) :j3J:t;fJ^^* U "^A (327.8 mg) ^ 
©T-fe:h-hU;i/^?g (10ml) K:^ 2> 6 -J^^OD-^V^^^^V^D^-f F (42 

s.img) ^^m-C'?iTu m^mm^^U'c^mmmnhrco-bs -^^-i m 

ZOrpmi^At h Ux^;i/:7'5 > (0.50ml) ^m^i^:^^^^^)^^^^^'< ^ 
(10ml) KmmVs T;i/rf>||HMTs ^M-C=®^b«Sl1i • h U > 

mi^ (550.3 mg) ^jp^feo siism^tf^^M-em^^^bm m\mm 

CCD^t»W•f*:B^5-r^y'-<>^^/-;^ (236.9 mg) tl^^-e^A-f V^P 

;i'A-pt^>'-;i/] KitJliiS^s (254.5 ■g)*^feo 

»H-NMR (CDiOD, 4 0 0MHz) : 1 . 7 0 - 1 . 8 2 ( 1 H, m) , 1 . 8 
5-2. 0 0 (IH, m) , 2. 10-2.18 (2H, m) , 3. 35 (IH. 
dt, J = 2. 9, 12. 2Hz), 3. 44 (IH, t, J=11. 2Hz), 
3. 5 9 (IH, d, J = 12. 2Hz) , 3. 6 8 (IH, d, J=10. 0 
Hz) , 4. 00-4. 10 (IH, m) , 4. 69 (2H, s) , 7. 36 
(IH, dd, J=l. 2, 8. 8Hz) , 7. 4 0 (IH, d, J = 6. 6H 
z) , 7. 46 (IH, d, J = 2. OHz) , 7. 59 (IH, d, J = 9. 
OHz) , 8. 1 6 (IH, d, J = 0. 7Hz) . 
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nm^mm iESl-US, m/z) :3 7 5 (M++1) 

ll«E^313 : N~[ 1 - (2, 5 PP^>$^;i/) -3 -If^U $^;i/]~N- ( IH- 

3-\i\^p^i/\f^Vt^> (200 mg) :fe<tW^*U^A (327.8 mg) 
©T'-fe hr:h (10ml) fc^ 2s 5 -S^i7DP'^>^;i/^'D^>f K (52 

i.8mg) *^Mt?^Tu Rmn^ins^^wt^iBmrnts^nvtccDts -b^-i 

co^i^flcA^ h yx^;i/T^> (0.50ml) ^myi<.P^^J\^:^))y^-^'^-( K 
(10ml) {c^^u r;i/:i>Sffl^Ts ^M-eH^-fhiSKM • h';p«^;pT^> 

m (550.3 mg) ^iiD;t;&o MJi&S^^^ii-ei8i^^jt#b;^^s fmmt 

Ti^mi-hv^ATi^mm (imi) ;5^DD3}v;i/A7?}i!itfiu;feo ^mm^m 

c:0fpmi^Bt5-T5^y^-(>'$r^J-JV (236.9 mg) {c^^rie? A>r VITP 

^j^-es 0t9-ft#bfeo ^o^s p<i5'y-;i/K:jg*>u TkM 

M^*f«i (ESI-MS, m/z) :3 7 5 (M++1) 
ilMlg!l314 : N-r 1 - (2, 4-$?jypp^>$;;i/) -3 -fcr^US^^H-N- ( lH- 
3-t PP:3r^t!^US^> (200 mg) jSiVj^^A U A (327.8 mg) 

(DT±h-VVJV^m (lOml) fc, 2s 4-J^^PP^>^;?;i':/DV-f K (52 

1.8 mg) ^^M-e^^Tu Rmm-^^^Muxmmmnhtz(D-bs -t^^ h 

:i<Df^mii^At h Ux^;i/y^> (0.50ml) ;felRlzlci>;<^;p:5^;i/5^^r'9->r K 
(10ml) t^filU 7';i/rf>#HmTs ^MT-H^MM • hV?^^)VT^y 

mi^ (550.3 mg) ^&jD;tfeo R^-^m^uxmrnmnvtz^. mimm 
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CiDfpmii^Bt5-T5^.^-{>^'J-J^ (236.9 mg) Jd^^'-e? A-T V^D 

;vA-7ii5'^-;v] Kxmm^s mm^-^ (192.0 iig)^#feo 

»H-NMR (DMSO, 4 0 0MHz) : 1 . 7 0- 1 . 8 0 ( 1 H, m) , 1 . 8 
0-1. 90 (IH, m) , 2. 00-2. 2 0 (2H, m) , 3. 10-3. 
50 (3H, in), 3. 61 (IH, d, J=10. 5Hz), 4. 00-4. 
10 (IH, m) , 4. 51 (2H, s) , 7. 35 (IH, dd, J = 2. 0, 
8. 8Hz), 7. 41 (IH, dd, J = 2. 0, 8. 3Hz), 7. 51 
(IH, d, J = 2. OHz) , 7. 63 (IH, dd, J = 4. 9, 9. OH 
z) , 7. 7 2 (IH, d, J = 8. 3Hz) , 8. 2 1 ( 1 H, s) . 
n^^^ (E S I -MS, m/z) : 3 7 5 (M++ 1) 

mrnrnmiV-w- (2. e-i>y)v±vi^>P Jv'i -3-if^us;ji/l-N- (i 

3-t HD^i:/b:^Ui?> (200 mg) :j3J;i;^j^^^J U •^A (327.8 mg) ^ 
CDT-fe h-h (10ml) (^^ 2s 6-5^7;i/;tP^>5^;i/^^P-7-r F 

(353.5 mg) ^^M-CiSTU SJiSm^^^M"CmS«#L/fe®^> -fe^ 

ii04«^'*AfchUJ^^;i/T5 V (0.50ml) «^R*$^p<^)l/:5^;i/>i^#-y''f K 

(10ml) {w^fpu T;vd^>#HMTs MU'^=.m.<mn ' hv/^^j^r^y 
m (550.3 mg) ^m^tco mm^mMw^mmmwx.tci^s ^mm 
2icilit ^U'^^A*^^s (lomi) mn^s ^tiDsi^;wAt?j*aibfeo ^^^^e 

^(Df^mi^BtB-T^^^yi^'J-)^ (236.9 mg) fc-^-^-e^A-f V^P 
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t^^^^ F&iJll^^ gmt?3 0^^#bfeo ^^5'y-;i/tc^3!pu 

;VA-^^5'>'-;V] fcTi^sa^s ^S<b^ (237.5 iiig)*l#feo 
•H-NMR (CD»OD. 400MHz) : 1. 4 5-1. 52 (IH, m) , 1 . 8 
0-1. 90 (IH, m), 1. 95-2. 05 (2H, m), 2. 80-3. 
00 (IH, m), 3, 00-3. 05 (IH, m), 3. 38-3. 40 (1 
H, m), 3. 50-3. 55 (1H, m), 3. 70-3. 75 (1H, m), 
4. 40 (2H, s) , 6. 96 (IH, ddi J = 2. 0, 7. 3Hz) , 6. 
9 7 (IH, s), 7. 07 (IH. t. J = 8. IHz), 7. 35 (IH, 
dd, J=l. 0, 9. 8Hz), 7. 48-7. 55 (IH, m), 7. 89 
(IH, s) . 

M^«f# (ES I-MS, m/z) :34 2 (M*+1) 

mmmsie : n- ( i h-s-y u -N-f i - (2-^0 - 4 - if ^ 

rp/t;i/:^;i/:rD'^>f h' (0.19 ml) > 4-lf^y K>lzlcW#j (300 mg) 
^XXJ^mStiJV^Jx (539.8 mg) «r-bh-hU;i/ (10 ml) lcSfi¥U 

•em^s^bfco vuMLtccD-hmmi^. rpmi^^mt^o 

ii(Dfpmi^t5-T5,y-fy'$r^j~-j]/ (208.0 mg) iz^^-^A^vmn^^ 
'>l!l:M^U»>A*An^t^Mfe:T3l©M»#l/jfeo SJiSi^m SJ5S«^*-b7>r 

*tfeo #6nfe^S<£*^Ai?p T ^>DDJi^;i/A 
-piiJ^y-A] jiTMM^x mmit-^m (170.6 iiig)^i#feo 

»H-NMR (CDCI3, 400MHz) : 1.55 (2H, dq, J = 3. 7, 1 
0. 5Hz) , 2. 13 (2H,d, J = 12. 2Hz), 2. 26 (IH, t. 
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J = 2. 5Hz), 2. 41 (2H, dt, J = 2. 5, 10. 5Hz), 2. 

89 (2H, d, J = 12. 2Hz), 3. -2 8-3. 35 (IH, m), 3. 

34 (2H, d, J = 2. 4Hz) 6. 79 (IH, dd, J = 2. 0, 8. 5 

Hz) , 6. 8 1 (IH, s) , 7. 2 8 (IH, d, J = 8. 8Hz) , 7. 

8 6 (IH, d, J = l. OHz) . 

W«^*f^ (ES I-MS, m/z) :2 54 (M*+1) 

S«Rgll317:N- (1 -:/^;b-3- t^^'Ji^;V) -N- f 1 H- 5 ->f > U ;V) T 

^> 

n-:/^;v:/D"T-f H (0.23 ml) s 4-1^^0 l*>l7KlntJ (300 mg) :fe 
J;tJfjK^*U'>A (539.8 mg) l&T-feb~hU;i/ (10 ml) ft:^«?U ^Mt? 

mB8«#bfeo ^^fes^^fe-te^^ hUML^<Dt>wmv. fpmi^^^nfto 

;i(Df^mi^il5~T5.^^y^'J-)l (208.0mg) IC^^^t? 2^^ Vynifi^^ 

fc:T)ii^^s ^-fb-^t) (99.6 iiig)^t#fco 
»H-NMR (CDCh, 400 MHz) :0. 85 (3H, t, J = 7. 3Hz), 

1. 25(2H, q, J = 7. 3Hz),1. 43 (4H, t, J = 8. IH 
z) , 2. 0 3 (2 H, d, J = 9. 3Hz) , 2. 0 8 (2H, d, J = l 1. 
2Hz) , 2. 29 (2H, t, J=7. 3Hz) , 2. 85 (2H, d, J = 
8. 6Hz) , 3. 15-3. 30 (IH. m) , 6. 72 (IH, dd, J = 

2. 0, 8. 3Hz) . 6. 74 (IH, s) , 7. 20 ( 1 H, d, J = 8. 
3Hz),7.81(lH,s). 

Ra^^f-lil (ESI-MS, m/z) :27 2 (M*+l) 

igj^^i3i8:N- (fi-^v:^yu;M -w- ( 1 -rpK;i/-4-t^^us?;i/) r 

n-rDh:;urDV'f H (0.2 ml) ^ K^l^lcffitl (300 mg) 
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43J;Vj^^*Ue7A (539.8 mg) ftT-bh-hU;!/ (10 ml) tigfiu 
*ei8l^i3^i*bfeo SJfSm^tl^-fe^-r hit5ibfe©-feii«SU ft'^i^^^illfeo 
^(Df^^Hf-tS-TKy^V^^ V> (208. Omg) =.^7 vrtit^^^ 

Ufeo ^#^tife^S<^:&^A^Dv hi^^7^- C>>';:itjy;K ^nD7ix;i/A- 

^M'fb^i^ (101.3 iiig)^^feo 
'H-NMR (CDCls, 400MHz) :0. 85 (3H, t, J = 7. 3Hz), 
1. 47 (2H, q, J = 7. 6Hz) , 1. 57 (2H, dq, J=:4. 2, 
10. 7Hz) , 1. 92 (IH, s) , 2. 05-2. 18 (4H, m) , 2. 
28(2 H, t, J = 7. 8Hz), 2. 87 (2H, d, J=12. 2Hz), 
3. 38-3. 50 (IH, m), 4. 19 (IH, d, J = 5. 4Hz), 6. 
7 1 (IH, d, J = 7. 6Hz) , 7. 2 2 (IH, d, J = 8. IHz) , 
7. 3 7 (IH, t, J = 7. 8Hz) , 7. 4 6 (IH, d, J=6. IH 
z) , 8. 39 (IH, d, J = 5. 9Hz) , 9. 07 (IH, s) . 
a«^^«ffii (ES I-MS, m/z) :2 6 9 (M++1) 

^«B^J319:N- (i-^v:7^;i/~4-t^^U$;;t/) -N- (5— rv^y y 
l-yo^ 2-^^)\/rxiny (0.23 mg) ^ 4-b:^y KvizK^jti (30 

0 mg) :j3<tt;fJK^3bU'>A (539.8 mg) ^THz h-hU;p (10 ml) ft:|§ 

dOPt^^^tS-y^y-rv^y U> (208. Omg) tf-^-t^A^ y T'D^t^^JE^-b- 
^:^^.y e7A»^^Mfc:T3I^Pm#bfeo KI&«I7^^ SlK^i-^^^fe-fe^^ h 

^jibfeo-fejiiiilbs 7j<5feajnbfe^s @^^a^5^;i/i3T^fittibfeo mwt:^^)vm 
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^^j-M \zx'mmk'. mmi^^ {m.z v>s)^mzo 

'H-NMR (CDCls, 40 0MHz) : 0. 84 (6H, d, J = 6. 6Hz) , 
1. 56 (2H, dq, J==3. 2, 10. 5Hz), 1. 68-1. 77 (1 
H, m) , 2. 06 (4H, d, J = 7. 3Hz) , 2. 09 (2H, d, J = 
10. 7Hz) , 2. 7 9 (2H, d, J=ll. 9Hz) , 3. 3 8-3. 4 
5 (IH, m) , 6. 70 (IH, d, J = 7. 6Hz) , 7. 21 (IH, d, 
J = 8. IHz) , 7. 37 (IH, t, J = 7. 8Hz) , 7. 45 (IH, 
d, J = 5. 9Hz) , 8. 38 (IH, d, J = 5. 9Hz) , 9. 07 (1 

H, s) . 

mm^mm (ESI-MS, m/z) :2 8 3 (M*+1) 

^jaE<^1320 : N-r 1 - ( 2 -3i^;i/r^^Jb^ >^4 - t^^'J (5—(V^y 

1 -^t2^~ 2 -:J^^JV':f^ > (0.3 ml) ^ 4-t:^U h*> ItKW (300 m 
g) ^XV^^WtitJO^A (539.8 mg) ^T±h^h^))l (10 ml) Kl^filU 

Ho 

il(3Dif^'tt:i:5-T^y-f V=^>"J> (208mg) fc^^-erA-f vrpjK^i^ 

^ \^mats ^M"t!3 o^iijf i/feo ^(om-s ^^y'-;i/K:is*^u ^mit^-t; 

icTili^^s ^m-fb-^ (203.8 Bg)^&#teo 
'H-NMR (CDCla, 400 MHz) :0. 86 (6H, t, J = 7. 3Hz), 

I. 2-1. 4 (5H, m) , 1. 60 (2H, q, J = 13. 2Hz) , 2. 
10 (3H, t, J=ll. 7Hz), 2. 15 (3H, d, J = 7. IHz), 
2. 82 (2H, d, J = ll. 7Hz) , 3. 18-3. 22 (IH, m) , 
4. 2 2 (IH, bs) , 6. 7 0 (IH, d, J = 7. 6Hz) , 7. 2 1 
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(IH, d, J = 8. 3Hz) , 7. 37 (IH, t, J = 7. 8Hz) , 7. 
45 (IH, d, J = 5. 9Hz), 8. 38 (IH, d, J = 5. 9Hz), 
9. 0 7 (IH, s) . 

MM^j^^lr^i (ESI-MS, m/z) :311(M++1) 

(:rD^p<^;i/) $/^DrD7^> (0.2I ml) > K> l7jcffitJ (300 

mg) ^XXJ^mmtf^)^J^ (539.8 mg) h::: h U;i/ (10ml) 

CL(Dt^mii^t5-T^y-(V^yfV> (208 mg) HC^ff-^l^^ vyr^HT^^ 

'>m:^^U'>A:&^pjt^^a^cT3l^^ft#bfeo sji&is^m MiiS^g^^-te^-r 
-^t ij^y-;!/] mm.^^ (183.5 iflg)*#feo 

*H-NMR (CDCh, 400MHz) :0. 01 (2H, q, J = 5. IHz), 
0. 41 (IH, q, J = 2. 4Hz) , 0. 41 (IH, dd, j = l. 2, 
8. IHz) 0. 7 2-0. 8 2 (IH, m) , 1. 59 (2H, dq, J = 3. 
7, 10. 2Hz), 2. 06 (2H, dd, J = 2. 4, 10. 9Hz), 2. 
16 (2H, d, J=ll. 5Hz), 2. 21 (2H, d, J = 6. 6Hz), 
2. 97 (2H, d, J=ll. 9Hz) , 3. 35-3. 41 (IH, m) , 
4. 13 (IH, bs). 6. 60 (IH, d, J = 7. 3Hz), 7. 11 
(IH, s), 7. 14 (IH, d, J = 8. 3Hz), 7. 29 (IH, t, 
J = 7. 8Hz) , 7. 39 (IH, d, J = 5. 9Hz) , 8. 31 (IH, 
d, J = 5. 9Hz) 8. 9 9 (IH, s) . 

(ES I-MS, m/z) :28 1 (M*+l) 
IIM^322 : N-r 1 - (3-7;i/:tPrPtf;i/) -4-l^^U S^;)/1-N- (5~>fV 
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l-:fxi=^-^~yMnrxiAy (86mg) x K>l2K«it> (30 

Omg) ^SJ^W^^bU-i^A (539.8mg) (10ml) 
C10*ra#:2l5-r^>'-fV^^U> (225.3ing) JC^^-^^A^ vrP4<^ 

lcr)BI»^x M'fh^ (210.9 iBg)*^»feo 
'H-NME (CDCh, 400MHz) : 1. 56 (2H, dq, J = 4. 2, 9. 
8Hz) , 1. 82 (IH, dq, J=l. 5, 7. IHz) , 1. 88 (IH, 
dq, J=l. 5, 7, IHz) , 2. 10 (2H, d, J = l 1. 2Hz) , 
2, 45 (2H, t, J = 7. 6Hz) , 2. 48-2. 55 (IH, m) , 2. 
85 (2H, d, J = ll. 7Hz) , 3. 43 (IH, s) , 4. 22 (IH, 
s) , 4. 39 (IH, t, J = 6. IHz) , 4. 50 (IH, t, J = 5. 
9Hz), 6. 69 (IH, d, J = 7. 56Hz), 7. 21 (IH, d, J 
= 8. IHz) , 7. 36 (IH, t, J = 8. IHz) , 7. 46 (IH, d, 
J = 5. 9Hz) , 8. 37 (IH, d, J = 6. IHz) , 9. 1 (IH, 
s) . 

»^«f<it (ES I-MS, m/z) :28 7 (M++1) 
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^>R h 0 ^i—'^mmmmt^j^i^ > s - h ^ 7 x ^ -^tom^m 
ijymMmmM'^^-ov^nrcATv (t^p-atp) (rib 

osomal S6 kinase substrate, S6 231-23 

htCo 

V e;;;^ C C R 2 ^^^M^^tc t b s*«aiK^tt u >jm (U 9 3 7 /c 

CR2) |ft@t'fb^J^^»bfeO. lo/„BSA^^ttRPMI 1 640^m 
CJg^U (SxlOVmDs 2 0^^-f>=^^-<-b^'^feo 24^rix-b 
icMCP-lUjiJVH (1//M) s 3ttJ«%m^-^^«b*:^^ (0. 1%B 
SAt^tfRPMI 1 640m DMS01%) *50 0uliP^s ^'ii^^ 

^)],^0^±MK±m<^mm^Mm2ooui^mM\y^ 3 7'c> 5% 

j^^3tf:^T-eji^^^feo JlSL^ti-iSt^^f^g (;>:^^ '^^^ CD a- 5 0 o) 
(%) = (i-Milfl3^t)*«t^fe®^®'l^^/*^^^^*^ 

umm-^omm-) X 1 0 0 
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2 0(3 juU) 


46.7 ± 19.4 


2 0 (3 0/zM) 


95.4 ± 3.4 


2 1 • HC 1 (3 jWM) 


83.5 ± 3.3 


2 1 • HCl (3 0//M) 


99.1 ± 0.4 


2 2 (3//M) 


34.8 ± 12.4 


2 2 (3 


92.9 ± 1.3 


8 0 iS/uU) 


26.0 ± 4.7 


8 0 (3 O^M) 


65.1 ± 17.3 


8 3 {3/uM) 


16.1 ± 9.6 


8 3(3 OaM) 


92J ± 3.3 


9 0(3 QjuM) 


78.3 ± 3.2 


9 5 (3//M) 


17.1 ± 11.7 


9 5 (3 0>uM) 


77.6 ± 6.4 


10 2 (3/zM) 


6.8 ± 17.0 


1 0 2 (3 0//M) 


96.7 ± 1.0 


12 6 OOjllM) 


49.1 ± 4.6 


12 6 •HCl (3>t/M) 


9.9 ± 14.2 


1 2 6 • HC 1 (3 0//M) 


41.6 ± 4.8 


12 8 (3/zM) 


2.9 ± 12.3 


1 2 8 (30 MM.) 


45.9 ± 12.3 


14 6 (3/^M) 


45.6 ± 9.5 


1 4 6 (30/zM) 


93.9 ± 1.7 


146 -HCl (3aM) 


74.5 ± 1.7 


146 • HCl (30//M) 


97.9 ± 1.0 


2 2 1 (0. 3//M) 


90.8±11.0 


2 2 1 (0. 0 3/llU) 


27.5±33.6 


2 9 8 (0. SjuU) 


15.7±9.9 
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3 00 


(0. 3 MM) 


81.9+11.9 


24 6 


(0. 3uU) 


41.9+15.4 


243 


(3/zM) 


82.817.1 


2 2 7 


(3/zM) 


100.3±0.5 


259 


(3uM) 


85.3±8.5 


2 9 3 


(3/zM) 


93.5±9.9 


2 8 1 


(3a«M) 


100.1±8.2 


2 9 4 


(0. 3uW 


98.3±1.4 


2 9 4 


(0. 1/zM) 


87.4±6.4 


2 8 2 


(1//M) 


29.9±4.1 


2 6 0 


(T>^) H/llM) 


77.4±14.4 


2 6 2 


(T>^) (1//M) 


82.5±6.69' 


2 6 2 


(T>^) (0. 3/zM) 


24.4±8.1 


2 6 0 




56.5±14.9 


2 6 1 


(P» (1/iM) 


59.4±10.4 


2 6 1 


(5/:/) (0. 3 AM) 


24.2±3.9 


2 6 2 


(1//M) 


69.9±15.1 


3 2 0 


(IaM) 


82.9±7.0 



M (Bg/kg/day) ±:^iim^ 

794. 2± 113. 2 

lljfe^300 30iiig/kg l^PlB2[B]j^#P 437.1±95.9 
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1 mf^m&m (mg/kg/dav) ±mmmm 

nmm 84o.4±82.2 
mmmm somgAg muiaz^^w 602.2±47.3 
mmmm zsm/i tkTk^^m 22o.2±i7.7 

mM&j^mmm^yv (sHRx B*f-^-;w:^u>'^- m) ) (Dm^nMm--i 

Azk^^SfcJSM^-a-s igP\;>x&fflV>TSHR©SF«3fc:3ll«!l«jK:^#bfeo SHR 

<om.mmsmiiitmibL^iiB-&m^^m (BP-98A^ v7ho> (^) ) &fflv\ -fc 

JfiUEi£T¥ (%) = (^•^^#B&JfilflE— fb-&i^^#mffi) /^^i^tS#iflfil 
EX 1 0 0 
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mmmm 


18.0±3.5 




20.4±3.0 


mmmzi 


37.0±2.5 


mmmiu 


35.0±4.7 




18.9±3.1 * 


mmmzoo 


24.1±3.8 * 




22.2±7.4 




20.4±5.2 




37.2±11.7 




43.3±1.2 




30.8±5.7 




18.8±8.0 




26.4±5.0 


mmmm 


24.4±6.8 


mmmzse 


23.6±8.6 


mmmzdo 


17.2±2.9 


mmmm 


21.1±6.5 


mmmm (t>^) 


47.3±3.6 




46.4±4.8 


mmmzeo (^>» 


19.6±10.5 




41.4±7.4 




22.7±5.1 




51.4±0.9 




30.4±7:3 
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m ^ <o ^ m 

Het-X-Z (I) 

xtts s (1) - (ix) ifi^fs^^mp^mn^M^^mhs 

(i) -NH-C ( = 0) -NH-Ql- 
^^-To ) 

(ii) -NH-C ( = 0) -Q2- 
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v^) lcJ;DEil^ti-cv^T% J;v^) 
^mto ) 

(Hi) ~NH-C ( = 0) -Q3-Q4-Q5~ 
Q3y;^ 

Q414> -0-s -NH-. tfett-S (=0) m- (mttO-20^l8c*^ 
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■^-)]/ (c(DTj]/^)]/m^it^'^r2^>m^izx^mi^^hr\f'^x%^i^) > Ci- 
^m-To ) 

(iv) -N (-R') -Q6-Q7- 

- (CH2) nl-CR^R"- (CH2) n2- 

n 1 43 J:tKn 2 tt-^tl^n 0 ~ 3 (D^IS^S U 

n2*J2*;fe(i3T-$>5i^-^<Z)- (CH2) n2-J±x a4»©- CH«- CH«- 
*J-CH = CH-tfel±-CsC-^£^UTVNT*)J;<s 
R'»43J:VR"«:> l^-*feliM«:•^•CV^•t% J: <x 

Ci-e7)]/^)i (c:cDT;l/^;^^7k^^^^:J;t)fi^^nTV^•c^)<tv^) > 

- (C = 0) -N (-R"") (R="':fei;rJfR'''Jix l^-Sfe{i^5S; 
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^)ii^^l^nTV^T%J:V^) > S^^prDl^;K trzU^>PJl^ (i07x-;i/gp 

i-47;i'=¥;i/ (^:©T;^:2|r;^a:Apy>M^PK:J;^)»il^tl•rv^T*J:v^) x Ci 
_4T;i/n^e^ (c:(D7';^^;^95^H:APy>M^tcJ:DE^Sl^^^Tv^t:'feJ:v^) s 
Ci-*T)\yr3^i/tf)\^ts=.J]y (e:(Dr;i/=^;vgPiS>ytAPy>M^fc:J;DMife^nT 

- (CH2) p-NR"- (p{d:0~2©^iC^mu R='^*^Ji^^^ d-tT 

'y'Ss Ci-4t;v^;v (ci(07;i/:3f-;vJ±Apy>M^fc:J;t)H^^tfCv>T%J; 
v>) > c,-4T;v3de$/ (^:cDT;^^;^gp^tt/^p^>li^Ft^:J:0®^^l^nTV^T 

mM^nx\^x%^\^) > Ci-4r;i/=3p;i/A;v:!i?-;i/ (cior;i/=3p;i/g|5^a:/NP^ 

->ft:J:Diltfe^nTV^•t%J:v^) ^mt) s 

-NH- (CH2) ql-CR^'R*"- (CHa) q2- (q 1 j3J;Vq 214^ 
n^nO~2cD^^^^U R'':J3J:t;fR*nd:^ ^Mns TK^ii^N Ci-4T;1/ 

>'i£> Ci-4T)]/^)\^ (i©T;i/^;n±AP^>'ji^fcJ;Dgm$tiTv>-r%J: 
v^) . Ci-4T;i/ndfi/ (^:cD7;l/:^^;vg5l»l±>^^py>li^c:J:^)m^^l^^^•rv^T 
V Ci-4T;i/bdp$/*;i/j}?-;i/ (ci07';i/=3i^;i/|[p^tt>'NP^>M^tJ;D 
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- (C = 0) -0-CR*'R"-CH»- (R*'';feJ;t;fR'''B:lul3-e^«^tife 

-NH- (CH«) i-NH- (lH:l-4©Sit*^"r) > 
-S ( = 0) j- (jJiO. 1. ^fe{i2?&S1-) 
^mto ) 

(v) -NH-Q8~Q9-Q1 0- 
Q8»:> 

Q9tts "0-> -NH-s *fe(±-S ( = 0) r~ ( r t± 0 - 2 O^jfifc^lg 
Ql Otts 

^^l8[2'-3®5^;i/^-l/> 

(^:©T;l/:^p;l/gt;^^i/^D^r*>Ji^t:a;Dggl^nTv^T%J;v^) s Ci- 
J:v^) X Ci-4T;i/dp;bp!3;i/>Jf-;i/;2|-:3p$/ {^OT))y^)V^^W\u^ym'i-^X. 
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^mto ) 

(vi) -0-Ql 1-Q12- 
Ql 2Uis 

_ (CHi) s-CHR"- (stiO-acD^IR^^U R'Jijdc^Ji-^s Ci-« 

Ci-4t;i/^;v (il©T;w^a:AP^>Jli^K:J;^)mife*tl•rv^"rfe 

- (CH2) t-NR«- (t{±0~2©^m<&^U R''{i:7K^M^> C.-4r 

^^S. c»-47';i/^;p (^lCDT;^:¥;^a:>'^p^^>ii^t^J^^)^t^^^^^1''t:v^"C'fe<fc 
^bJ;v^) > c i-iT)vn^i^it3)]^t^=-)V (ccDT;i/^;H»^ttAP'{^>Jl^t^«fci) 
>M^i^<tDm^^ntvNt%J:v>) ^ Ci-4T;i/^;u:i3;^^-;v;^-:3^i/ (cot 

-NH- (CH2) u-CHR'- (uH:OtfeJ±l©^l^«^U R'^TK^li 

hP^N t^^Sn Ci-4r;i/=^;Kc:0T;i/^;i/ti/Npy>ii^(cj;Dii^^n 
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(^:cDT;^:¥;^«|5^^i>'^D^>ji^fc:J:Diii&$nTv^T^>a:v^) ^ ^feli^ 

^mto ) 

(vii) -Q13-Q14- 
Q 1 4(±. 

- (CHa) v-CHR«- (vJiO-2©SSjR*^U R'tt^KJRMi^s Ct-4 

<fcVN) X Ci-4T;i'rmr>> (c:cDT;l/:^;^^i|5^^•y:AD'!7'>M^K:J:Dg^^tlTV^ 

- (CH2) w-NR"- (wy:0~2®^|!j^^U R-ttTk^m^x Ci-4r 

^^Jl> Ci-4T)v^)v (cl0T;^:^r;^«:AP^>jli^^cJ;?)Sgl^n•c^^'r%J: 
v^) s Ci-4 5';i/n:3E^i/ (ii<Dr;i/:^r;i/gU^H:Apy>M^l^:J:t)Mm$nTv^T 
s Ci-4T;i/r3^^>*;i/7K:::;i/ (ii©T;i/^;i/gp^tt>'\P'5^>ii^-ic:i D 
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-NH- (CH«) x-CHR'"- (x{d:Otfe{±l®m^^U R^"«±2lcil 

(viii) -C ( = 0) -Q15- (CH») y- 

(ix) -C ( = 0) -NR»-Q16- (CH2) z- 

1 a-v^i 5M©=«<4cDiaiB*fe«:^ISffi®^^^^^^fe**^^^^^> 
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Xd**^ (iv) (^Ffx R^d^TK^ii^^^bx Q S^^TIB^C 



^1") ^^U Af»oZ3&«^Ngil7x-;i,^^-r:^^K:, H e t 1 -If^U i^- 

;k 4-^;i/5i^U-;w 3-i^Ui?-;Wx 4-t^'j^:^-;K 2-^DP-3-if 

2. H e t *s^-r#^ttO«m^^^A5. ^ (Da) x ^ (lib) s 

(He) ^m.t. mw^i^mm<oik,^o 
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HN Al 




(lib) 



3 . H e t mtmmumm^if^^ ^ u s^;k \f u ^ i^;K >f v 

4 . H e t iiiUt=^MB<om^m^^tfi>> ^ (ma) s ^ (™>) s sS; (ni 
c) s ^ (md) s ^ (me) . (nif) s ^ (nig) ^ ^ (nm) s ^ (im) ^ 
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tfzlt^ (nij) ^mt. M^Jg 1 {cMcD^b^i^o 




E<±-NH-. -0-s ^feii-S-^^fo ) 



5. A2gu^3&sTiBd»6>^^p*»6^iR'^n^s mmm4K^m<Diii^mo 



wo 01/56988 



334 



PCT/JPOl/00721 



6. H e 1 3fjS^1"z:3g<acDltlN3i^^**> 1. 3 2, 

3_.;;;^jj.,>-2, 3-S?t HP-lH-5— <V-OKU;i/s l-T-fe^;i/- 
lH-5— <>i5^V^U;K 1H-Ii7yp[3, 4-d]t!U ^i^>-4-^;K 

:^\;Ur:;K ^t^I^J^-^K :^7^yi?-;K ^>y^^i5^V^U 

7. Xd»^ « (i) (^*s Qltti^-^s ^^^l-3©r;i/^rU>s 
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9. xifi, & (iii) QStt^ mmmittz^2(D'rju^u>, ^tz 

ia:j^m*fc2®r;i/'5r-l/>*^U Q4li> -O-s -NH-s ^fel*-S ( = 
0) m- (mi^O-^ 2 ommtrnt) ^^U Q5{i^ Jig-^s ^^^l^fett2 

10. x*^^ S (iv) R't±7jcmi^^*fea:Ci-4T;i/^;i/5!j;i/3j^- 

K«Ji^(3j;DiSlfe*tut:VN-C%J:<> QTtts lig-^s - (CH2) nl-CR' 
•R"- (CH») n2- (nlliO^fettlOllilt^^U n2a:0-e*»)s R 

^^\,^-7ai-)V^mir) ^ - (CH2) p-NR»- (pa:0^fe{il©m*^ 

r) ^ tfel4~NH- (CH2) ql~CR*»R*'- (CHa) q2- (qlttO 
q2H:0-?f*?)s R*'tt2Kl8M^«SU R**(±*l8JP^s C 

11. XiO^x £ (iv) (^tl^s R'«:*^li^*fe{iCi-47;i/^r;i/*;V5l^::: 

^^JII^fcJ;^)Sm^tlTV^T*)J;<^ Q7(i^ Jg^s - (CH2) nl-CR^ 
"R^"'- (CHO n2- (^*s nl:fe<ttJfn2Ji'^n'etiO-30iflS*^U 
R^'ttzK^ii^^^U R'"'a:;!fc^0^^ W^fe^tl"rv^•C4» J:i^Ci-a7^;i/=¥;K 
*;i/^:^^>;i/^s Ci-4 7;i/3^i/*;u7i?-;K i/T^^ - (C = 0) -N (- 
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^^^nrv^-^%J;v^7xn;^:&^■r) s - (cho p-nr''- (p«:osfett 

x-;V^llr)s -NH- (CHa) ql-CR*''R*^- (CH^) q2- (ql 
43J:tJtq2l±Jeti^nO'-2©fi»*^U R*'ttzK^li^^^U R^'tiTKiS 
M^. Cl-4T;^=aF;^*fe^±®«l^nTV^•c^)J:v^7xn;^^e^'r) s - (C = 
0) -0-CR*'^R*''-CH2- (R*"{±7k^li^5feSU R"H:*^M^> Elfe 

-NH- (CHa) i-NH- (mi^4(Dmm^mt) . ^tcU-S ( = 0) 

12. S (iv) Ij:43V>Ts R^^STK^ii^'S^U Q6*«s j^^M^fcJ^?) 
g^^tlTV^T^)J:V^5~7M®fiaWJ^^^5^;S*^U Q7*«x - (CH«) p 
-NR^- (p{±0*feH;l©^M^U R''{i7j<^M^s Ci-4T;Wi/^fett 
Sm*nTV>t*J:V>7xi::;VJg£^1-) ^ *fett-NH- (CH2) ql-CR* 
•R*"- (CH2) q2- (qlttO*fea:lt?*Dx q2{iO-efeDx R^'tt* 

1 3. m (iv) t;::fev^Tx R^*»7Kmii^^^U it^M^fcJ;^ 

gjft*tiTv>T * J: v> 1 mcomm^i'^'^^t^ 5 - 7 *©ia«im^3i^s=sfc^ 

U Qlifi. - (CHa) nl-CR''R"- (CHa) n2- (nlttO^fett 
lO^ii^mu n2«0-e$>t)s R'*a:**M^*^l^s R"'*- 

Ci-4:p;^:^>>K tfe«»lfe^tbTV>T*)J:V>7xn;i/:&m'r) ^^a-Tx M^^l 

14. £ (iv) fc::33V^•C^ R'mmB^^^U QSiJ^s 5-7«0fia«] 

^^^^^ tfeH: im<Dmmm^^^Mt^5^7 j^om^mmmmu 
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ifi. - (CH2) nl-CR»'R«''- (CH2) n2- (n 1 *5<ty«n 23()»lll~t 
fe«:^«:oTV>T%J;< O~30|||&*^U R^'is^zK^il^^fe^U R*"*** 

1 5. & (iv) t3:feV^Ts R**»2K^ji^*mU Q6i^s S-TMOfiSln 

- (CH2) n l-CR^'R*''- (CH») n2- (n 1 :feJ:tJfn 2*S07?& 
Ds R*'*«*mi^^*^U R'''3&*SJfe*nTV>T*J:v>Ci-»T;i/^;w :ij;i/5i? 

Ci-4T;i/3^>>*;i/>t?-;K ^>T^m> - (c=o) -N (-R*-) 
(-R") (R*»:fe<krfR"a:SI^«l-C^IS*tifert^iil^ll7?*€») s 

16. ^ (iv) t3:j3V>T> R^*»7|CINJS^%^U Q6*s^ 5'-7H©«affl 

- (CH2) nl-CR''R"~ (CH2) n2- (n 1 dJO-ScD^lfc^^ 

17. £ (iv) tc::j3V^Ts R'sJ^tK^M^^^^U QSifi^ 5-'7M®«aft 
A$s -NH- (CH2) ql-CR^'R*^- (CH2) q2- (q 1 :j3J;tJfq 2 

jen^no-2®^^^&^u R^-^ttTk^M^^^u R*'•^±2K^ii^^ Ci-4t 
;i/:¥;i/*fei±gife^nTiAT*)J:v^7x-;i/*a-r) ^^JgluciBti 
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18. £ (iv) {C^V^Ts Q6*«THBCDV>-fn**®»*^t*> ai*3gl:j3J: 

^ -O- XT' -O 




2 0. X^i^s £ (v) Q8a:^ m^l^l-3©T;i^dpi/>, 

S (=0) r- (rttO'-2©lliC^^-r) QlOa:^ ^-&s ^^IScl 

*fcl±2cDT;i/^u>> t.1t^mm(or)W=-\/> (Qio*»a-rT;i/=3pi/ 

2 1. xifis^ (vi) Q 1 1 J^^s mm=^i^x.r>w^^nx 
(DmmmM^^^^\^-^ Qiaj*. 3^^s - (CH2) s-chr*- (sH:o 
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^\,^y :c=.)v^mt) > - (CH2) t-NR«- (tttOSfettlom^j^U 

*fe(i-NH- (CHa) u-CHR'- (u(iO$fettlO^^:&^U R'(i7jc 

2 2. X3(J»s (vu) (^it>^ Q13{±. i®-^. IKf^ii^J::J;t)g^^ti 
T V^T a:VN 5 ~ 7 «0ll?n^m^^»*fc{± 1 fflCD^iii^^^WI- S 5 - 7 

mof^mmmM^&^mv, Qi4t±s i^^s - (CHi) v-chr"- (va 

feJ;V>7ai-;i/^^-r) X - (CH2) w-NR»- (wtt 0 tfe^: 1 OUa^t^ 
^) s *fe{i-NH- (GHz) x-CHR'"- (xttO Sfcti 1 CD^I&^^U 

mto ) ^mr. m^m i tciBScfls^tio 

2 3 . Xifis m (viii) (sSiPfx Q 1 5 lis Umii^fc J: bgSl^ii-CVNT 
% J:v^ 2^®0^^M^F^;&^wrs 5-7Mota«I^S^^5ia^^U yitl^tc 

2 4. Xifi. m iix) Upfi. Ql 6«:. j^^J^^lcJ; DgJgl^n"rv%T* 
J: 5 - 7 «©iaWJ^MI^«^ feH: 1 McD^mM^^^^^S 5 - 7 MolllB 

2 5. Z*Ss 
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13-1 5n(o^mi(o^M^mmm^^^rcm.mM^^ 

^^s/;i/s 77-;k t:us^;p> ti^y>:^;K ;:>-7^;k tyi^i^-)\^^ 

2 7 . He t *«lll*3g|2l=:ffi«©^5i (Ha) x S (nb) > ^fett^ (He) ® 

(nia) s ^ (nib) . ^ (nic) > ^ (ma) ^ ^ (me) s ^ (mf ) ^ ^ (ni 

g) . ^ (iiih) . ^ (iiD) > (115) cD-^it®^^^^«*^bx 

X3i^> Il^«7tl3«©» (i) s ii*JS8fclB«©» (ii) s M*3l9lw|B 

mom (iii) s 8i5^^i 0-1 Qtov^-rnd^-JSJciBHo* (iv) ^ m^m2o 

K:fB«©« (V) s mm2 1 K:IB«®« (vi) . ^^2 2fc:iBt®^ (vii) . . 

m^m2 siizmmom (vm) s ^tzumim2 Aifitmom (i^o s^Os 
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7"^=^)^ l^US^;W i-y^M i-y^U:=.)K ^>9'=.JW -<> 

Ci-4t;i/:^;i/ (c:©T;vdp;^H:;^Dy>J!i^t:<fc^3M^^^tl■cv^T^^<kv^) . 

2 8. Eetifis 4-h:Vi^}K 1, 3-i^;t=¥^-2, 
H-5->r V'f > KU;K lH-5-'r>irv^U;K 6-^dd-1, 3-i^;t 
:^[^J/-2, 3~^b KD-lH-5— r KU;K l~T-fe^;v-lH-5 
— f>yyU;K lH-b5i;D[3, 4-d]bU 5i>>-4->f;V> lH-5 

2 9. TIB*^^5&5ll*^e,5i^^tlS> M^]^ 1 twiaao^^ : 
(2 0) N- [1- (4-:/P^7x~;i/) -N' - (1, 3-i?;i-=^F- 

(2 1) N- (l-'^>$^;i/-3-li^Ui^;H-N (iH-5-^>^\;u 

(2 2) N- [1- (4-:/P^^>i^;v) -4-b^';i?;v] -N- (IH- 

5->r ^^\;u;i/) 

(8 0) N- (2, 6-i?^DD^>i?;i/) -N* - (4-t^us^;i/) 
(8 3) N- (2-^DD-6-7;i/:^D^>$;;i/) -N* - (1, 3->:^:t^ 
V-2, 3-i;t KD-lH-6--i'V^>FU;i/) '^l/^'s 
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(9 0) N- (2, 6-PyM^^>^^^^) -N* - (1, 3-5?:t#V-2, 
3-i?t b*D-lH-5-'YV-<>'FU;i/) 
(9 5) N- (2, 6-97M^^>^:>J^) -N* - {IE- 5 
;i/) ^UT^ 

(10 2) N- (2-e7nD-6-7;V:^-P'^>5^;W -N' - (lH-5-^ 
(12 6) N- (1— ^y5^;V-4-t;^Ui^;W) -N- (lH-5--f>^V 

u;i/) 

(12 7) N- (l-'^>$?;i/-4-tf^ys^JV') -N- (lH-5— Oi5^\/ 

(12 8) N- (iH-5->f >^v^u;v) ~N- ( 4 - bf^ u e^;i/) r^x 
(14 6) N- ( 1 h^^'N'f KD- iH-trnu;v) -N- (IH 

(164) N- [1- (4--7;i/;4-P^>S^;v) -3-li'^Ui^;i/] -N- (1 

H-5->f >^^/u;i/) 

(22 1) 2- [3- (iH-5->f >i5/^vry;i/T^y') tr^Ui^y] 

- 2 - 7 3ir^;i/T-b7^— h 

(2 2 7) Nl- (2-7;i/;tox5^;V) - 2- [3- 
U;VT^^) t!^U5^>'] -2-7x-;i/T'fe hT^ H 
(240) N- (lH-5-^V^vrU;w) -N- [1- (2-^^;V-l-7 

(243) Nl- (lH-5-Y>iJ^vru;i/) -N4-rntf;i/- K 4-S/i^ 

(24 6) Nl- (2-7;i/:tDx^;i/) -N4- ( 1 H- 5 U;W 

-1, 4-i^i^i3^^i)-yt^r^> 

(24 7) Nl-$/^nrDl^;V-N4- (lH-5— f >^V^U;i/) -1, 4 
(24 8) Nl- (IH-S-'Oti^^/U;^) -1. 4-^>^D^^-9->2;7'5 
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(2 5 9) Nl- (IH-S—f y^^y^';;!/) -N4-7xr:;i/x5^;i/- l, 4 
(2 6 0) Nl - (5~^V:^r^U;W -N 4 -rp t;!/- 1 , 4-S/iJ7D^:Je 
(2 6 1) Nl - (2-7;V;i-Dx^;i/) -N4- i5'—(V^J U;!/) -1, 

4-^^D^#-y->$;7^> 

(2 6 2) Ni-i^^^DrDi;;i/-N4- (5->f U;!') -i, 4-^^^ 

(2 7 3) N- (5-^V=^y U;i/) -N- [1- (4, 4, 4-h';7;i/:tP 

(2 8 1) N- (1 H-5— f >^yy;i/) -N- [1- (2-p<^;i/^>f- 
;v) -3-i^^ut^;i/] 

(2 8 2) N- (IH-S-'f >^V^U;i/) -N- [1- (2, 4, 6 - hU^ 
;V:tD^>i^;i/) - 3 - U 
(2 8 6) N- (lE-5-^>y'JVJl) -N- ( 1 -rp tf;!/- 4 - fcr^U 

(2 8 7) N- [1- (i/^prpt:;i/p<^;i/) -4-if^us^;i/] -N- (1 
H-5->iJ^\;u;i/) 

(2 8 9) N- [1- (3-7;l/5^D7•pl^;l/) -4-t:'^y5^;i/] -n- (i 
H-5--r >^v^y;i^) 

(29 0) N- (lH-5-^>^^vrU;i/) -N- [1- (3, 3, 3-hU7 

;i/:tP r p if;i/) - 4 - 1:^ u T%y 
(2 9 3) N- [1- {2-^viv-4-y)]/:tti^>P)\/) 

-N- (iH-5-> r><s^yu;i/) 

(29 4) 2- (3, 4-i^7;l/:tP^>5^;^) -2- [3- (IH- 

(2 9 8) N- (lK-5-^>^'/V)V) -N- {1- [4- (hU7;i/:tP 
(3 0 0) N- [1- (3, 4-i^7;i/:tP^>i^;i/) - 3 - u >:^;i/) -N 
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- (iH-5— y^y 

(3 18)N- (5-^v^^u;v) -N- (i-:/DVf;i/-4-i^<<Us^;b) 
(3 2 0) N- [1- (2-x^;i/:>'^^^) «-4-t:^';i^;v] -n- (s—f 

(3 2 2) N- [1- (3-7;v:tprPii;v) -4-ir^us?;i/] -n- (5 
v=3p^u;v) T^>o 

3 1. (I a) ®'fb^tfeB:*®^±ff^^nsffi% u < «^ifiilP^ 

Het-X-Z (la) 

He t lis 'i>5a:< 5-7«®#^«©«8«3$fe 

{i^lSfOOlt^^sSl^s ^ ^ V^I±'J>3& < t <fe 1 00gJSm^ 9-12 

Xlis m (i) ~ (ix) *»e>35:Sffi^*»^^*^^nSS&^U 
(1) -NH-C (=0) -NH-Ql- 

(±I3^'4'n 
Ql(± 
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•^^-}]^ (^:©5';^^;l'^f|J:0•tt>'^Dy>M^^ca:D®g|^^^T^^T*)J:v^) ^ Ci- 

^fe^fo ) 

(ii) -NH-C ( = 0) -Q2- 

mMWi 2-5 <DT}W- 1/ > 
))/^)Vl^^M3^>m^i^^*)U^^fiX\^x%X\,^) s Ci-47;i/n#5/ (;iOT 

DS«l^nTV^T%<fcV>) . '^^^'^>VM^t/\::^t)Utk^HX\^X%X 

^^fo ) 

(iii) -NH-C ( = 0) -Q3-Q4-Q5- 
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Q4{d:> -0-. -NH-^ *fel±-S ( = 0) m- (ni»0-2a)m*m 

■r) 

^^to ) 

(hr) -N -Q6-Q7-- 

4 J; D Sil^ ti-c v^ r * J; < s 

- (CH2) nl-CR'-'R"-- (CH2) n2- 
n 1 :fe<fct)«n 2 ja^n^n 0 - 3 ®^IS:^&SU 
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n2dJ2tfey:3T-*S®^CD- (CHa) n2-\±. m^(D-CE2-CEz- 
*»-CH = CH-$fett-C5C-^&^UTV>T<ba:<s 

c 1 -4 i/ 5tj Jt?-;K 

- (C = 0) ~N (-R'") (-R"") (R'"';fe<fcl;fR'"'{i^ 

t)Slfe^nTV>T*> J:v^) s 5/^^Drpi^;K ^fi^^yt^)v (cicD7x-;i/|flS 

x-47';i/#;i/ (il0T;l/:3F■;^^±>'^py>Jli^fc<fcDg^^l^^^TV^*r*Jtv^) > Ci 
-4T;i/r3^rJ/ (iI®T;^:^p;^aJ^l±>'^oy>JlS^K:J;Dfi^fe*n•cv^r^><kv^) > 

l^T%«tv^) s c i-4T;i/^;i/:3b;i/7}t-;i/ ic:(DT)i^)]/^^^^\u^ym^iz^ 
Dgil$tiTV>T*» J;v^) s Ci-45^;i/^;i/A;i/^-;p;t=¥^ (C.<0TJV^J13^ 

- (CH2) p-NR"- (pH:O~20^^<&SU R'a:7Jc^ii^^ C1-4T 
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-NH- (CH2) ql-CR^'R"- (CH2) q2- (q 1 :a<}:U«q 2t±Je 
tlJ?nO-2®lflS?fe^U R*':j3J:tfR"a:N ^n^'tts 2lC*M?s Ci-4r;W 

ii«i^tiTivT*>J;v>) > Ci-4r;i/=^;i/*;i/Ji?^;v (ii0r;i/:^;v8l5^H:Ao^ 
- (c=o) -o-CR*'R"-cH2- (R^'cfej^tJtR^ttSuia-e^adnfe 

-NH- (CH2) i-NH- (i\^i^4<Dmm^mt) N 
-S ( = 0) j- (j«±Os 1> ttc^2^mt) 

^m-To ) 

(v) -NH-Q8-Q9-Q10- 
Q8»s 

QQttx -0-s -NH-s *fea:-S (=0) r- ( r 0 - 2 OSHS^fe^ 
Q 1 0 {±s 
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^^^o ) 

(vi) -0-Q 1 1-Ql 2- 

1-4 r;vdF-;i/ic J: d Slfe^ v^T J; < x 
Q12t±s 

- (CH2) s-CHR"*- (s{±0~2cD^m^mU R^'tiTkmii^s Ci-4 

T*)J;v^) s Ci-4T;i/3df.N>*ji/;j^-;i/ (ci®r;i/^;va5^JiAD^>ii^lcj; 

- (CH2) t-NR«- (tH;0-2©l^!gC*au R'tt^Kl^ig^s C1-4T 
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~NH- (CHa) u-CHR'- (u«:Otfe{il©^i(^^U R't^TK^M 

^nTv^■c^)J:v^) s c i-4T;i/=i=af-5/*;i/^-;^ (c:0T;i/^;i/SP^{i>'Npe^> 

S^fo ) 

(vii) -Ql 3-Q14- 
Q 1 4 «:s 
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- (CHO w-NR»- (wliO-'2©m?&^U R'tt^K^ii^s Ci-47 
^yJlx Ci-aT)\/^)V (Cl®r;l/:^F•;^{±>'^Dy>Jl^^{^J:^)M^^l^i^T^^T*J: 

-NH- (CH2) x-CHR'"- (x{d:0^fe{il©m<^^U R^'JizK^ 

Sg:9•{±Ap>^7'>M^{c<fct)am^^^TV^T%J;v^) s Ci-4T;Wi/3b;i/:ii?r^;i/:t 
(c:cDT;l/:^;^g|5^^i>'^P'y>j!I^^^:J;t)fim^i^r^^T^>J;^^) s *fel± 

^^-To ) 

(viii) -C (=0) -Ql 5 - (CH«) y- 

(ix) -C ( = 0) -NR*-Q1 6- (CH2) z- 
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being the case, the inventions as set forth in the above claims are not considered 
as relating to a single invention or a group of inventions so linked as to form 
a single general inventive concept - 

1. Q As all required additional search fees were timely paid by the appUcan^ 

claims. 

2. 13 As an seardmble claims could be searched without effort justifymg an a^ 

ofany additional fee. 

3. Q As only some oftiierequh^ additional search fees were timely paid by die lOT^icant, this m 

only those claims for which fees were paid, specifically claims Nos.: 



4. ri No required additional search fees were timdypmd by die i^cantConsequentiy,^^ 

search report is restricted to the mvention first mentioned ia the claims; it is covered by claims Nos.: 



Remark on Protest Q The additional search fees were accompanied by the applicanf s protest 
I \ No protest accompanied the payment of additional search fees. 
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Since Het, X and Z are each variable in the compounds relating to the inventions 
as set forth in claims 1 to 32 and 34, these compounds have no chemical structure 
in common but involve, in addition to those as cited in the above column C, an 
extremely large number of publicly known confounds such as pyrrole and pyridine. 
Therefore, these compoimds have no important chemical structure in common. Such 
being the case, the inventions as set forth in the above claims are not considered 
as relating to a single invention or a group of inventions so linked as to form 
a single general inventive concept. 

In the description, only a part of the compounds having specific choices 
are cited among the compounds corresponding to the structural formula described 
in the claims. 

Further, it is obvious that there are a number of documents denying the novelty 
and inventive step of the inventions as set forth in these claims. Therefore, 
it is impossible in practice to search documents of the prior arts all over the 
scope . 

Thus, claims 1 to 32 and 34 fail to satisfy the specified requirements to such 
an extent as any enabling meaningful international search report. 

In this international search report, documents of prior art have been examined 
based on the compounds particularly cited in the description. 
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